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(57) [Abstract] 

[Problems to be Solved by the Invention] 
Offer of novel horticultural microbicide 
[Means to Solve the Problems] 
Formula (1) 
[Chemical Formula 1] 

{In Formula, A<sup>l</sup> to display optionally 
substitutable heterocyclic ring , as for A<sup>2</sup> } 

[Chemical Formula 2] 
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I? €>£l£ll<&S$ SU G I* CH 2 C0 2 Me If $ 

SU x' fcj;i;x 2 li**i^&:£l::/\D>rx 

&S£SUn l*|Ig4S©»£SiUO~6 T?* 

So 



}Tf«*fc$^a«^5/*»fcft£*3tf=l* 

Claims 

[M**i] 

[ftij 

A^N-A 2 (1) 



[ft 2] 

VD- va 

Vd-Ve 



£8U Va, Vb, Vc tS&lf Vd tttti 

Vb, Vc s Vd fccfctf Ve (D'Ptett&l^tlfr- 
y , Va-Vb, Vb-Vc, Vc-Vd, Vd-Ve<7)$S£li , ^ 

A 2 li, A 2 a A^A 2 y 



[ft 3] 



Such as from group which is chosen is displayed, G displays 
CH<sub>2</sub>CO<sub>2</sub>Me etc, displays 
X<sup>l</sup> and X<sup>2</sup> halogen , alkyl etcin 
respective independence, X<sup>4</sup> identical or 
different which is chosenfrom halogen , alkyl etc displays 
substituent which is possible to be, the n displays number of 
substituents , 0 - 6 is. 

) With as heterocyclic ring imino aromatic compound or 
pesticide which is displayed acceptable its salt , and the 
horticultural microbicide . which contains one kind or more 
which is chosen from those as the active ingredient 

[Claim(s)] 
[Claim 1] 
Formula (1) 
[Chemical Formula 1] 

{In Formula, as for A<sup>K/sup>, } 
[Chemical Formula 2] 



You display, Va, Vb, Vc and Vd display carbon atom , 
nitrogen atom , oxygen atom or sulfiir atom in therespective 
independence, Ve displays carbon atom , nitrogen atom , 
oxygen atom , sulfur atom or single bond ,however, at least 
any one of Va, Vb, Vc, Vd and Ve with nitrogen atom , 
oxygen atom or sulfur atom ,connection of Va-Vb, Vb-Vc, 
Vc-Vd , Vd -Ve, with respective single bond and to be 
good with double bond , hydrogen atom or Y has been allowed 
to haveconnected on respective atom , 

As for A<sup>2</sup>, from A<sup>2</sup>a 
A<sup>2</sup>y 

[Chemical Formula 3] 
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X* X 2 X 1 

\ — N M — N N — N 



X 1 X 3 X 1 X 3 



'b ' A 2 c: ' A 3 d 



X X- X* X" v a 

A 1 * A^f: A*g: 



A 1 * A* 

A^: A 2 !: 






G ' G 
A 2 J A 3 K 



X<n I -Lx*n 

1 M 



A 2 I: A*m: 



T 




1 > 



Mb 4] 

X 1 x ! x' X 3 



jS« -C^ 

J 1.1. i . 



A a q: AV 



A 2 !: 



[Chemical Formula 4] 



X* i> j> -a 



A 3 u: aV AV 



A, 



G I*. G 1 frfc G 14 
[ft 5] 



Empty group which is chosen displaying, 

As for G, from G<sup>K/sup> G<sup>14</sup> 

[Chemical Formula 5] 
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y 

G 1 : 









G 1 


G 3 : 


G<: 



r" K» r"H" r»-H« 



G . 



G 



r" r»K<» 



6 . 



G . 



R»H H« 



G : 



G 1 ': 



Z I*, -OR 1 , -SR 1 Sfcl*-NR 2 R 3 "Cfey , 

B l£. -CH 2 -, -C(=CH-OR 4 )-*fcl*-C(=N-OR 4 )- 

■efcy, 

Y I*, Y' -D-(CH 2 ) p -T*fe-SAH<iL, Y 2 Hjy. 
±<7)ftl;fc, l^-^fcliM^ortcfeLNo), A 1 CD 
lal-KiSt/i^tlCtt&U-- 21COY ICfcy, ^ 

fSJIH 1 1-3 lI^Az-C^TtJ: 1 ^ 3-7 ftJ^ 
C=Q' &r*!$.tZ>t\ fc-SLM* Va i: Vb, 
Vb t Vc, Vc <b Vd Stzlt Vd <h Ve ±<D 2 ll<D 
g&S Y t' 9L#-$£lCfco-C, Va t Vb. Vb <t 

Vc, Vc <t vd Sfcli vd £ v e bbblz&mfi&s 

*i-60-*fcliffi#K£ofc l aJU±©H*££ 
^.Y T*E&£ftT^T£cfc<,'<>-if:/IlA<- 
Oifg^LT^TtJ:^ 5 *fcl* 6 MH£ffSj£L 
T fc y , D li . J* « £ , -NR 5 - , -C(=Q 2 )- , 
-NR 5 -C(=Q 2 )- , -C(=Q 2 )-C(=Q 3 )- , -CR 6 =N- , 
-N=CR 6 - , -CR S =N-N=CR 6 - 
-N=CR 6 -0-N=CR 6 - , -CR 6 =N-0- 
-CR 6 =N-0-CR 6 =N-0- , -0-N=CR 6 -CR 6 =N-0- , 
-CR 6 =N-NR 5 - £ tz I* -0-N=CR 6 -CR 6 =N-NR s - 1? 

fey. 



Empty group which is chosen displaying, 

As for Z, with -OR<sup>l</sup>, -SR<sup> l</sup> or 
-NR<sup>2</sup>R<sup>3</sup>, 

As for B, -CH<sub>2</sub>-, -C (=CH-OR<sup>4</sup> ) - 
or -C (=N- OR<sup>4</sup> ) - with, 

Y is Y*-D- (CH<sub>2</sub> ) <sub>p</sub>- or, with said 
carbon atom oxygen atom , nitrogen atom or the sulfur atom 
each 1-33-7 -member ring where it is possible to include or 
is C=Q<sup>l</sup> formed (However, when Y is 2 or 
more , also identical or different is good. ), with Y of 2 it 
substitutes on same carbon atom of A<sup>l</sup>?, Or Va 
and Vb, Vb and Vc, Vc and Vd or Vd and Ve substituent Y of 
2 on becoming simultaneous, with Va and Vb, Vb and Vc, Vc 
and Vd or Vd and Ve same it is chosen from carbon atom , 
nitrogen atom , oxygen atom and sulfur atom or including 
atom of the one kind or more which becomes difference, 
optionally substitutable , benzene ring to form 5 or 6 members 
rings which one condensed ring it is possible to havedone 
with Y, as for D, single bond , -NR<sup>5</sup>-, -C 
(=Q<sup>2</sup> ) -NR<sup>5</sup>-C 
(=Q<sup>2</sup> ) -,-C (=Q<sup>2<7sup> ) -C 
(=Q<sup>3</sup> ) -, with -CR<sup>6</sup>=N- , 
-N=CR<sup>6</sup>-, -CR<sup>6</sup>=N- 
N=CR<sup>6</sup>-, 

-N=CR<sup>6</sup>-0-N=CR<sup>6</sup>-, 
-CR<sup>6</sup>=N- 0-, -CR<sup>6</sup>=N- 
0-CR<sup>6</sup>=N- 0-, 
-0-N=CR<sup>6</sup>-CR<sup>6</sup>=N- 0-, 
-CR<sup>6</sup>=N- NR<sup>5</sup>- or 
-0-N=CR<sup>6</sup>-CR<sup>6</sup>=N- 
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Q 1 , Q 2 fc<fctf Q 3 Its &*$kiLlZ^ =0, =S, 

=n-r 7 sfcttKXRW-eft y , 



Q 4 fc\fctf q 5 14, ^^ttii^o *fci*=s r-fc 
y, 

x 1 x 3 14, &*»til::/\ay:/ % c,~c 6 7 
ju*;u, c,~c 6 /\P7;u*;u, c,-c 6 7;up* 

C-Q /\P7^a*v, C,~C 6 Tfr*)^ 

c,~c 6 7;u*ju75 a (c,~c 6 7;u*;u) 2 7 

5/, N0 2 , CN, *;U£JU, OH, SH, NU'U 2 , 

c^c 6 t;up+v*;u^-;i/, c,~c 6 7;u* 

Ti^Ttictt^xy*?/. R a -eaft$*Lri^rti 
cfci^x- ;u*;u/t?- ;u3tf:i4 c n c 6 7;Mfju 



x 2 14, q~c 6 T)i*)\>. c,~c 6 mdt^+ju* 

frl4R a -eS^^TlNTtcfet^x-;UT*fey, 



X 4 14, /\P>f>, Q-QTJMtJU, C,~C 6 /\P7 

c,~c 6 7jup+v, d~c 6 /\pt;u=i+ 

(C r c 6 7;u^p;u) 2 75/, no 2 , cn, *;us;u, 
OH, SH, nu'u 2 , c,~c 6 7;ua*5/*;M?=. 
;u, c,~c 6 7;u+;u*;u7t?=.;u, c r c 6 /\P7^ 
*;u*jut»?-;k R a r*a^*tirt>rtcfci^x 
-;u, R a -caft^ttr L^rti*L^i/^>. R a 

T*a^HT^rtcfc^^x-;u*;U7Kzi;u$fc 
14 c,~c 6 7;u+;u*;u7K-;u^v-cfcy({I 

l, a&-r<& x 4 2 m w±o**i*n-^» 



R 1 , R 2 fccfctf R 4 14, > 

c,-c 6 7;^;u,c n c 6 /\P7>iu+;u,C3-c 6 v 



NR<sup>5</sup>-, 

As for Q<sup>K/sup>, Q<sup>2</sup> and 
Q<sup>3</sup>, in each independence, =0, =S, =N- 
R<sup>7</sup> or =C with 
(R<sup>8</sup> )(R<sup>9</sup> ), 

As for Q<sup>4</sup> and Q<sup>5</sup>, in each 
independence with =0 or =S, 

As for X<sup>Ksup> and X<sup>3</sup>, in each 
independence with halogen , 
C<sub>K/sub>~C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>haloalky 1 , 
C<sub>K/sub>-C<sub>6</sub>alkoxy , 
C<sub> 1 </sub>~C<sub>6</sub>haloalkoxy , 
C<sub>l</sub>~C<sub>6</sub>aikyl thio , 
C<sub>K/sub>~C<sub>6</sub>alkyl amino , 
(C<sub> 1 </sub>~C<sub>6</sub>aIky 1 ) 
<sub>2</sub>amino , NO<sub>2</sub>, CN, formyl , OH, 
SH, NU<sup>K/sup>U<sup>2</sup>, 
C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl , 
C<sub>K/sub>~C<sub>6</sub>haloalkyl carbonyl , 
R<sup>a</sup> with optionally substitutable phenyl , 
R<sup>a</sup> with optionally substitutable phenoxy , 
R<sup>a</sup> with optionally substitutable phenyl carbonyl 
or C<sub>l</sub>~C<sub>6</sub>alkyI carbonyl oxy , 

As for X<sup>2</sup>, with 
C<sub>K/sub>~C<sub>6</sub>alkyl , 
C<sub>K/sub>~C<sub>6</sub>haloalkyl or R<sup>a</sup> 
with optionally substitutable phenyl , 

As for X<sup>4</sup>, with halogen , 
C<sub>K/sub>~C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>haloalky 1 , 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 
C<sub> 1 </sub>~C<sub>6</sub>haIoalkoxy , 
C<sub>K/sub>~C<sub>6</sub>alkyl thio , 
C<sub>K/sub>~C<sub>6</sub>alkyl amino , 
(C<sub>l</sub>~C<sub>6</sub>alkyl ) 
<sub>2</sub>amino , NO<sub>2</sub>, CN, formyl , OH, 
SH, NU<sup>K/sup>U<sup>2</sup>, 
C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl , 
C<sub>l</sub>~C<sub>6</sub>haloalkyl carbonyl , 
R<sup>a</sup> with optionally substitutable phenyl , 
R<sup>a</sup> with optionally substitutable phenoxy , 
R<sup>a<sup> with optionally substitutable phenyl carbonyl 
or C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy 
(However, when X<sup>4</sup> which is substituted, they 
are 2 or more , it ispossible to differ similarly or mutually. ), 

As for R<sup>l</sup>, R<sup>2</sup> and R<sup>4</sup>, 
in each independence, with hydrogen atom , 
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$n7)l>*r)ls C,~C 6 7;UU^V C,~-C 6 7)1* 

d~c 6 7;u^;ux;u7x- ;u c,~c 6 r;u4r 

;U,R a r*S^tlT^TtJ:l^x-;UC n C 6 T 

;u+;u*fcii R^B&^ftr^TiJa^x p 



r 3 (i.7K^H^,c n c 6 7;u4;u.c^c 6 /\PT 
c 3 ~c 6 v^P7;u+;k d~c 6 7;u=i* 

vC r C 6 7;^ikC r C 6 7i^^X;^i-;i/ 
C,~C 6 7;U*;k R a T-B&£*lTl^Tt<fcl^x 

R a r*ff&£;h/a>Tt<H^x-;u c,~c 6 
□7U-;u c,~c 6 7;i/*;u-efcy. 



R 5 fc\£t/R 6 l*. 

c,~c 6 7;^;u, 
c n c 6 /\P7;b+;u> 

C 3 -C 6 y^P7;^k 
C^C 6 7^^+v, 

c n c 6 7;u=i^v c^c 6 7;u+;u, 

C r C 6 /\P7W+v, 

c n c 6 7;u+;ux;^x- 

c,~c 6 7;u*;u7JU7^-;k 

c,~c 6 7;u*;ux;u*-;k 

c n c 6 /\P7;u+;ux;u7x-;u. 

c n c 6 /\P7;u+;ux;u7>r-;u, 

c n c 6 /\P7;u+;ux;u^;u. 

c 2 ~c 6 7;u>r-;k 



2003-6-20 

C<sub>l</sub>-C<sub>6</sub>alky! , 
C<sub>l</sub>~C<sub>6</sub>haloalkyl , 
C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 
C<sub> 1 </sub>~C<sub>6</sub>a!koxy 
C<sub>l</sub>~C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>alky 1 sulfeny I 
C<sub>K/sub>~C<sub>6</sub>alkyl , R<sup>a</sup> with 
optionally substitutable phenyl 

C<sub>l</sub>~C<sub>6</sub>alkyl or R<sup>a</sup> 
with optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>alkyl , 

As for R<sup>3</sup>, with hydrogen atom , 
C<sub>l</sub>~C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>haloalky 1 , 
C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>K/sub>~C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>alky 1 sulfeny 1 
C<sub>l</sub>~C<sub>6</sub>alkyl , R<sup>a</sup> with 
optionally substitutable phenyl , R<sup>a</sup> with 
optionally substitutable phenyl 

C<sub>l</sub>~C<sub>6</sub>alkyl or R<sup>a</sup> 
with optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>alkyl , 

As for R<sup>5</sup> and R<sup>6</sup>, 

In each independence, 

halogen , 

C<sub>l</sub>~C<sub>6</sub>alkyl s 

C<sub> 1 </sub>~C<sub>6</sub>haloalky 1 , 

C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alky 1 sulfeny 1 
C<sub>K/sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>haloalkoxy , 

C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 

C<sub>K/sub>~C<sub>6</sub>alkyl sulfinyl , 

C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfenyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfinyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfonyl , 

C<sub>2</sub>~C<sub>6</sub>alkenyl , 
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c 2 ~c 6 /\py;uy-ju, 
c 2 ~c 6 7;i/y-;u**v. 
c 2 ~c 6 /\p7JI^-;u**v. 
c 2 ~c 6 7;u^-;ux;u^x-;u, 

C 2 ~C 6 7)\s*r-)WV74 -Jk 

c 2 ~c 6 7;u^-;ux;U/1-x-;k 

c 2 ~c 6 / \D7;^-;i/x;i.7xz ;u, 

c 2 ~c 6 / \P7;uy-;ux;u^-;i/, 

c 2 ^c 6 /\P7;uy-;ux;L/^;u, 

c 2 ~c 6 7;u*-;u, 

c 2 ~c 6 /\P7;i/*-;u. 

c 2 ~c 6 7;u*-;u;?Mrv. 

c 2 ~c 6 /\P7;u*-;u?Mrv. c 2 ~c 6 7;i/+- 
;u7jU7x-;u, c 2 ~c 6 t;u*=ju*ji/:7-<=. 
;k c 2 ~c 6 7ju*-;ux;u*-;k c 2 ~c 6 /\P7 
;ux;u^x~ c 2 ~c 6 /\P7;i/+-^ 
tju:7-<-;u, c 2 ~c 6 /npt^-^xM- 
no 2 , cn, 7tx;u^;u s oh, sh, scn, d~c 6 
7JU3*£/A;i/7t*-;k d~c 6 mp7;up*v*i 
;utK-;u % c^c 6 7;u+^*ju^;u, Cr-c 6 /\ 
□7;u*;u*;utK-;u, c,~c 6 7;u*;u*;utR 

R a T*a^tlT^Ttctl^x-;i,c^C 6 7 

c,~c 6 7ju^ux;u*-;u. R a -eB**ttTt^ 
rtct^^T-P7 l j-;i/, R a -eBftSttrt^rt 

$tin>rtcfe^^ J 7 L P7 , J— ;ux;i/7^-;u, R a 
■cBtt*tiTi^rt<fet^i-;u*;u7K-;u, R a 
i?B«$tir^rt<fct^x^;u c^c 6 7;u+ 
;u*;ut^— R a -cBft^tirt^rt cfeu^T" 
P7U-^*;u7K-;usfe(*-Nu 1 u 2 r*fcy, 



R 7 I*. 
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C<sub>2</sub>-C<sub>6</sub>haloalkenyl , 

C<sub>2</sub>~C<sub>6</sub>alkenyl oxy , 

C<sub>2</sub>~C<sub>6</sub>haloalkenyloxy , 

C<sub>2</sub>~C<sub>6</sub>alkenyl sulfenyl , 

C<sub>2</sub>~C<sub>6</sub>alkenyl sulfinyl , 

C<sub>2</sub>~C<sub>6</sub>alkenyl sulfonyl , 

C<sub>2</sub>~C<sub>6</sub>haloalkenyi sulfenyl , 

C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfinyl , 

C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfonyl , 

C<sub>2</sub>~C<sub>6</sub>alkynyl , 

C<sub>2</sub>~C<sub>6</sub>haloalkinyl , 

C<sub>2</sub>~C<sub>6</sub>alkynyl oxy , 

With C<sub>2</sub>~C<sub>6</sub>haloalkinyloxy , 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>haloaikinyl sulfonyl , 
NO<sub>2</sub>, CN, formyl , OH, SH, SCN, 
C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 
C<sub>l</sub>~C<sub>6</sub>haloalkoxy carbonyl , 
C<sub>i</sub>~C<sub>6</sub>alkyl carbonyl , 
C<sub>l</sub>~C<sub>6</sub>haIoalkyl carbonyl , 
C<sub>K/sub>~C<sub>6</sub>aIkyl carbonyl oxy , 
R<sup>a</sup> with optionally substitutable phenyl , 
R<sup>a</sup> with optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl , R<sup>a</sup> with 
optionally substitutable phenyl sulfonyl , R<sup>a</sup> 
with optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfonyl , 
R<sup>a</sup> with optionally substitutable heteroaryl , 
R<sup>a</sup> with optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>alkyl , R<sup>a</sup> with 
optionally substitutable heteroaryl sulfonyl , R<sup>a</sup> 
with optionally substitutable phenyl carbonyl , 
R<sup>a</sup> with optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl , 
R<sup>a</sup> optionally substitutable heteroaryl carbonyl 
or with -NU<sup>K/sup>U<sup>2</sup>, 

However, R<sup>6</sup> to be good even with hydrogen 
atom , 

As for R<sup>7</sup>, 
hydrogen atom , 
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c r c 6 /\P7^;k 

C r C 6 7JI/3+yC r C 6 7^*JkC r C 6 7^+ 

;ux;u7x-;i/ c,~c 6 7;u*;k c,~c 6 t;u+ 
;utju*-JK c,~c 6 /\P7;u^;ux;u*- 
c,~c 6 7;u*;u*;u7t-C-;k c,~c 6 mp7;u 

^;U^;U7t-;-;U % R a T*B&£*lT^Tt,<fcl^x 

;^.R a TS^tlTL^T ; t<i:l^7x-;^C n C 6 7 
;H3*v, R a T*fi&£;tlT^T£<fc^:7x-;U7> 
;L/7fx-;U. R a T*M^^tlTl>Ttcfct^x- )l 

c,~c 6 7JU*JU7JU*-;k R a t*E&£*iti* 
rt<fei^xP7'j-;u. R a r*a^tir^rt 

«i;l^fP7 l J-mv, R a T**&£*iT^ 

rt<tt^xP7'J-;u c n c 6 7;u*;k r 8 v 

g&£ftT^Tt<U^xP7U-;UX^*- 
;k R a T*H&£;ftT^Ttcfcl^x- ;u*;t/7fCn 
;k R a T*«^tir^Ttcfet^xy+v*;i,7K 
-;u,R a r*a^tir^rtcfei^x-;u c n c 6 
7;u+;u*;u^-;u. R a -eM&£*iT^T£cfc 
iN'Vf P7U-;u*;M-;- R a t*s&£*it 
^Ttcfc^^-TP7 l J-;u7l-^rv*;u7K-;L,s 
fete R a T:S^+ir^rt<fct^^P7 l J-;u 
c^c 6 7;u^;u*i;u^-;uT*&y, 



>s c,~c 6 7;u*;k d-C 6 7;UP^v. Q-Q7 
)[,*c)ix)17jl- ;k c 2 ~c 6 7vu^-;u, no 2 , 
CN.^;^;u*fcii c,~c 6 7JU3*v*,M-;^ 
jur&y , r 10 i*. 7K*JI : Fs /\p^>. r'\ 
-or'\ -sr 14 . -sor 14 . *^ii-so 2 R 14 r*fcy, 



r 11 i±. ymm+s R 14 */cii cn -efcy , 



r 12 \t, ?mm : i L ztz\z r 14 -ca&y , 



C<sub>l</sub>-~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>haloalky I , 

C<sub>3 </sub>~C<sub>6</sub>cycloalky 1 , 

C<sub>l</sub>*~C<sub>6</sub>aIkoxy , 

With C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>l</sub>-C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>alky 1 sulfeny 1 
C<sub>K/sub>~C<sub>6</sub>alkyl , 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 
C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfonyl , 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl , 
C<sub>l</sub>~C<sub>6</sub>haloalkyl carbonyl , 
R<sup>a</sup> with optionally substitutable phenyl , 
R<sup>a</sup> with optionally substitutable phenoxy , 
R<sup>a</sup> with optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>alkyl , R<sup>a</sup> with 
optionally substitutable phenyl 

C<sub>l</sub>~C<sub>6</sub>alkoxy , R<sup>a</sup> 
with optionally substitutable phenyl sulfonyl , 
R<sup>a</sup> with optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfonyl , 
R<sup>a</sup> with optionally substitutable heteroaryl , 
R<sup>a</sup> with optionally substitutable heteroaryloxy , 
R<sup>a</sup> with optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>alkyl , R<sup>a</sup> with 
optionally substitutable heteroaryl sulfonyl , R<sup>a</sup> 
with optionally substitutable phenyl carbonyl , 
R<sup>a</sup> with optionally substitutable phenoxy 
carbonyl , R<sup>a</sup> with optionally substitutable 
phenyl C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 
R<sup>a</sup> with optionally substitutable heteroaryl 
carbonyl , R<sup>a</sup> with optionally substitutable 
heteroaryloxy carbonyl or R<sup>a</sup> with optionally 
substitutable heteroaryl 

C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl , 

As for R<sup>8</sup> and R<sup>9</sup>, in each 
independence, with hydrogen atom , halogen , 
C<sub>K/sub>~C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6<sub>alkoxy , 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>alkenyI , NO<sub>2</sub>, 
CN, formyl or C<sub>l</sub>~C<sub>6</sub>alkoxy 
carbonyl , asfor R<sup>10</sup>, hydrogen atom , halogen , 
R<sup>14</sup>, -OR<sup>14</sup>, -SR<sup>14</sup>, 
-SOR<sup>14</sup>, or with 
-SO<sub>2</sub>R<sup> 1 4</sup>, 

As for R<sup>l l</sup>, with hydrogen atom , 
R<sup>14</sup> or CN, 

As for R<sup>12</sup>, with hydrogen atom or 
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R 13 I*. /NP^>. C,~C 6 7)l>*)l>, 

C,~C 6 /\P7^ik C 3 ~C 6 is$aT)l<*)l>. 

c 1 ^c 6 t;hi+vc 1 '-c 6 t;u+;u, c 2 ~c 6 7;u^r 



r 14 li s Ci-c 6 77i/*;k c,~c 6 /\P7JMr;k 
c 2 ~c 6 t;u*-;k c 2 ~c 6 /\dt;1/+-;u, 
c,-c 6 T;u=i+v*;u7t-C-ji,T*fcy . 



/\py>. 



R b -cH&$tt-ci^Tt c 2 ~c 12 7;u^-;k 



R b T*«&£;h/C^Ticfc^ C,~C 12 7;Uzi^X 



R b TfB^^tiTl^rtcfcl^ c,~c 6 r;ua+v 
c,-c 6 7;u=i+v. 



R b ^fi&£*VCl^TtJ:^ C 2 ~C 6 T/U^-iU* 

R b T«£;ftTUTt<fc^ c 2 ^c 6 7;u+n;u^ 
R b T*S&£*lT^Tt<fcl^ c 2 ~c 6 7;u*-;u* 
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R<sup>14</sup>, 

As for R<sup>13</sup>, with hydrogen atom , halogen , 
C<sub>l</sub>~C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>haloalky I , 
C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>l</sub>~C<sub>6</sub>a!kyI , 
C<sub>2</sub>~C<sub>6</sub>alkenyl or 
C<sub>2</sub>~C<sub>6</sub>alkynyl , 

As for R<sup>14</sup>, with 
C<sub>K/sub>~C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>haloalky 1 , 
C<sub>2</sub>~C<sub>6</sub>alkenyl , 
C<sub>2<7sub>~C<sub>6</sub>haloalkenyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyi , 
C<sub>2</sub>~C<sub>6</sub>ha!oalkinyl , 
C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl or 
C<sub>l</sub>~C<sub>6</sub>alkoxy carbonyl , 

As for Y* s 

halogen , 

With R<sup>b</sup> optionally substitutable 
C<sub> 1 </sub>~C<sub> 1 2</sub>alky 1 , 

With R<sup>b</sup> optionally substitutable 
C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub> 1 2</sub>alkenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub> 1 2</sub>alkyny 1 , 

With R<sup>b</sup> optionally substitutable 
C<sub> 1 </sub>~C<sub> 1 2</sub>alkoxy , 

With R<sup>b</sup> optionally substitutable 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl oxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl oxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyi sulfenyl , 
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R b- cil»*h"avciJ:i* c,~c 6 7;u+;uxju 

R b "Ca***lTl^rtJ:L» C 2 ~C 6 7)l*-)\,X 
R b T?1Ml&IVClvCtiJ:l* c,~c 6 t;u*;utju 

R b T?B&£*iT^Tt,j:i* c 2 ~c 6 t;u<t-;ux 
R b T?S&£*vc^-c£ja* c 2 ~c 6 7;u*-;ut. 

R b -eg&£*iTI^TtJ:^ C,~C 6 7%a**>*i 

r c -cg£$:KT^-ct ja^x^+v, 

r c trBSteft-c^-ctJa^x^u c,~c 6 7;i> 

R c T'M£$*lTI^-C : b<i:lV7x^UC l ~C 6 7;U=] 

r c T-s&£*iTurt ja^x^xji,*-^ 



r c -c-S&£;K-ci^Tt,<fci^:7x^u3ji,:7^ 

r c -c«***iTt^rtJ:t^i=;u c,~c 6 7;u 
*;ut>;u7x-;u, 

r c r-Sg|$tvTi>rt c,~c« 7)i> 
r c -cft&SiiriiTtja^x^ c,~c 6 7ju 
R e Tfllft2F*iTivcfcJ:i^Tn7'j-,/k 

*>» R c TMHMI**VCl*-C ; fcJ:l*'VTP7'J— Jl* 

c,~c 6 7*u*;k r c -ciMi^tiTi^r* 
L^Ttcfet^-fayj— ;ux;u7^=.-»u, r c t?S 
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With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>-C<sub>6</sub>alkenyl sulfonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>~~C<sub>6</sub>alkoxy carbonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl oxy , 

With R<sup>c</sup> optionally substitutable phenyl , 

With R<sup>c</sup> optionally substitutable phenoxy , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

With R<sup>c</sup> optionally substitutable phenyl 
sulfonyl , 

With R<sup>c</sup> optionally substitutable phenyl 
sulfinyl , 

With R<sup>c</sup> optionally substitutable phenyl 
sulfenyl , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>Ksub>~C<sub>6</sub>alkyl sulfenyl , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>l</sub>-C<sub>6</sub>alkyl sulfinyl , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>c</sup> optionally substitutable heteroaryl , 

With R<sup>c</sup> with optionally substitutable 
heteroaryloxy , R<sup>c</sup> with optionally substitutable 
heteroaryl C<sub> Wsub>~C<sub>6</sub>alkyl , 
R<sup>c</sup> with optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkoxy , R<sup>c</sup> 
with optionally substitutable heteroaryl sulfinyl , 
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)l>. R'T-g&^ftTi^-ctcfci^T P7U— jut. 

R c T*B&£*lTlvC£<Ja^T-P7'J 

— )i c,~c 6 7^^;ux;u7i->u, r c 

*l-CHTi<fcl> / vrQ7U— ^ C,~C 6 7->U*;U 

7M-;u c,~c 6 7;u^;ux;u7fx-;u. R c r-fi& 
Zhxi*x$&i*7x-)Mi)Mlt—)\, % R c T*g& 
$tiT^Tt<fci^x=;ua;u7tf:^;u;j-**x r c 

R c T'llftdilTli'C&Ja^x^jU C,~C 6 7;U 

4r;u*;u7K_;u, R c T*B&£*vT^TtJa^x 
c,~c 6 7;u+^^7H-^^i/.R c r*s 

r c ■ett^^,T^T : tJ:L^xn7 , J-;u*;u 
L^t«J;L^T-P7 , J— ;u c,~c 6 7JU*;u*i;u 

7t-:-;i,, R c T*M&£*lT^T ; i c fc^'VrP7'J— 

c,~c 6 7;u*;u*;u^-;u^-+S/,N0 2 , 



R'li, 

C,~C 6 7^*JK 
C,~C 6 /NP7;U^JU, 

c,~c 6 7;up+v, 

C,~C 6 7;U3+v C,~C 6 7^*;k 



c,~c 6 7;u+;ux;u7i^;u c,~c 6 7n^k 



C~c 6 /np7;u3^>> 

C,~C 6 7^JF^7.;i/^w;U v 

C~c 6 /\P7;u4-;u7. i /u7x-;u, 
c,~c 6 mp7j^;u7.;^-;u, 
CrC 6 /\P7JMr;ux;u*-;u x 



2003-6-20 

R<sup>c</sup> with optionally substitutable heteroaryl 
sulfenyl , R<sup>c</sup> with optionally substitutable 
heteroaryl sulfonyl , R<sup>c</sup> with optionally 
substitutable heteroaryl 

C<sub>l</sub>~C<sub>6<^sub>alky! sulfenyl , 
R<sup>c</sup> with optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfinyl , 
R<sup>c</sup> with optionally substitutable heteroaryl 
C<sub>l<7sub>~C<sub>6</sub>alkyl sulfonyl , 
R<sup>c</sup> with optionally substitutable phenyl 
carbonyl , R<sup>c</sup> with optionally substitutable 
phenyl carbonyl oxy , R<sup>c</sup> with optionally 
substitutable phenoxy carbonyl , R<sup>c</sup> with 
optionally substitutable phenyl 
C<sub>l</sub>-C<sub>6</sub>aIkyl carbonyl , 
R<sup>c</sup> with optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl oxy , 
R<sup>c</sup> with optionally substitutable heteroaryl 
carbonyl , R<sup>c</sup> with optionally substitutable 
heteroaryl carbonyl oxy , R<sup>c</sup> with optionally 
substitutable heteroaryloxy carbonyl , R<sup>c</sup> with 
optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 
R<sup>c</sup> with optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>aIkyl carbonyl oxy , 
NO<sub>2</sub>, CN, formyl or naphthyl , 

As for R<sup>a</sup>, 

halogen , 

C<sub>K/sub>~C<sub>6</sub>alkyl , 

C<sub> l </sub>~C<sub>6</sub>haloalky l , 

C<sub>3</sub>~C<sub>6</sub>cycloalkyl, 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>K/sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alky 1 sulfenyl 
C<sub>K/sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>haloalkoxy , 

C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 

C<sub>K/sub>~C<sub>6</sub>alkyl sulfinyl , 

C<sub>K/sub>~C<sub>6</sub>alkyl sulfonyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfenyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfinyl , 

C<sub>K/sub>~C<sub>6</sub>haloalkyl sulfonyl , 

C<sub>2</sub>~C<sub>6</sub>alkenyl , 
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c 2 ~c 6 /\py;u^-;u, c 2 ~c 6 7;u^-,M-* 
v. C 2 ~C 6 /\Q7il/^r-il/**v, c 2 ~c 6 yjuy 
- ;UX;U?x_;k C 2 ~C 6 T)l>'T-Jl'X)l>7<<- 

frs C2~c 6 7;i^-ju*;u*-;k c 2 ~c 6 /\P7 

;u^-;u^;u^x-;u, c 2 ~C 6 /\P7;i^-jUX 
;u7-<-;u, c 2 -c 6 /\P7JU^~;u;*JU*-n', 
c 2 ~c 6 c 2 ~c 6 mp7;u*-;u. 

c 2 ~c 6 7;u*-;utMpv, Cr-c 6 /\ptj^- 
;u**v. c 2 ~c 6 7;u*-jutju?x- 
ch: 6 7;u^r-;ux;u^-;u, c 2 ~c 6 7;u*~ 
c 2 ~c 6 /\n7;Mr-;i/7Ju:7x- 

c 2 ~c 6 /\P7;u+-;i/x;u^~;u % c 2 ~c 6 
/\P7;u^-;ux;u7n- no 2 . cn, 

sh. oh. scn, c,~c 6 7;up^v*;utK- 
;k c r c 6 7;u^r;u*;u/K- c,~c 6 /\P7;u 
*r)i,j3)i,7$-)i, x d~c 6 7;u+;u*;utK-;u+ 

£ R a (Dm* 1 fclH, 5 ffl-Cft y(fi U R a A< 2 
J2l±©»^l*H-A^SlzJI&oTticfcL^ 



C 3 -C 6 y^P7;^ik 

c,~c 6 7;up**x 

c,~c 6 7;up*v c,~c 6 7;i/P*v. 
c 1 ~c 6 7;u+;ux;u^x-;uc,-c 6 7;i/P^v, 

C,~C 6 /\P7;Up4tv, 

c n c 6 7;u*;u*ji^x-;k 
c n c 6 7;u*;u7ju?<f-;k 
c,^ 6 7;u*;ux;u*-;u, 
c n c 6 /\P7^;L,x;u^x-;u % 

c 1 -c 6 /NP7;u*;u7 k ;u^-;u. 
c r c 6 /\n7J^-J^>, 



C<sub>2</sub>~C<sub>6</sub>haloalkenyl , 
C<sub>2</sub>~C<sub>6</sub>alkenyl oxy , 
C<sub>2</sub>~C<sub>6</sub>haloalkenyloxy , 
C<sub>2</sub>~C<sub>6</sub>aikenyi sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl oxy , 
C<sub>2</sub>-C<sub>6</sub>haloalkinyloxy , 
C<sub>2</sub>-C<sub>6</sub>alkynyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfonyl , 
NO<sub>2</sub>, CN, formyl , SH, OH, SCN, 
C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl , 
C<sub>K/sub>~C<sub>6</sub>haloalkyl carbonyl , 
C<sub>K/sub>~C<sub>6</sub>alkyI carbonyl oxy , phenyl 
or as for quantity of R<sup>a</sup> which with 
-NU<sup>K/sup>U<sup>2</sup>, issubstituted 1 to 5 with 
(However, when R<sup>a</sup> is 2 or more , it is possible 
to differ similarlyor mutually), 

As for R<sup>b</sup>, 

halogen , 

C<sub>3</sub>~C<sub>6</sub>cycloa!kyl , 

C<sub> l</sub>~C<sub>6</sub>alkoxy , 

C<sub>l </sub>~C<sub>6</sub>alkoxy 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~C<sub>6</sub>alkyl sulfenyl 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~C<sub>6</sub>haloalkoxy , 

C<sub>K/sub>~C<sub>6</sub>alkyl sulfenyl , 

C<sub>l</sub>~C<sub>6</sub>alkyl sulfinyl , 

C<sub>K/sub>~C<sub>6</sub>alkyl sulfonyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfenyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfinyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfonyl , 

C<sub>2</sub>~C<sub>6</sub>alkenyl oxy , 

C<sub>2</sub>~C<sub>6</sub>haloalkenyloxy , 
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c 2 ~c 6 7;u^r~;ux;u7x-;u % 
c 2 ~c 6 T)\s / r-)i>*)\,'?<<-)i>, 
c 2 ~c 6 7;u>r-;u7ju*-;k 

C 2 ~C 6 / \07)l^- )IX JU7x=JK 

c 2 ~c 6 / \D7;u^r-;ux;u^-;u, 

c 2 ~c 6 /\P7;u*-;u**v^ 

c 2 ~c 6 7;u^;ux;u^x- 

c 2 ~c 6 7^+-;ux;u^-;u. 

c 2 ~c 6 7ju*-;u;uu*-;k 

c 2 ~c 6 / \P7;u*-/i/7ju:7x - ;k 

c 2 ^c 6 /\P7;u^r~;i/X;u^-;i/, 

c 2 ~c 6 /\p7;u*-;ux;u*-jkno 2 . cn, 

t\s)^)U s OH, SH, SCN. C 1 ~C 6 7JUP*V*i;U 

7K-;u,c n c 6 7;u^r;u*;i/^-^,c 1 ^ 6 /\p 
7;u*ju*;u^-;u, c,~c 6 t;u*;u*;u*- 

**LTl^Tt<fcl^i-;U C 1 ~C 6 7JUP*v,R a 

^ttft$*iTi*Tfc*i^x=Ju c,~c 6 7;u+ 

P7'J-;k R a T*g«£*lT^Ti J;l^fP7 
■J— JU**^ R a T«&£ftT^TtJ:l^ : f P 

7'J-;ux;u^- R a -enftaFtiri^rt * 
iN7x-;u*;u7t?-;u, R a ■eaatetiT^Tt * 

&i\z?x-)i, d~c 6 7;u+;u*;u^-;Us R a v 
S&2ftT^Ti<n^^P7U-;u*i;u^- 

in^p7'J— ;u c,~c 6 7;MrJU*i;utf-;u£ 

fcl*-NU l U 2 T*&£A\ fcSlM** »*JS^ 2 

©A.-rPlST-*#A/t?t^rt«fel^ 3 frb 7 AH 
tfeot, <5 R b <7)&li 1 fcl^L 8 mvfo 
y(ffiUR b tf 2 fflJ2Lt©ii£liS-aMISlz 
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C<sub>2</sub>~C<sub>6</sub>alkenyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>aIkenyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfenyl , 
C<sub>2</sub>-C<sub>6</sub>haloalkenyl sulfinyl , 
C<sub>2</sub>~~C<sub>6</sub>haloalkenyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl oxy , 
C<sub>2</sub>-C<sub>6</sub>haloalkinyloxy , 
C<sub>2</sub>-~C<sub>6</sub>alkynyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfinyl , 
C<sub>2</sub>-C<sub>6</sub>aIkynyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfinyl , 
1 to 4 which with 

C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfonyl , 
NO<sub>2</sub>, CN, formyl , OH } SH, SCN, 
C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 
C<sub>l</sub>-C<sub>6</sub>haloalkyt carbonyl , 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy , 
R<sup>a</sup> with optionally substitutable phenyl , 
R<sup>a</sup> with optionally substitutable phenoxy , 
R<sup>a</sup> with the optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>alkoxy , R<sup>a</sup> 
with optionally substitutable phenyl sulfonyl , 
R<sup>a</sup> with optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfonyl , 
R<sup>a</sup> with optionally substitutable heteroaryl , 
R<sup>a</sup> with optionally substitutable heteroaryloxy , 
R<sup>a</sup> with optionally substitutable heteroaryl 
sulfonyl , R<sup>a</sup> with optionally substitutable 
phenyl carbonyl , R<sup>a</sup> with optionally 
substitutable phenoxy carbonyl , R<sup>a</sup> with 
optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 
R<sup>a</sup> with optionally substitutable heteroaryl 
carbonyl , R<sup>a</sup> optionally substitutable heteroaryl 
C<sub>l</sub>-C<sub>6</sub>alkyl carbonyl or 
-NU<sup>K/sup>U<sup>2</sup> is with optionally 
substitutable heteroaryloxy carbonyl , or or R<sup>a</sup>, 
is chosen from oxygen atom , nitrogen atom or sulfur atom 
from 3 may include heteroatom with 7 -member ring , As for 
quantity of R<sup>b</sup> which it substitutes with 1 - 8 
(However, when R<sup>b</sup> is 2 or more , it is possible 
to differ similarlyor mutually), 
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R c l*. 

R b T*g&£*VCUTt,£l^ C,~C 12 7;Mr;k 



R b T«£*VC^T&<fc^ C 3 ~C 6 v?P7;i>* 
R b T-a^tLT^rtJ:t^ Cr-C I2 7;i/y-;U, 



R b -ca&£*i-ci^-ci<fci* c 2 ~c 12 7;i/*-;k 



R b -CS^tlT^TtJ:U C,~C I2 7;U3*-X 



R b T'ttjft^tlT^rt.tL^ C,~C 6 7;U3+-> 
C,~C 6 7;Ui]4rV. 



R'T'S^nr^-ct*^ c,~c 6 7^*;u3ju 
R b -eE&£*va , >-c£<fci^ c 2 ~c 6 t;^-jux 

R b r*ajt$^Tt^Tt«J:t^ C,~C 6 7;Mr;U7JU 

7<r=;k 

R b -e§&£;h.T^-Ct,J:l^ C 2 ~-C 6 T )Vt-^7s 

R b -e«&£;h/c^-ctcfc^ c 2 ~c 6 7;u*-;ux 

R b -e«&£;h/c^-c£J:^ c,~c 6 7;u*;u;uu 
*-;k 

R b -t?a&$*Vt^T : t.J:^ C 2 ~C 6 7^y^,/L,X 

R b T*g&£;M:^-c£J:i* c 2 ~c 6 7;u#-;ux 
R b -eg&^trci^-ci^ c,~c 6 t;u3^>* 

tf-;k 
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As for R<sup>c</sup>, 
halogen , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>^C<sub>12</sub>alkyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>3</sub>~C<sub>6</sub>cycloalkyl, 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub> 1 2</sub>alkeny 1 , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub> 1 2</sub>alkyny 1 , 

With R<sup>b</sup> optionally substitutable 
C<sub> 1 </sub>~C<sub> 1 2</sub>alkoxy , 

With R<sup>b</sup> optionally substitutable 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl oxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl oxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyI sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 

With R<sup>b</sup> optionally substitutable 
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N0 2 . 
CN, 

OH, 
SH, 
SCN, 

CrQ/\a7J l '4rJ l '4Mk*K=Jk 

C~c 6 t;u^;u*;u7K-;i/jJ-+v, 

R a TrS&£*iTlvCt«J:l^i/*v. 

R° T-MStetlTlvCtJa^i^U C,~C 6 

R^g&^ftT^rtcfci^i^uc.-QTJUn 
R a T'S^HT^rtJ:L^x^,;ux;u^;u. 



R a r*s^^ttr^rt,j:t^x-;ux;u7i^ 

R a T'S^tLT^Tt.J:L^x^;U C,~C 5 7/U 
R a T*a^tLT^T : t«i:l^x-;U C,~C 6 7;U 
R a T'S^tlT^rtcfeL^i^^ c,~c 6 7;u 

R'T-s^ftTivctja^xPTU— ;k 

r 8 r*s^$^r^rt«kL^xPT | j-;u 
c,~c 6 T;ua+v. R a r-s^^r^rtcfc^'v 
xP7U-;ux;u^-,/i/, R a T-ggteftri^T 

t.fcU'vr P7'J— JUTJl^x^k R a T?S&£ 

HTt^rt^L^xPT'J— ;u7ju*-./i^ R a r* 
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C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy , 

NO<sub>2</sub>, 

CN, 

formyl , 

OH, 

SH, 

SCN, 

C<sub>l</sub>~C<sub>6</sub>alkoxy carbonyl , 

C<sub>l<7sub>~C<sub>6</sub>alkyl carbonyl , 

C<sub>K/sub>~C<sub>6</sub>haloalkyl carbonyl , 

C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy , 

With R<sup>a</sup> optionally substitutable phenyl , 

With R<sup>a</sup> optionally substitutable phenoxy , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyI , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

With R<sup>a</sup> optionally substitutable phenyl 
sulfonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
sulfinyl , 

With R<sup>a</sup> optionally substitutable phenyl 
sulfenyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfenyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfinyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>alkyI sulfonyl , 

With R<sup>a</sup> optionally substitutable heteroaryl , 

With R<sup>a</sup> optionally substitutable heteroaryloxy , 

With R<sup>a</sup> optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

With R<sup>a</sup> with optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkoxy , R<sup>a</sup> 
with optionally substitutable heteroaryl sulfinyl , 
R<sup>a</sup> with optionally substitutable heteroaryl 
sulfenyl s R<sup>a</sup> with the optionally substitutable 
heteroaryl sulfonyl , R<sup>a</sup> with optionally 
substitutable heteroaryl 
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R a T-S&£*lT^Tt<fcl^'N J rP7U-;U 
C,~C 6 7)l*)Wi,?\s- R° T?Bft**lTl* 

Ttcfcl^x- ;u*;utK-;u. R a T*S&£*iTi^ 
£tra vc t<fci V7x - ;u c,~c 6 7;u*;u*;u7K 

-Jk R a Tg&£:hX^T£cfc^7x:L;U c,~c 6 

7;u*;u*^tf-;u;j-*v. R a -eBft£*m> 
rt«fci^xP7U— iu*;u#=;u* R a ~es&£ 

ftTlvtt<i;l^ J fP7 , J — fril^-fr** 

t-p7'J— ;u c n c 6 7;u+;u*;u/K-;u. R a r* 

tt&f 6 R c <D»I* 1 fcl>L 5 ffl-efcy(fi L. R c 
A<2fflei±fl)ll^l*ra-A^Sl3jl&oTtJ: 



u 1 fccti; u 2 its «-*aaic, frmm*. c,~c 6 

T)l*)\s. C,~C 6 /\P7Jb+ik C 3 ~C 6 v^P7 

ch: 6 7;up^v c,~c 6 7;u*;u, 
c n c 6 7;u+;ux;u7x- ;u c,~c 6 7;u+;k * 
;u5Jk c,~c 6 7;u^-;ux;u7tx-;u, c,~c 6 mp 
7;u*;ux;U/fN-;u > c^c 6 7;ua+v*;u/fC 

C,~C 6 T)\>*c)l1)frifs-)\,$.tz\* c,~c 6 

/\P7;u*;u*;u7t?-;u"C&§*N, i&siMi u 1 
p hhm&^-civc* 3 7 aarca&y . 



n I4 % ft&£<Dft£aU 0 frb 4 -Cfttj x 
p 14, tiy£Laflt££U 0 frb 2 Tffcfto 

]-e«**i«^-TP»-f5y*#«Hb***fci* 

A 1 

[1b 6] 



C<sub>l</sub>-C<sub>6</sub>a!kyl sulfenyl , 
R<sup>a</sup> with optionally substitutable heteroaryl 
C<sub>l</sub>-C<sub>6</sub>alkyl sulfinyl , 
R<sup>a</sup> with optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6<ysub>alkyl sulfonyl , 
R<sup>a</sup> with optionally substitutable phenyl 
carbonyl , R<sup>a</sup> with optionally substitutable 
phenyl carbonyl oxy , R<sup>a</sup> with optionally 
substitutable phenoxy carbonyl , R<sup>a</sup> with 
optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 
R<sup>a</sup> with optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy , 
R<sup>a</sup> with optionally substitutable heteroaryl 
carbonyl , R<sup>a</sup> with optionally substitutable 
heteroaryl carbonyl oxy , R<sup>a</sup> with optionally 
substitutable heteroaryloxy carbonyl , R<sup>a</sup> with 
optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 
R<sup>a</sup> optionally substitutable heteroaryl 
C<sub>l</sub>-C<sub>6</sub>alkyl carbonyl oxy or as for 
thequantity of R<sup>c</sup> which with 
-NU<sup>l</sup>U<sup>2</sup>, is substituted 1 to 5 with 
(However, when R<sup>c</sup> is 2 or more , it is possible 
to differ similarlyor mutually), 

U<sup>l</sup> and U<sup>2</sup>, in each independence, 
are hydrogen atom , C<sub>l</sub>~C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>haloalkyl , 
C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>K/sub>~C<sub>6</sub>alkyl , 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl 
C<sub>K/sub>~C<sub>6</sub>alkyl , formyl , 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfonyl , 
C<sub>K/sub>~C<sub>6</sub>haloalkyl sulfonyl , 
C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl or the 
C<sub>K/sub>~C<sub>6</sub>haloalkyl carbonyl , or 1 to 
4 where or U<sup>l</sup> and U<sup>2</sup> become 
simultaneousand are chosen from oxygen atom , nitrogen 
atom or sulfur atom from 3 may include the heteroatom with 
7 -member ring , 

n to display number of substituents , with 0 to 4 , 

p displays quantity of repeated , they are 0 to 2 . 

) With heterocyclic ring imino aromatic compound which is 
displayed or as pesticide acceptable salt . 

[Claim 2] 

A<sup>l</sup> 

[Chemical Formula 6] 
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Ye * Ye Ya Ya 

Ya Ya Ya Ya 

Ya Ya >Ya Ya 

Ya ' Ye ' Ys ya, Y * 

,=N ,=n N-S N-S ^ 

(VVi ■ " ' - ■ ' """ 1 

Ya ' y a Y 

Ya Ya Ya Ji 

VbjTX lY),,^ .... 9-n ,v,„£^t ^.T 0 ! 



N-0 N-0 N-0 (Y ) B -^ _ f-Ya __^_ Ya 



Ya 

Ya Ya ya Ya Ya Ya 



v- Q- m, \l ^Cl 

Ya Yb Ya 

H N x °^k N ^ ^V*V^ . 

Ya " Ya Ye Ya Ya 



[it 7] [Chemical Formula 7] 
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r*&y,d li.B&Sasts&uo frb 2 t-& 
y, e 14, a&aroi&ssu 0 3 wj,f 

I*. B&£G>ft££U 0 * & 4 -cfcy . g 14, s 

&s<B&£suo^b5-cfcy, hi4, s&ao 

SS£SU 0 frb 6 Tf*y , i 14. B$S<7>&£« 

uo 1 r-feyj 14, B&sa>ft$£u 0 

frb 7 T-fcy, k 14, BttSttftSSU O frb 8 
"Cfcy.Ya fc<J:tf Y 14, SLM=ttil= Y' 
-D-(CH 2 ) p -r*fe^^({HL, Ya i: Y <k<Z)£ft# 2 
ltt±CDB#l*, Ya HoL. Y t*5L*fcl4 Ya i: 
Y £l4SLM::il-£fcl4M&oTi<JaM,A l 
©E-ft*15iM:lcfi»Lfc 2|(DY £fd4 

Ya iz&y.m&mm+ttttz&mw&s mm 

<fcl^ 3-7 M^£fcl4 C=Q' £Jfcfi£U Ya I4tKJ§ 
®**&LXl*Xt£l\ l KtSOJ^f- 

P«-f5y**«Hb^«l*fcl**fl!>*aii:LT 

[»#83] 

a 1 5 a«^p«*«-r»*s i 2 

l=K*©^P«-f5/**«Mb£*!l*fcl** 
©BSIiLTffrSaFjlSfc. 

[8**84] 



So, d to display number of substituents , with 0 to 2 , e to 
display number of substituents , with 0 to 3 , f to display 
number of substituents , with 0 to 4 ,g to display number of 
substituents , with 0 to 5 , h to display the number of 
substituents , with 0 to 6 , i to display number of substituents , 
with 0 to 1 , the j to display number of substituents , with 0 - 
7, k displays number of substituents , from 0 with 8, Ya and Y 
are Y*-D- (CH<sub>2</sub> ) <sub>p</sub>- mutually in 
independence or, with said carbon atom oxygen atom , 
nitrogen atom or sulfur atom each 1-33-7 -member ring 
where it is possible toinclude or C=Q<sup>l</sup> is formed 
(However, when total of Ya and Y is 2 or more , the Ya and Y 
or Ya and Y also identical or different is goodmutually. ), 
with Y or Ya of 2 itsubstitutes on same carbon atom of 
A<sup>l</sup>, heterocyclic ring imino aromatic compound 
Ya has been allowed to have displayed hydrogen atom , in 
Claim 1 states or as pesticide acceptable salt . 

[Claim 3] 

A<sup>l</sup> is displayed heterocyclic ring imino aromatic 
compound which is stated in Claim 1 or 2 which or5 -member 
ring heterocyclic ring as pesticide acceptable salt . 

[Claim 4] 
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A 1 

lit 8] 

rS 

Ya ' 



Mar 



la 



tfcB * 



A<sup>l</sup> 
[Chemical Formula 8] 



(5C*, Y, Ya, d fccfctf f [*H*® 2 
^ai"o )££?m *® l 2 ICEK©^ 

[it*® 5] 

Ya fccfci; Y l* % StMCftfilC Y' -D-(CH 2 ) p --C 
fcWfflU Ya <t Y 2 m&L±0)m 

14. Ya if?U Y £?L*fcl* Ya t Y iliSl* 

JK?±lcMfcLfc 2 ®<D Y *fcl* Ya 

WW**** 1~3 ffl£A/ T?l*TfcJ:l* 3-7 * 

OQ 1 n*« 2, 3 

[if*® 6] 

G A< G 1 £ ^ IS*® U 2, 3 % 4 *fc|* 5 IcGK 
[ft*® 7] 

it*® 4, 5. 6 *fcl* 7 ICfBKCD^xP 



[m*®9] 

If*® *fc|* 7 IZlB«©^f-P 

Specification 

[«noffii4:Kn] 

[0001] 



heterocyclic ring imino aromatic compound which is stated in 
Claim 1 or 2 which displays (In Formula, Y, Ya, d and f 
display meaning of beingsimilar to Claim 2 . ) or as the 
pesticide acceptable salt . 

[Claim 5] 

Ya and Y are Y*-D- (CH<sut»2</sub> ) <sub>p</sub>- 
mutually inindependence or, with said carbon atom oxygen 
atom , nitrogen atom or sulfur atom each 1-33-7 -member 
ring where it is possible to include or C=Q<sup>l</sup> is 
formed (However, when total of Ya and Y is 2 or more , the 
Ya and Y or Ya and Y also identical or different is 
goodmutually. ),with Y or Ya of 2 it substitutes on same 
carbon atom of the A<sup>l</sup>, heterocyclic ring imino 
aromatic compound which is stated in Claim 2 , 3 or 4 or as 
pesticide acceptable salt . 

[Claim 6] 

heterocyclic ring imino aromatic compound which is stated in 
Claim 1 , 2, 3 , 4 or 5 where G displays the G<sup>l</sup> 
or as pesticide acceptable salt . 

[Claim 7] 

salt . which is stated in Claim 1 , 2, 3 , 4, 5 or 6 where 
acceptable salt is acetate , hydrobromide , hydroiodide , 
formate salt , acetate or oxalate as pesticide 

[Claim 8] 

Claim 1 , 2, 3 , 4, 5, 6 or pesticide . which contains one kind 
or more which is chosen from heterocyclic ring imino 
aromatic compound or its salt which is stated in 7 as active 
ingredient 

[Claim 9] 

Claim 1 , 2, 3 , 4, 5, 6 or microbicide . which contains one 
kind or more which is chosen from heterocyclic ring imino 
aromatic compound or its salt which is stated in 7 as active 
ingredient 



[Description of the Invention] 
[0001] 
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[0002] 

[ftfcflftffi] 

$8(WO-95/27693 *4&«),3-n?/<1»ffHtiB 
&$g(EP-254426 #4i«)T?flI&*lTt^T, gS 



[0003] 



[0004] 



J:y»*f**(=**LS±tt<DB^BB«©B 
[0005] 

*BSffl«B»U£Jll*£**<a*BJ*LfciS 
^OttjMRBIHiLTBSftjSttfcSU ft* 

[0006] 

*BWI*, TK0Ci]&l*U9]lcH 

[0007] 

Ci] *(i) 
[0008] 

Mb 9] 

A 1 =H — A 2 (1) 



2003-6-20 

[Technological Field of Invention] 

this invention regards microbicide which contains one kind or 
more which is chosenfrom novel heterocyclic ring imino 
aromatic compound or its salt , and said heterocyclic ring 
imino aromatic compound or its salt as active ingredient . 

[0002] 

[Prior Art] 

As for imino compound of a certain kind, PCT Patent 
Publication disclosure (WO -95/27693disclosure ), being 
known with the European Patent Application disclosure (EP 
-254426disclosure ), application as horticultural microbicide 
is disclosed. 

[0003] 

But, heterocyclic ring imino aromatic compound of the 
compound of this invention is novel compound of unrecorded 
in the literature . 

[0004] 

[Problems to be Solved by the Invention] 

existing horticultural microbicide is not effectiveness and 
something which it should be satisfiedin aspect of residual 
effectiveness from increase of resistant fungi and narrowness 
etc of spectrum of existing agent . 

Because of that, it possesses high effectiveness with low dose 
as, from,development of microbicide where safety is high 
vis-a-vis target crop is demanded. 

[0005] 

[Means to Solve the Problems] 

In order that you consider these inventors , to condition a this 
way, youdiscover horticultural microbicide which is superior, 
various result and novel heterocyclic ring imino aromatic 
compound or its salt which were examined it possessed 
marked activity as microbicide , it discoveredfact that it is 
safe vis-a-vis target crop reached to this invention . 

[0006] 

namely, this invention description below [1] or is something 
regarding [9]. 

[0007] 

[1] Formula (1) 
[0008] 

[Chemical Formula 9] 
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[0009] 

[0010] 

lit 10] 

Vb-va 

< h 
Vd-Ve 



[0009] 

{In Formula, as for A<sup>l</sup>, } 
[0010] 

[Chemical Formula 10] 



[0011] 

£SU Va, Vb. Vc fccfctf Vd ItttlZtl&sL 

WiT £su ve \tBtmm*s mmm?s mmm 

Vb, Vc, Vd fccfct; Ve (D'JttXt*,^? 1 tlfr- 
"J, Va-Vb, Vb-Vc. Vc-Vd. Vd-Ve * 

t<fc<.A 2 li, A 2 afrb A 2 w 
[0012] 



[ten] 




X 1 X 2 X 1 

/ \ 



A'a: 5 A 2 b". ' A J c: ' A^d 



X 1 X 3 X 1 X 3 



\ 



A>0 



G G 
AV a 2 !: a 2 | A 3 k 



[0011] 

You display, Va, Vb, Vc and Vd display carbon atom , 
nitrogen atom , oxygen atom or sulfur atom in therespective 
independence, Ve displays carbon atom , nitrogen atom , 
oxygen atom , sulfur atom or single bond ,however, at least 
any one of Va, Vb, Vc, Vd and Ve with nitrogen atom , 
oxygen atom or sulfur atom connection of Va-Vb, Vb-Vc, 
Vc-Vd , Vd -Ve, with respective single bond and to be 
good with double bond , hydrogen atom or Y has been allowed 
to haveconnected on respective atom , As for 
A<sup>2</sup>, from A<sup>2</sup>a A<sup>2</sup>w 

[0012] 

[Chemical Formula 1 1] 
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[0013] 
lit 12] 



** 


X 1 X 3 

H 


X 1 


N— M 


T 


A . 


A . 


A . 






A',: 


A 2 !: 




1 






I 


I 


. A 




aV 















[0013] 

[Chemical Formula 12] 



[0014] 

frbiil£*l£*£^U G I*. G 1 frb G M 

[0015] 
[ft 13] 



I I 



G : G . 



[0014] 

Empty to display group which is chosen, as for G, from 
G<sup>l</sup> G<sup>14</sup> 

[0015] 

[Chemical Formula 13] 



R H 


R^V 0 




G 9 . 


G*: 






oV^n-R 11 




G": 


G' J : 


G": G": 


[0016] 







[0016] 

Empty group which is chosen displaying, 
As for Z, 
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-SR 1 */d*-NR 2 R 3 T?fcy. 
-CH r , 

-C(=CH-OR 4 )-*fcl*-C(=N-OR 4 )-"Cfc»J % 

y' -DKCH 2 ) p --e&w{iu y a< 2 msL±om 

A 1 ©H-«*IS* ±lc«*Lfc 2 ffiCD Y 

HT* *l* 3-7 fl^*fcl± C=Q J *»J*-T*A\ 

fc*LM* Vat Vb, 
Vb <h Vc, 

Vc t Vd *fcl4 Vd t Ve ±0 2 fi^lftl Y 

Va 4: Vb. 
Vb t Vc, 

vc t vd vd t ve tttiznmm^ 

-NR 5 -. 

-C(=Q 2 K 

-NR 5 -C(=Q 2 )-, 

-C(=Q 2 )-C(=Q 3 )-, 

-CR 6 =N-, 

-N=CR 6 -. 



2003-6-20 

-OR<sup>l</sup>, 

With -SR<sup>l</sup> or 
-NR<sup>2</sup>R<sup>3 </sup>, 

As for B, 

-CH<sub>2</sub>-, 

-C (=CH-OR<sup>4</sup> ) - or -C (=N- OR<sup>4</sup> ) 
- with, 

As for Y, 

It is a Y*-D- (CH<sub>2</sub> ) <sub>p</sub>- or, 
(However, when Y is 2 or more , also identical or different is 
good. ), 

In Y of 2 it substitutes on same carbon atom of 
A<sup>l</sup> depending, 

With said carbon atom oxygen atom , 

nitrogen atom or sulfur atom each 1-33-7 -member ring 
where it is possible toinclude or is C=Q<sup> l</sup> 
formed?, 

Or Va and Vb, 

Vb and Vc, 

Vc and Vd or Vd and Ve substituent Y of 2 onbecoming 
simultaneous, 

Va and Vb, 

Vb and Vc, 

With Vc and Vd or Vd and Ve carbon atom , 
nitrogen atom , 

Same it is chosen from oxygen atom and sulfur atom or 
including atom of the one kind or more which becomes 
difference, 

With Y optionally substitutable , 

benzene ring forms 5 or 6 members rings which one 
condensed ring it is possible to havedone, 

As for D, 

single bond , 

-NR<sup>5</sup>-, 

-C (=Q<sup>2</sup> ) -, 

-NR<sup>5</sup>-C (=Q<sup>2</sup> ) -, 

-C (=Q<sup>2</sup> ) -C (=Q<sup>3</sup> ) 

-CR<sup>6</sup>=N- , 

-N=CR<sup>6</sup>-, 
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-CR 6 =N-N=CR 6 -. 

-N=CR 6 -0-N=CR 6 -. 

-CR 6 =N-0-, 

-CR 6 =N-0-CR 6 =N-0-. 

-0-N=CR 6 -CR 6 =N-CK 

-CR 6 =N-NR 5 - £ tz it -0-N=CR 6 -CR 6 =N-NR 5 - T? 
Q 2 ti±lSQ 3 it. 

=s, 

=N-R 7 £fd*=C(R 8 )(R^T*£>y % 
Q 4 fc\fctfQ 5 it. 

&*&H:lc=o £fcli=s -cfty , 
x'fccfct/x 3 li, 
&*&£l::/\p>r>. 

d~c 6 /\P7;Mr;k 
c,~c 6 7^p*v. 

d~C 6 /\P7;i'P+v, 

(C,~C 6 7;MrJI/) 2 75A 

N0 2 , 
CN, 

OH. 
SH, 
NU'U 2 , 

c 1 --c 6 /\n7;u+;u*;u7K-;u, 



2003-6-20 

-CR<sup>6</sup>=N- N=CR<sup>6</sup>- s 
-N=CR<sup>6</sup>-0-N=CR<sup>6</sup>-, 
-CR<sup>6</sup>=N- 0-, 

-CR<sup>6</sup>=N- 0-CR<sup>6</sup>=N- 0-, 

-0-N=CR<sup>6</sup>-CR<sup>6</sup>=N- O-, 

With -CR<sup>6</sup>=N- NR<sup>5</sup>- or 

-0-N=CR<sup>6</sup>-CR<sup>6</sup>==N- 

NR<sup>5</sup>-, 

Q<sup>l</sup>, 

As for Q<sup>2</sup> and Q<sup>3</sup>, 

In each independence, 

=0, 

=s, 

=N- R<sup>7</sup> or =C with (R<sup>8</sup> ) 
(R<sup>9</sup> ), 

As for Q<sup>4</sup> and Q<sup>5</sup>, 

In each independence with =0 or =S, 

As for X<sup>K/sup> and X<sup>3</sup>, 

In each independence halogen , 

C<sub> 1 </sub>~C<sub>6</sub>alky 1 , 

C<sub> 1 </sub>~C<sub>6</sub>haloalky 1 , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~C<sub>6</sub>haloalkoxy , 

C<sub>l</sub>~C<sub>6</sub>alkyI thio , 

C<sub>l</sub>~C<sub>6</sub>alkyl amino , 

(C<sub>l</sub>~C<sub>6<sub>alkyl ) 
<sub>2</sub>amino , 

NO<sub>2</sub>, 

CN, 

formyl , 

OH, 

SH, 

NU<sup> 1 </sup>U<sup>2</sup>, 
C<sub>l</sub>~C<sub>6</sub>alkoxy carbonyl , 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 
C<sub>l</sub>~C<sub>6</sub>haloalkyl carbonyl , 
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c,~c 6 7ii/+^*;i/^-j^vt*& 
c,~c 6 7;i/*;u, 

C r C 6 7^3^rV, 

(ch: 6 7;u*^) 2 75A 

N0 2 , 
CN, 

OH, 
SH, 

NU'U 2 , 

c n c 6 7;u=i^v*;^-;u, 
c n c 6 7;u+;^;u7K-;u, 
c,~c 6 /\P7;u*;i^M-;-;k 
R a T*a&£ftTiNTt£i^x-;k 

R a T*H^tlTt^Ttcfel^x/^v > 

R a T*M«^^^rt^Tt J:^^xn^^;u7t-;->u 
£fci± c n c 6 7;u+;u*;u^;u7l-^>T*fey 

R\ 

R 2 fc\fctf R 4 li, 



With R<sup>a</sup> optionally substitutable phenyl , 

With R<sup>a</sup> optionally substitutable phenoxy , 

With R<sup>a</sup> with optionally substitutable phenyl 
carbonyl or C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl 
oxy, 

As for X<sup>2</sup>, 

C<sub>l</sub>~C<sub>6</sub>alkyl , 

With C<sub>l</sub>~C<sub>6<7sub>haloalkyl or 
R<sup>a</sup> with optionally substitutable phenyl , 

As for X<sup>4</sup>, 

halogen , 

C<sub> 1 </sub>~C<sub>6</sub>alky 1 , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~C<sub>6</sub>haloalkoxy , 

C<sub>l</sub>~C<sub>6</sub>alkyl thio , 

C<sub>l</sub>~C<sub>6</sub>alkyl amino , 

(C<sub>l</sub>~C<sub>6</sub>alkyl ) 
<sub>2</sub>amino , 

NO<sub>2</sub>, 

CN, 

formyl , 

OH, 

SH, 

NU<sup> 1 </sup>U<sup>2</sup>, 

C<sub>l</sub>-C<sub>6</sub>alkoxy carbonyl , 

C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl carbonyl , 

With R<sup>a</sup> optionally substitutable phenyl , 

With R<sup>a</sup> optionally substitutable phenoxy , 

With R<sup>a</sup> with optionally substitutable phenyl 
carbonyl or C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl 
oxy (However, when X<sup>4</sup> which is substituted, 
they are 2 or more , it ispossible to differ similarly or 
mutually. ), 

R<sup>K/sup>, 

As for R<sup>2</sup> and R<sup>4</sup>, 
In each independence, 
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c r c 6 /\D7^;k 
c r c 6 7;up*v c n c 6 T;u*;u, 

R 3 li, 

c,~c 6 7;u*;k 
c r c 6 /\n7;u+;u, 

C r C 6 7;U3^> C,~C 6 7;i/*JK 

c n c 6 7;u+;ux;u^x-;u q~c 6 7;u*;k 

R a T?*ft**lTlvCiJ:lV7x=JU CrCs 7^ 

R a T?{t***i-ct^rt*i^-TP7 

/\py>* 

c,~c 6 7Ji>*;k 

c,~c 6 /\p7;u*;k 

C,-C 6 7;UP^rV. 

d~c 6 7;up*v c^c 6 7;u*;k 

c,~c 6 7;u+;u7,;u^x-;u c n c 6 7;u^k 

c n c 6 /\P7;up^>. 
c n c 6 7;u+;ux;u'7x-;i/. 



hydrogen atom , 

C<sub>l</sub>-C<sub>6</sub>alkyl , 

C<sub> 1 </sub>-C<sub>6</sub>ha!oalky 1 , 

C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alky 1 sulfeny 1 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

With R<sup>a</sup> with optionally substitutable phenyl 
C<sub>l</sub>-~C<sub>6</sub>alkyl or R<sup>a</sup> 
with optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

As for R<sup>3</sup> } 

hydrogen atom , 

C<sub>K/sub>~C<sub>6</sub>alkyl , 

C<sub> l</sub>~C<sub>6</sub>haloalkyl s 

C<sub>3</sub>~C<sub>6</sub>cyc!oalkyl, 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alky 1 sulfeny 1 
C<sub>l</sub>-C<sub>6</sub>alkyl , 

With R<sup>a</sup> optionally substitutable phenyl , 

With R<sup>a</sup> with optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl or R<sup>a</sup> 
with optionally substitutable heteroaryl 
C<sub> 1 </sub>-C<sub>6</sub>alky 1 , 

As for R<sup>5</sup> and R<sup>6</sup>, 

In each independence, 

halogen , 

C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub>l</sub>~C<sub>6</sub>haIoalkyl , 

C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~~C<sub>6</sub>alkoxy 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alky 1 sulfeny 1 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>haloalkoxy , 

C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 
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C 2 ~C 6 7)1^' )l s 

c 2 ~c 6 r;u>r-;i/X;u^-<-;u, 

c 2 ~c 6 7;u^~;ux;u*-;k 

c 2 -c 6 /\P7JU^r-;i/X;u7x^;u % 

c 2 ~c 6 /\ptju^-;ux;u^-;u, 

Cr~c 6 / \p 7ju^-;uxju*-;u. 

c 2 ~c 6 y;u*-;k 

C 2 -C 6 /\P7JI/+-Jk 

c 2 ~c 6 7;u*-;u?Mrv, 

c 2 ~c 6 / \P7Ji/+-;i/t+v , 

c 2 ~c 6 7;u*-JU7JL^x-;k 

c 2 ~c 6 7;u+-;ux;^~;u, 

c 2 ~c 6 7;u*-;ux;u*-;u, 

c 2 ~c 6 /\P7;u*-;ux;u7x- 

c 2 -c 6 /\P7;u+-;ux;u^-;u. 

c 2 -c 6 /NP7;i/+-;ux;u^-;u. 

no 2 , 

CN, 

OH, 
SH, 
SCN, 

c n c 6 7;i/a^rv*;u7K-;u. 
c 1 ~c 6 /\P7;ua*v*;i>7K-;k 
c n c 6 7;u+;u*;i/7f?-;b, 
c,~c 6 /\p7;u*;u*;utK-;u % 



C<sub>l</sub>-~C<sub>6</sub>alkyl sulfinyl , 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 
C<sub>l</sub>-C<sub>6</sub>haIoalkyl sulfenyl , 
C<sub>l</sub>-C<sub>6</sub>haloalkyl sulfinyl , 
C<sub>l</sub>~C<sub>6</sub>haIoalkyl sulfonyl , 
C<sub>2</sub>~~C<sub>6</sub>alkenyl , 
C<Sub>2</sub>~C<sub>6</sub>haloalkenyl , 
C<sub>2</sub>~C<sub>6</sub>alkenyl oxy , 
C<sub>2</sub>~C<sub>6</sub>haloalkenyloxy , 
C<sub>2</sub>-C<sub>6</sub>alkenyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfonyl , 
C<sub>2</sub>-€<sub>6</sub>haloalkenyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfonyl , 
C<sub>2</sub>-C<sub>6</sub>alkynyl, 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl oxy , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyloxy , 
C<sub>2</sub>~C<sub>6</sub>aIkynyl sulfenyl , 
C<sub>2</sub>-C<sub>6</sub>alkynyI sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfenyl s 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfonyl , 
NO<sub>2</sub>, 
CN, 
formyl , 
OH, 
SH, 
SCN, 

C<sub>l</sub>~C<sub>6</sub>alkoxy carbonyl , 
C<sub>K/sub>~C<sub>6</sub>haloalkoxy carbonyl , 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 
C<sub>l</sub>~C<sub>6</sub>haloalkyl carbonyl , 
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R a T'B&^ftT^Ti^l^xPT'J-yU 
C r C 6 7^+ik 

R a T*S^tiT^rtcfcl^x-;u^;u7K-;u, 

R 6 I***JS*"C&-3T*J:<. 
R 7 I*. 

c,~c 6 7ju*;u. 
c n c 6 /\P7JU+;u, 

C 3 -C 6 y^P7^+;k 
C r C 6 7^3+v, 

C^TJU^UX^x- JU C r C 6 7i^ik 

Ci~c 6 /\pt;u+;ux;u^— 
c,~c 6 7ju*;u*i;u#-;u, 
CrC 6 /NP7;u+;u*;u^-;u, 
R a -efiSi^tir t^Tt«ki^x-ju % 
R a t* ltt***ir i^Tti *i^xy^>. 
r 8 •eia»*tiri^Tti*t^x-ju c,~c 6 



C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy , 

With R<sup>a</sup> optionally substitutable phenyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<3ub>l</sub>~C<sub>6</sub>alkyl , 

With R<sup>a</sup> optionally substitutable phenyl 
sulfonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>a</sup> optionally substitutable heteroaryl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
sulfonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
carbonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
carbonyl or with -NU<sup>l</sup>U<sup>2</sup>, 

However, 

R<sup>6</sup> is good even with hydrogen atom , 
As for R<sup>7</sup>, 
hydrogen atom , 

C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>haloalky 1 , 

C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub>K/sub>~C<sub>6</sub>alkyl sulfenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub>K/sub>~C<sub>6</sub>alkyl sulfonyl , 

C<sub>K/sub>~C<sub>6</sub>haloalkyl sulfonyl , 

C<sub>K/sub>-C<sub>6</sub>alkyl carbonyl , 

C<sub>K/sub>~C<sub>6</sub>haloalkyl carbonyl , 

With R<sup>a</sup> optionally substitutable phenyl , 

With R<sup>a</sup> optionally substitutable phenoxy , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl , 
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R , T*H***VCl*TtJ:l*7x-;UC,--C 6 7;U3 

R a T?ttft*Jh.-a*Tt J:l*7x-;U C,~C 6 7JU 

R a ^fll&£tl"Cl^"t : i<fcl x/v TP7'J— ./l/, 

R" T-S&£*lT^Tt<n^7 L P7'J— JU** 
v> 

R a T*S&£*lTl^Tt, t i:l^-TP7'J-/l' 

c,~c«7;u*;k 

R a TrS&£*iT^Ti<^7x=;ua;u7t-c-;u > 

R a -CBllfcStlTl^Tt C,~C 6 7^ 
R a X'W&ZtlT^Xi&l^TnTV-JlrlUl 

R a r-a^tiT^rt <fci^T-P7'j-,M-* 

^f-PT'J— ;U C,~C 6 T)ls*Jl>1i)\'7t-J\,T'& 

y, 

R 8 fc\}:t/R 9 li, 

/\py>, 
c,~c 6 7;u*;k 

C,~C 6 7;U3*v. 

c,~c 6 7;u*;ux;u7x-ju. 

C 2 ~C 6 7;U>r-,/k 

N0 2 , 

CN, 

*JU5JU£fd* C,~C 6 T)ll**/l3)li$-)\,-t! 
R'°l*, 

y\PV>, 
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With R<sup>a</sup> optionally substitutable phenyl 
C<sub> l </sub>~C<sub>6</sub>alkoxy , 

With R<sup>a</sup> optionally substitutable phenyl 
sulfonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>a</sup> optionally substitutable heteroaryl , 

With R<sup>a</sup> optionally substitutable heteroaryloxy , 

With R<sup>a</sup> optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
sulfonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
carbonyl , 

With R<sup>a</sup> optionally substitutable phenoxy 
carbonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
carbonyl , 

With R<sup>a</sup> with optionally substitutable 
heteroaryloxy carbonyl or R<sup>a</sup> with optionally 
substitutable heteroaryl 

C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 
As for R<sup>8</sup> and R<sup>9</sup>, 
In each independence, 
hydrogen atom , 
halogen , 

C<sub>l</sub>~C<sub>6</sub>alkyl , 
C<sub> I </sub>~C<sub>6</sub>a!koxy , 
C<sub>l</sub>-~C<sub>6</sub>alkyi sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>aIkenyl , 
NO<sub>2</sub>, 
CN, 

With formyl or C<sub>l</sub>~C<sub>6</sub>alkoxy 
carbonyl , 

As for R<sup>10</sup>, 
hydrogen atom , 
halogen , 
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-OR 14 . 
-SR'\ 
-SOR*\ 

£fci*-so 2 R ,4 -efcy, 
R l, (i, 

km®*. 
R ,2 li, 

R 13 li. 
MP^X 

c n c 6 7;u*;k 
c,~c 6 /\P7;u*Jk 

d~c 6 7;u=i*v Q-q^u^k 

c 2 ~c 6 7;u^-;u**:i* c 2 ~c 6 7;i/*^UT*fc 
y, 

r 14 i*. 

c,~c 6 7;i/*;k 

C,~C 6 /\P7;U*;k 

c 2 ~c 6 7/uy-;k 

c 2 -c 6 /\D7i^-;k 

c 2 ~c 6 7;u*-;k 

c 2 ~c 6 /\P7;u+-;i/, 

c 3 -c 6 v^P7;^;k 

c,~c 6 7;i^;u*;u7t?-;i/£f;:i* c,-c 6 7^ 

Y' Its 

R b T*»^tvTtNrtJ:i> c,~c 12 7;Mr;k 

R b T«^tlT^Ttcfc^ C 3 ~C 6 v^P7;U* 
R b T'S&£*lT^Tt<fc^ C 2 ~C 12 7;U*r-;U, 
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R<sup>14</sup>, 
-OR<sup>14</sup>, 
-SR<sup>14</sup>, 
-SOR<sup>14</sup>, 

Or with -SO<sub>2</sub>R<sup>14</sup>, 

As for R<sup>l l</sup>, 

hydrogen atom , 

With R<sup>14</sup> or CN, 

As for R<sup>12</sup>, 

With hydrogen atom or R<sup>14</sup>, 

As for R<sup>13</sup>, 

hydrogen atom , 

halogen , 

C<sub>l</sub>~~C<sub>6</sub>alkyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl , 

C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

With C<sub>2</sub>~C<sub>6</sub>alkenyI or 
C<sub>2</sub>~C<sub>6</sub>aikynyl , 

As for R<sup>14</sup>, 

C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>haloalkyI , 

C<sub>2</sub>~C<sub>6</sub>alkenyl , 

C<sub>2</sub>~C<sub>6</sub>haloalkenyl , 

C<sub>2</sub>~C<sub>6</sub>alkynyl , 

C<sub>2</sub>~C<sub>6</sub>haloalkinyl , 

C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 

With C<sub>l</sub>~C<sub>6</sub>aikyl carbonyl or 
C<sub>l</sub>~C<sub>6</sub>alkoxy carbonyl , 

As for Y* s 

halogen , 

With R<sup>b</sup> optionally substitutable 
C<sub> 1 </sub>~C<sub> 1 2</sub>alky 1 , 

With R<sup>b</sup> optionally substitutable 
C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 

With R<sup>b</sup> optionally substitutable 

/^.^..u^n w„..u>^ r* i i w«.,u — 11 1 
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R b T*«^nrLNTt<fc^ CrC| 2 7JU3*v, 
R b -CBSlitiri^rticfet^ C,~C 6 T)l^iy 

R b T*B&£ftT^Tt<fc^ C 2 ~C 6 TJU^-^* 

R b "CB^^?tlTl x Tt<tl x C2~C 6 T)l*=-)\,X 
R b T*B&£;h/C^-CiJ:^ C 2 ~C 6 7;U^-^X 

R b T*a^tir^rtcfc^ c n c 6 yjMr;ux;u 

R b T*B&£tlT^Ttcfc^ C 2 ~C 6 7JU>r-;UX 
R b T'B&£*VC^Tt<^ C 2 ~C 6 T)l^r-)IX 

R b t?itft**iTi*Tti«fci* c,~c 6 T;u*;u;fc;i/ 

R c T*B&£*lT I vc* cfct^x- JU X 

R c -CMftStlTt^Tticfct^iy*?/, 

R c -e«a**iTl*-Ofc «fclV7xz:;u C,~C 6 TJU 

R c x*S^tiri>rtcfci^x-;uc l -c 6 T;u=i 



C<sub>2</sub>-~C<sub>12</sub>alkenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub> 1 2</sub>alkyny 1 , 

With R<sup>b</sup> optionally substitutable 
C<sub> 1 </sub>-~C<sub> 1 2</sub>alkoxy , 

With R<sup>b</sup> optionally substitutable 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>l</sub>-~C<sub>6</sub>alkoxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl oxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>-C<sub>6</sub>alkynyl oxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>-C<sub>6</sub>alkyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkyI sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>-C<sub>6</sub>alkyl carbonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl oxy , 

With R<sup>c</sup> optionally substitutable phenyl , 

With R<sup>c</sup> optionally substitutable phenoxy , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>l</sub>-C<sub>6</sub>alkyl , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 
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R c T'S^tLTL^XtctL^x- ;u c,~c 6 7;i> 

r c T*s&£*i-ci^-c£<n^i-;u c,~c 6 7;u 
r c T-e&^ft-ci^-ctJa^i^ c,~c 6 

r c T'g&£*iT^Tt«nwf □7 I J-;M-* 
c,~c 6 7;MFjk 

r c -ea&£*iT^TiJ:i,^xP7 , J-;u 
c,~c 6 7;u3+v, 

R c ■Cflift**fCL^tJ:l^-TP7U-^;U 

r c T-M&^tiT^TiJawf □7 , j-n-7ju 

7x=;U v 

R° T'B^^tLT^TtJ:L^TP7 1 J-;UX;U 

r c -eg&^ti-ci^-cicta^x □7'J-n< 
c,~c 6 7;u+jut.;u7x- 

R c T-a^$+ir^rt,J:L^xP7 l j-;u 
c,~c 6 7;i>*;u;ui>:7-r-/u, 

c,~c 6 7;u*;i>;*ju*-;k 



R c T?S^**ir^TtJ:L^x^;u*;i,7K-;u 
r c r-M^^Fti.r^Ttcfc^T'xy+v*^- 
r c T?S&£*vTi^T£jav7x- ;u c,~c 6 7;i/ 
r c Trg&^tiTi^r&Ja^x- ;u c,~c 6 7;u 
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With R<sup>c</sup> optionally substitutable phenyl 
sulfonyl , 

With R<sup>c</sup> optionally substitutable phenyl 
sulfinyl , 

With R<sup>c</sup> optionally substitutable phenyl 
sulfenyl , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>aIkyl sulfinyl , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>c</sup> optionally substitutable heteroaryl , 

With R<sup>c</sup> optionally substitutable heteroaryloxy , 

With R<sup>c</sup> optionally substitutable heteroaryl 
C<sub>l</sub>-C<sub>6</sub>alkyl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkoxy , 

With R<sup>c</sup> optionally substitutable heteroaryl 
sulfinyl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
sulfenyl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
sulfonyl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfenyl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfinyl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>c</sup> optionally substitutable phenyl 
carbonyl , 

With R<sup>c</sup> optionally substitutable phenyl carbonyl 
oxy , 

With R<sup>c<7sup> optionally substitutable phenoxy 
carbonyl , 

With R<sup>c<7sup> optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy , 

With R<sup>c</sup> optionally substitutable heteroaryl 
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R c TrB&£ftT^TtcU^xP7U-;U*UU 

N0 2 . 
CN, 

R a (i, 

/\P^>, 

c,~c 6 7;u*;k 

c,~c 6 /\P7;i/*;u, 

c 3 ~c 6 v^P7;u*;u, 

c r c 6 7;up+v Ci~Cs7/Hwk 

c n c 6 7;u+;ux;u^x-;u c,~c 6 7;u*;k 

c^c 6 /np7;u3+v, 
d~c 6 7;u+;ux;u^x- 
q-q 7;^ux;u7>r-;k 
c,~c 6 7;U* JUXJU*— 
c,~c 6 /\P7;u+;ux^x-;u % 
c r c 6 /\P7;i/*;ux;u^-;i/, 
c^c 6 / \p7^+;ux;ut^-;u, 
c 2 ~c 6 7;u^-;k 
c 2 -c 6 /\P7;^-;k 
c 2 ~c 6 7;u^-;u**v, 

C 2 ~C 6 /\P7JU<r-JU**v, 

c 2 -c 6 7;Kr^.;ux;u7x-;u > 
c 2 -c 6 7;i/^r-;ux;u-7-r-;u, 
ch: 6 7;1/^-;utju*-;k 
c 2 ^c 6 /\P7;L/^-;ux;u^x-;u, 



carbonyl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
carbonyl oxy , 

With R<sup>c</sup> optionally substitutable heteroaryloxy 
carbonyl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy , 

NO<sub>2</sub>, 

CN, 

With formyl or naphthyl , 
As for R<sup>a</sup>, 
halogen , 

C<sub> 1 </sub>~C<sub>6</sub>alky 1 , 

C<sub> 1 </sub>~C<sub>6</sub>haloalky 1 , 

C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 

C<sub> 1 </sub>-C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alky 1 sulfeny 1 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

C<sub> 1 </sub>~C<sub>6</sub>haloalkoxy , 

C<sub>l</sub>~C<sub>6</sub>alkyl sulfeny 1 , 

C<sub>K/sub>~C<sub>6</sub>alkyl sulfinyl , 

C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

C<sub>l</sub>~C<sub>6</sub>haIoalkyl sulfeny 1 , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfinyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfonyl , 

C<sub>2</sub>~C<sub>6</sub>alkenyl , 

C<sub>2</sub>~C<sub>6</sub>haloalkenyl , 

C<sub>2</sub>~C<sub>6</sub>alkenyl oxy , 

C<sub>2</sub>~C<sub>6</sub>haloalkenyloxy , 

C<sub>2</sub>~C<sub>6</sub>alkenyl sulfenyl , 

C<sub>2</sub>~C<sub>6</sub>alkenyl sulfinyl , 

C<sub>2</sub>~C<sub>6</sub>alkenyl sulfonyl , 

C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfenyl , 
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c 2 ~c 6 /\P7;u^-;i/X;u:^-Jk 

Cr-c 6 7;u*-;u, 

c 2 ~c 6 /\P7;u*-;k 

c 2 <: 6 7;u*-;u**v, 

c 2 -c 6 / \qt;u4-;u^+ v , 

c 2 -c 6 7;u*-;ux;u^x-;u % 

c 2 ^ 6 7;u*-;ux;u:^-;k 

c 2 ~c 6 7;u+-^x;u7fx-;i,, 

c 2 -c 6 /\P7;u^r-;ux;u^x^;u, 

c 2 -c 6 /\P7;u^;ux>iu^-;u, 

c 2 ~c 6 /\p7;u*-jutju*-;u > 

no 2 . 

SH % 
OH, 

SCN. 

C n C 6 7;i/3^>*;U7t?-;U. 
C l ~C 6 T)l'*c)\'J3)l7£-)l>s 

oc 6 7;u*^*;u7f?-;u^i/, 

?x- ;u3;fcl*-NU ! u 2 t&ot, 

A<2fflJSl±©*^l*R|-^ffiSlzJ|ftoTtcl: 

R b li. 

/Npy>, 

c 3 ~~c 6 v£P7JU*;k 
c 1 "-c 6 7;n3+v. 
C r C 6 7;U=3^rV c n c 6 7;u=3+v, 

c^c 6 7;u+;uxju7x-;u c n c 6 7;up^>, 

c n c 6 /\P7;up*v, 
c n c 6 7;u+;ux;u7x - 



C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfinyl , 
C<sub>2</sub>~~C<sub>6</sub>haloalkenyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl , 
C<sub>2</sub>-C<sub>6</sub>haloalkinyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl oxy , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyloxy , 
C<sub>2</sub>~~C<sub>6</sub>alkynyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyi sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfonyl , 
C<sub>2</sub>-C<sub>6</sub>haloalkinyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>haloa!kinyl sulfinyl , 
C<sub>2</sub>-C<sub>6</sub>haloalkinyl sulfonyl , 
NO<sub>2</sub>, 
CN, 

formyl , 

SH, 

OH, 

SCN, 

C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 

C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl carbonyl , 

C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl oxy , 

phenyl or with -NU<sup>l</sup>U<sup>2</sup>, 

As for quantity of R<sup>a</sup> which it substitutes 1 to 5 
with (However, when R<sup>a</sup> is 2 or more , it is 
possible to differ similarlyor mutually), 

As for R<sup>b</sup>, 

halogen , 

C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~C<sub>6</sub>alky 1 sulfenyl 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 

C<sub> 1 </sub>~C<sub>6</sub>haloalkoxy , 

C<sub>K/sub>~C<sub>6</sub>aikyl sulfenyl , 
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c,-c 6 7^*;ux ju:7-r-Jk 

c 1 ^ 6 7;i^ux;u*:=Jk 

c n c 6 /\PT;u+;ux;u7x-;u % 

CHV\P7;u*;ux;u*-Jk 

c 2 -c 6 /\p7;u^-;u**v. 
c 2 ~c 6 7^-;U7JU:7x^;u, 

c 2 ~c 6 7;u^-;ux;u7t-^;k 

c 2 ~c 6 MP7;u^-;u7ju:7x-;k 

c 2 ~c 6 /\pt;u^-;ux;u7-<-;u, 

Cz-Ce/NPT^-^T,^-^, 
C 2 ^C 6 7^+-;U^+v, 

c 2 ~c 6 /\P7;u*-;u**v, 
c 2 ~c 6 7;u+-;ux;^x-;u % 
c 2 ~c 6 7;u*— ;u*ju:7-f-;u, 
c 2 ^c 6 7;u*=;u7ju*-;k 

c 2 ^c 6 /\P7;u+-;ux;u^-;u. 
c 2 ~c 6 /\p7;u*-;ux;u*-;k 

no 2 , 

OH, 
SH, 
SCN, 

c n c 6 7;u=i+v*;u^-;u, 
c n c 6 7;u+;u*;u7K-;u> 
c,~c 6 /\P7;u^;u*;u7K-;u % 
c l -€ 6 7;u+;u*;u7f:-;u^v, 

R a ■eS^tLTt^rtc^:t^^x/+v % 
R a T*M^^tlT^Ttcfct^x-;U C,^C 6 7;U3 



C<sub>l</sub>^C<sub>6</sub>alkyl sulfinyl , 
C<sub>l</sub>-C<sub>6</sub>alkyl sulfonyl , 
C<sub>l</sub>-C<sub>6</sub>haloalkyl sulfenyl , 
C<sub>l</sub>-C<sub>6</sub>haloalkyl sulfinyl , 
C<sub>l</sub>-C<sub>6</sub>haloalkyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>alkenyl oxy , 
C<sub>2</sub>-C<sub>6</sub>haloalkenyloxy , 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl oxy , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyloxy , 
C<sub>2</sub>-C<sub>6</sub>alkynyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfonyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfenyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfinyl , 
C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfonyl , 
NO<sub>2</sub>, 
CN, 
formyl , 
OH, 
SH, 
SCN, 

C<sub>l</sub>~C<sub>6</sub>alkoxy carbonyl , 

C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 

C<sub>l</sub>~C<sub>6</sub>haloalkyl carbonyl , 

C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl oxy , 

With R<sup>a</sup> optionally substitutable phenyl , 

With R<sup>a</sup> optionally substitutable phenoxy , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 
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R a T*a&£tlTlvCt<ia^x^;U C,~~C 6 Til 
R a T*S&£;KT^Tt<U^xP7U-;k 

R a T-S&£ftT^Ti<fci^xP7U-;u;ou 
R a r*«^ttr^xtcfct^xz:;u*;u7fC-;u, 



r 8 -efflft*tiri^Tt«fet^i-;u c,~c 6 7;u 
R a r-fi&£;KT^Tt<fci^^P7U-;k*j;u 
R a r*a»**ir^rt P7U--M-* 

^fP7U-^ C^C 6 7;U^r;U*;U7fx-;U*fc 

Ufr*-« R b <D&I* 1 fcl^L 8 fi-Cfty((iL, R b 
A<2flJa±©»^l*H-A^ffiSI^JIftoTticfe 

R c l±, 
/\Py>, 



R b T*S&£;h/C^Tt<i:^ C 2 ~C I2 7;uy-;k 



R b -es&£*iTi^Tt ^ c 2 ~c 12 7;u*-;k 



R b r*s^ttr^rtcfe^ c^c 12 7;ba+v. 



2003-6-20 

With R<sup>a</sup> optionally substitutable phenyl 
sulfonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>a</sup> optionally substitutable heteroaryl , 

With R<sup>a</sup> optionally substitutable heteroaryloxy , 

With R<sup>a</sup> optionally substitutable heteroaryl 
sulfonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
carbonyl , 

With R<sup>a</sup> optionally substitutable phenoxy 
carbonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
carbonyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl or 
-NU<sup>l</sup>U<sup>2</sup> is with optionally 
substitutable heteroaryloxy carbonyl or R<sup>a</sup>?, 

Or, 

oxygen atom , 

1 to 4 which is chosen from nitrogen atom or sulfur atom 
from 3 may include heteroatom with 7 -member ring , 

As for quantity of R<sup>b</sup> which it substitutes with 1 
- 8 (However, when R<sup>b</sup> is 2 or more , it is 
possible to differ similarlyor mutually), 

As for R<sup>c</sup>, 

halogen , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>-C<sub>12</sub>alkyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub> 1 2</sub>alkenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub> 1 2</sub>alkyny 1 , 

With R<sup>b</sup> optionally substitutable 
C<sub> 1 </sub>~C<sub> 1 2</sub>alkoxy , 

With R<sup>b</sup> optionally substitutable 
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R b T*S&£ftT^TtJ:lN C,~C 6 7 JU+JUTJU 
R b T*E&£;KT^T£cfcl> C 2 ~C 6 7JU^UX 

R b T*S&£*iTi^Tt<fci> c 2 ~c 6 7;u*^ux 

R b T?Mjft**ir urtcti^ c 2 ~c 6 7;i^-;ux 
R b rs^^tir^rticfct^ c 2 -c 6 7;u*-;ux 
R b ^S^tiT^rt<fet> c,~c 6 7;u*;u7ju 
R b r*S^tir^rt<fci^ c 2 -c 6 7;u^--;ux 
R b r*«^^tiT^TtJ:^ c 2 ~c 6 7;u*-jux 

R b TS&£*lT^Ttcfc^ C r C 6 7i^il/Ail/ 

N0 2 , 
CN, 

OH, 
SH. 
SCN, 

c n c 6 7;u*;u*;utK-;u, 

c n c 6 /\P7;u+;u*;i/^-^ s 

c 1 ~c 6 7;^;u^;utK~;u^v. 



2003-6-20 

C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>l</sub>~C<sub>6</sub>alkoxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>-C<sub>6</sub>alkenyl oxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl oxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>-C<sub>6</sub>alkenyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyI sulfinyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>aikenyl sulfonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfonyl 

With R<sup>b</sup> optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl oxy , 

NO<sub>2</sub>, 

CN, 

formyl , 
OH, 
SH, 
SCN, 

C<sub>l</sub>~C<sub>6</sub>alkoxy carbonyl , 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 
C<sub>l</sub>~C<sub>6</sub>haloalkyl carbonyl , 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy , 
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r" tjg^tvri^rt^i^x^yu c,~c 6 r;u 
R a T*s^$tirt^r : t.J:t^i-;uc 1 ~c 6 7;u3 



R a T*E&£*lT^T ; t,J:l^:7x^./U7.M>:7x- 

R a vm&Ztix^xt&i^x-ji, c,~c 6 7;u 
*;i/*;u:7x=ju, 

R a •c-ggtefiT^-ci *i*7x=ju c,~c 6 7^ 
R a T?s^*iTL^r=t«tL^x^^ c,~c 6 t;u 
R*"eiia**va»T*J:H' , »xn7U-;k 

R a -cg^^tir^rtcfci^^PT'j-^ 
c,~c 6 7;i>*;k 

c,~c 6 7;u=i^>, 

R a T-ggteftTi^TtJa^x P7'J-;ux;u 
R a T-ggteftT^TiJa^x P7V-./U7JU 

c,~c 6 7;u+;ux;u^x-;i/, 

R" t'ltStvtl^ttiOAfDTU-;!, 

c,~c 6 7;u+;ux;^-r-;u, 

R a T-S&£*iTl,*TiJ;l'"^P7'J-</U 

c,~c 6 7;u+;ux;u^;u, 

R a T*S&$ftT^TtJa^x-;U*i;U7K:z;i,, 



R a r-M^tirt^rt^L^^x-^yuTK^^ 



2003-6-20 

With R<sup>a</sup> optionally substitutable phenyl , 

With R<sup>a</sup> optionally substitutable phenoxy , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkoxy , 

With R<sup>a</sup> optionally substitutable phenyl 
sulfonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
sulfinyl , 

With R<sup>a</sup> optionally substitutable phenyl 
sulfenyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6<7sub>alkyl sulfinyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6<sub>alkyl sulfonyl , 

With R<sup>a</sup> optionally substitutable heteroaryl , 

With R<sup>a</sup> optionally substitutable heteroaryloxy , 

With R<sup>a</sup> optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
C<sub> K/sub>~C<sub>6</sub>alkoxy , 

With R<sup>a</sup> optionally substitutable heteroaryl 
sulfinyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
sulfenyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
sulfonyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>alkyl sulfinyl , 

With R<sup>a</sup> optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
carbonyl , 

With R<sup>a</sup> optionally substitutable phenyl carbonyl 
oxy , 
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R a TfBfcSftT^Tt^l^x^ ;U C,~C 6 7;U 

R a ^M&£*iT^Tt<fci^xP7U--;urt;u 
7t:-;u s R^s^tiri^rtJci^^aT'j- 

;U;fc;U7K-jU7Mrv.R a -CS&^tiT^TtJ: 

t\/\xP7U-;u7f*+v*;u7K^;u % R a r*§& 

P7'J-;u d-d 7;u*;u*;U7t-;- ;i,t+v* 
fdi-NuV-e&y, s&-f 3r c <d&i* 1 fci^u 

5<iT*&y({BL,R c A<2etl±<7)ii^li|^-^ 

ifc % 7X*)^ : f L , d~c 6 7;u*;u, d-Ce/xnT 
;u*;k d-d i/^P7;u*;u, d~d 7^3+ 
vc 1 -c 6 7^+;u,c,-c 6 7;u4;ux;u^x- i iu 
d~Q7;i/*Jk *;us;u, c n c 6 7;u+;ux^ 
d-c 6 /\P7;u*;uxju*-n<> c,~c 6 
T;up+v*;u7fC-;u, c,-c 6 7;u*;u*;utI« 
-jittzit c n c 6 /\P7;u+;u*;u7f:-;ur*fe 
**\ u 1 u 2 tf-mzte-oxm 
mm* , mm^tttzimmmTfrbmisti 

tz 1 frb 4 ® (D^PJST-^^-ei^Tt^ 3 

7 a^fcy^n i*.«&scd&£«uo 



[0017] 
[2] A 1 ** 
[0018] 

[lb 14] 



With R<sup>a</sup> optionally substitutable phenoxy 
carbonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>aIkyl carbonyl , 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy , 

With R<sup>a</sup> with optionally substitutable heteroaryl 
carbonyl , R<sup>a</sup> with optionally substitutable 
heteroaryl carbonyl oxy , R<sup>a</sup> with optionally 
substitutable heteroaryloxy carbonyl , R<sup>a</sup> with 
the optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl , 
R<sup>a</sup> optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>aIkyl carbonyl oxy or as for 
quantity of R<sup>c</sup> which with 
-NU<sup>l</sup>U<sup>2</sup>, issubstituted (However, 
when R<sup>c</sup> is 2 or more , it is possible to differ 
similarlyor mutually), as for U<sup>l</sup> and 
U<sup>2</sup>, in each independence^ is a hydrogen atom , 
C<sub>K/sub>-C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>haloalkyl , 
C<sub>3</sub>~C<sub>6</sub>cycloalkyl , 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub> K/sub>~C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>alky 1 sulfeny 1 
C<sub>K/sub>~C<sub>6</sub>alkyl , formyl , 
C<sub>l</sub>~C<sub>6</sub>aIkyl sulfonyl , 
C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfonyl , 
C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl or a 
C<sub>K/sub>~C<sub>6</sub>ha!oalkyl carbonyl with 1 to 
5 ?, Or U<sup>l</sup> and U<sup>2</sup> becoming 
simultaneous, 1 to 4 which ischosen from oxygen atom , 
nitrogen atom or sulfur atom with 7 -member ring , n displays 
number of substituents from 3 may include heteroatom , with 
0 to 4 , p displays quantity of repeated , they are 0 to 2 . 

) With heterocyclic ring imino aromatic compound which is 
displayed or as pesticide acceptable salt . 

[0017] 

[2] A<sup>l</sup> 
[0018] 

[Chemical Formula 14] 
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[0019] 
lit 15] 



[0019] 

[Chemical Formula 15] 
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[0020] 

■C*y.d l**it£*©»£*U0 frb 2 Tffc 

y>e i*, Bft£o>tt$«L. o 3 r-fcy.f 
i*, b&sos&su o frb 4 Tffty . g i*. s 
»»a>*sau ofr&5-c*y, hi*, s&s<d 
*s»u o frg 6 T'&y , i i*, w&momB. 
uo frb i -ea&y.j i*. Hftsast&su o 
frb 7 r-fcy , k ii, n&saikssu o 8 

T*&y,Ya *5J:t; Y 14, SlMcftSlC Y' 
-D-(CH 2 ) p -T-fe-5*H<it, Ya t Y t<D^%W 2 
fflW±tf>B#l4, Ya £*?U Y i:dL£fcl4 Ya t 
Y irliSOM^IH — $7tl4^^foTt<fet s 0 )% A 1 
0>BI-«*«^±l=1t*Lfc 2IIDY £fd4 
Ya 8* 

J;Ln 3-7 M^^fcli C=Q' £»J*U Ya liTKJt 
[0021] 

[3] a 1 5 jm^T-pass«-r[i]*fcttC2] 

lcE«©^«rPail-f5y3f#«Hb^**fcl*-t 



[0020] 

So, d to display number of substituents , with 0 to 2 , e to 
display number of substituents , with 0 to 3 , f to display 
number of substituents , with 0 to 4 ,g to display number of 
substituents , with 0 to 5 , h to display the number of 
substituents , with 0 to 6 , i to display number of substituents , 
with 0 to 1 , the j to display number of substituents , with 0 - 
7, k displays number of substituents , from 0 with 8, Ya and Y 
are Y*-D- (CH<sub>2</sub> ) <sub>p</sub>- mutually in 
independence or, with said carbon atom oxygen atom , 
nitrogen atom or sulfur atom each 1-33-7 -member ring 
where it is possible toinclude or C=Q<sup> 1 </sup> is formed 
(However, when total of Ya and Y is 2 or more , the Ya and Y 
or Ya and Y also identical or different is goodmutually. ), 
with Y or Ya of 2 itsubstitutes on same carbon atom of 
A<sup>l</sup>, heterocyclic ring imino aromatic compound 
Ya has been allowed to have displayed hydrogen atom , in[l] 
states or as pesticide acceptable salt . 

[0021] 

[3] A<sup>l</sup> is displayed heterocyclic ring imino 
aromatic compound which is stated in [1] or [2] which or 5 
-member ring heterocyclic ring as pesticide acceptable salt . 
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[0022] 
[4] A 1 A< 
[0023] 
lit 16] 



rS i-S 



Ya 



[0022] 

[4] A<sup>l</sup> 
[0023] 

[Chemical Formula 16] 



[0024] 

&* s Ys Ya, d fccktf f l£C2]£0»©*l** 
[0025] 

[5]Ya fccfctf Y |* % StMcttStlC Y' -D-(CH 2 ) P - 
V&*Z>fr(iE.Ls Ya t Y <t(D£f+7!)* 2 1K1±(D 
Wit, Ya «U Y £5L*fcl* Ya Y £1*5 

t^lz[5l-^^^^^rtc^:t^o),A 1 ©h-« 

m!%=f-±\zW&Ltz 2 <1© Y *fcli Ya |Cj=tJ % 

flMtJS^S** 1-3 ffl^^-ci^rtcki^ 3-7 A 

B*fcl* OQ 1 £»f 3, [2L [3]*fc|*[4] 
[0026] 

[6] G G 1 *«-TCl], C2), [3], C4]*feli 
[0027] 

[7] «*tLT»S*tl*tt*<*|«* , $kit7k 

tti/i^wrefcstn. C2], [3], C4). ts)* 

fcl*C6]lzEI6©tt 0 

[0028] 

[8] [1], [2], [3], [4], [5], [6]*fcl«7)fc 

iBKw^pa^sy^SflUb^tt^fcii-t© 

[0029] 

C9) Cl], [2], [3], C4]. [5], [6]*fcl*C7]l= 
E«©^xP»^*S»<b^**fcl«© 



[0024] 

(In Formula, Y, Ya, d and f [2] with display similar 
meaning. ) is displayed, [1] * heterocyclic ring imino 
aromatic compound which is stated in [2] or as pesticide 
acceptable salt . 

[0025] 

[5] Ya and Y are Y*-D- (CH<sub>2</sub> ) <sub>p</sub>- 
mutually inindependence or, with said carbon atom oxygen 
atom , nitrogen atom or sulfur atom each 1-33-7 -member 
ring where it is possible to include or C=Q<sup>l</sup> is 
formed (However, when total of Ya and Y is 2 or more , the 
Ya and Y or Ya and Y also identical or different is 
goodmutually. ),with Y or Ya of 2 it substitutes on same 
carbon atom of the A<sup>l</sup>, [2], heterocyclic ring 
imino aromatic compound which is stated in [3] or [4] or as 
pesticide the acceptable salt . 

[0026] 

[6] G displays G<sup>l</sup>, [1], [2], [3], as heterocyclic 
ring imino aromatic compound or pesticide of [4] or [5] 
acceptable salt . 

[0027] 

acceptable salt is acetate , hydrobromide , hydro iodide , 
formate salt , acetate or oxalate as [7] pesticide , [1], [2], [3], 
[4],[5] or salt . which is stated in [6] 



[0028] 

[8] [1] [2] [3] [4] [5] [6] Or pesticide . which contains one 
kind or more which ischosen from heterocyclic ring imino 
aromatic compound or its salt which is stated in [7] as active 
ingredient 

[0029] 

P] [1] P] [3] [4] [5] [6] Or microbicide . which contains one 
kind or more which ischosen from heterocyclic ring imino 
aromatic compound or its salt which is stated in [7] as active 
ingredient 
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[0030] 

GU *<b^*lc, £1**14*. gftJIttft. 

[0031] 

[^BjcDHasro^] 

a(i)Tfaa?*i***wft^*o#iift*s, 

[0032] 

'Site, KHII***!/? *iJ2lT0>*i*£ o 
[0033] 

Me Et I4x^;ug£ x p r l4?Ptf 

JU»S. Bul*^;U»S» Penl*'*:/*;U**, 
Hex tt'MrV^g^ Hep tt^^U**, Oct 
l4*£?-;Ug£, Non I4/-JU*£» Dec 1*7*$/ 
s Undec l4^>-r*l-;uS£, Dodec 14 K 
x^**. n lt/-7;U* > i HtfV*, s 14-b* 
% s?>)-£ , tl«-i/*U— * , c l4i^P£*;h. 

*EI=fcl*T0!l;U*2-Cl-Ph l42-^7PP7i-;i/ 
S££U2-MeO-3-Me-Ph 14 2-/h+v-3->^- 

[0034] 

R' t>3 D 4 r>5 D 6 t>7 d 8 tj9 d 13 pl4 

xl\>Iv>J\ > l\. % I\sI\ % 1\ % 1\ ^ 1\ \Iv % 

R\ X\x\x\X\U ! i3J:tf U 2 <B£glCfclf 
« C r C 6 7)l^)ltLXlt. ttH*fcl4»tttt 

OiTJirZ-frtLXtTfos x*;u. n-?Ptf;k i- 
?pt?;u, n-?^u» i-^^u, t-:?^ ;k s-?^ 

;k 2,2-S^^PtfJu, u-s?**ju7nt; 
JU, l.U-MJ^U^QtfJK l,2,2-hV^u:7 
Ptf;k l-x^u-i-^i/^ptfyu, i-x^;i,.2- 

;k 3-**;i^*/k i,i-s?>^iu^ju, 1,2-$? 
^;u^;u, u-s?y*;u^iu % 2,2-^7^ 
2,3-i?>^;u^;u, 3,3-v>^;u^5F 
i-xy-;i/?^u, 2-x^;u^;u, i-^;u 
^>^;u, 2-^5 L ;u^>^;u, 3-^;u^>^;u 



[0035] 

R5 p6 t> 8 D 9 D 10 d 13 pa t>b D c V 1 V 3 Y 4 



[0030] 

However, when in this compound , configurational isomer , 
enantiomer , tautomer , diastereomer exists, respective isomer 
and all of mixture of those are included. 



[0031] 

[Embodiment of the Invention] 

Each substituent of the compound of this invention which is 
displayed with Formula (1), isillustrated below. 

[0032] 

Furthermore, code shows meaning below each one. 
[0033] 

As for Me methyl group , as for Et ethyl group , as for Pr 
propyl group , as for Bu butyl group , as for Pen pentyl 
group , as for Hex hexyl group , as for Hep heptyl group , as 
for Oct octyl group , as for Non nonyl group , as for Dec 
decyl group , asfor Undec undecanyl group , as for Dodec 
dodecyl group , as for n normal , as for i iso , as for s 
secondary , As for t tertiary , as for c you display cyclo 
respectively, Ph display phenyl group , 2 -chlorophenyl group 
you display the for example 2- Cl-Ph in transcription of 
phenyl group , 2 -MeO-3- Me-Ph display 2 -methoxy -3- 
methyl phenyl group . 

[0034] 

As C<sub>K/sub>~C<sub>6</sub>alkyl in defining 
R<sup>l</sup>, R<sup>2</sup>, R<sup>3</sup>, 
R<sup>4</sup>, R<sup>5</sup>, R<sup>6</sup>, 
R<sup>7</sup>, R<sup>8</sup>, R<sup>9</sup>, 
R<sup>13</sup>, R<sup>14</sup>, R<sup>a</sup>, 
X<sup>K/sup>, X<sup>2</sup>, X<sup>3</sup>, 
X<sup>4</sup>, U<sup>K/sup> and U<sup>2</sup>, you 
can list the methyl , ethyl , n- propyl , i -propyl , n- butyl , i- 
butyl , t-butyl , s-butyl , n- pentyl , n- hexyl , 2- ethyl propyl , 
2, 2- dimethyl propyl ,1,2- dimethyl propyl ,1,1,2- 
trimethylpropyl , 1, 2, 2- trimethylpropyl , 1- ethyl -1- 
methylpropyl , 1- ethyl -2- methylpropyl , 1- methyl butyl , 2- 
methyl butyl , 3- methyl butyl , 1, 1- dimethylbutyl , 1, 2- 
dimethylbutyl ,1,3- dimethylbutyl , 2, 2- dimethylbutyl , 2, 
3- dimethylbutyl , 3, 3- dimethylbutyl , 1- ethyl butyl , 2- 
ethyl butyl , 1- methyl pentyl , 2- methyl pentyl , 3- methyl 
pentyl and 4 -methyl pentyl etc as alkyl of straight chain or 
branched . 

[0035] 

It can increase fluorine atom , chlorine atom , bromine atom 
and iodine atom as halogen atom in defining the 
R<sup>5</sup>, R<sup>6</sup>, R<sup>8</sup>, 
R<sup>9</sup>, R<sup>10</sup>, R<sup>13</sup>, 



Page 46 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



[0036] 

R* I?2 r>3 D 4 D 5 D 6 o7 D 13 tj 14 D a v 1 

x\ x\ X\ U 1 fccfctf U 2 a>3£«lcfcl+4 c,~c 6 

;Ux hj^utI-p^Ux v^pp>fik h'j^p 
py^;Ux i-^ppx^ju, i-^p^x^jUx i-3 
-Kx^;k i-^;ut|-px^;u % 2-^ppxt;Ux 
2-?P : EX^;k 2-3— Kx*;i, % 2-7;btPif 
;Ux 2,2.y7jl/tPXf;k 2,2,2.h'J7^tPX 
^;Ux 2,2,2-MJ£ppx^;u, Ki/$z?)\,*ux. 
^;Ux2 J 2,2-h , J7;u^-p-i-^ppx^;u,3- , 7;u 
^p^Pt°;Ux 3-^pp^Pt°;i/x 
ntf;k i-^pp-i-^Pt°;Ux ^7$?)i,*nzfu 

If ;k l,l 5 2,2,3,3-^^;i/tPWPejk 4- 

4-^;u^p^;u % 5--?pp^>f 
5-^;u^-p^>^ ;k 6^pp^v;i/fcct 
6-?;u:*PMr*>;u3l#feif bti^>o 

[0037] 

Rl p 2 D 3 D 4 D 5 D 6 t> 7 d!3 tj14 D a ob |yl 

fccfe^U 2 CDSa(C t fclti)C3-C 6 v^P7;U*;L/ 
irLTlix v^P^Pt°^x v^p^T^U, *>£p 
^>T;ufcckt;v^p^+v;u^A<fcifbti 



[0038] 

R\ R\ R\ R 8 x R 9 x R\ R b x X l x X 3 fccfctf X 4 0) 

fcli»tttt©7JUa*S/tLT>h*S/, xh+ 
Vx n-^P/K+Vx i-7P*°*v* n-?h*v, i-? 
Mrv, s-?h*v. t-^h*Vx n-'O^U** 
v,n.^>my, l,l-v>^U^P7K+v, 

l,2-i^;U?P/K*Vx 2,2-V^T^PtK+ 

Vx i-x^;u^ptK^Vx i,i,2-HJ^;u:?P7tf 
*Vx l,2,2-HJ^l^7t>*Vx l-x^;u-i-> 
^;u^ptK+v. i-x^;u-2->^;u^P7K+v 
l-P^l^MrVx 2-y^;u^h^rVx 3-y^u? 
h^rVx l-xf;^h + v, 2-IfJI/?h + V, 
1,1-V^U^MrVx l,2-V^;U^h+Vx 1.3- 
VP^U^M^X 2,2-i^^MrVx 2,3-v> 
T;^h+Vx3,3-V^^;U^h^rVx l-^u^ 

>fi^+y, 2-^;^>T;u;>Mri/x 3->5 1 



R<sup>a</sup>, R<sup>b</sup>, R<sup>c</sup>, 
X<sup>l</sup>, X<sup>3</sup>, X<sup>4</sup> and Y*. 

[0036] 

As C<sub>l</sub>--C<sub>6</sub>haloalkyl in defining 
R<sup>l</sup> s R<sup>2</sup>, R<sup>3</sup>, 
R<sup>4</sup>, R<sup>5</sup>, R<sup>6</sup>, 
R<sup>7</sup>, R<sup>13</sup>, R<sup>14</sup>, 
R<sup>a</sup>, X<sup>l</sup>, X<sup>2</sup>, 
X<sup>3</sup>, X<sup>4</sup>, U<sup>l</sup> and 
U<sup>2</sup>, you can list the fluoromethyl , 
chloromethyl , bromomethyl , iodomethy! , difluoromethyl , 
chloro difluoromethyl , bromo difluoromethyl , 
trifluoromethyl , dichloro methyl , trichloromethyl , 1- 
chloroethyl , 1- bromoethyl , 1- iodoethyl , 1- fluoro ethyl , 2- 
chloroethyl , 2- bromoethyl , 2- iodoethyl , 2- fluoro ethyl , 2, 
2- difluoro ethyl , 2, 2, 2- trifluoroethyl , 2, 2, 2- 
trichloroethyl , pentafluoroethyl , 2, 2, 2- trifluoro -1- 
chloroethyl , 3- fluoropropyl , 3- chloropropyl , 1- fluoro 
-i-propyl , 1- chloro -i-propyl , heptafluoro propyl , 1, 1, 2, 2, 
3, 3- hexafluoro -n- propyl , 4- chloro butyl , 4- fluoro butyl , 
5-chloro pentyl , 5-fluoro pentyl , 6-chloro hexyl and 6 -fluoro 
hexyl etc as haloalkyl of straight chain or branched . 

[0037] 

You can list cyclopropyl , cyclobutyl , cyclopentyl and 
cyclohexyl etc as C<sub>3</sub>~C<sub>6</sub>cycloalkyl 
in defining the R<sup> l</sup>, R<sup>2</sup>, 
R<sup>3</sup>, R<sup>4</sup>, R<sup>5</sup>, 
R<sup>6</sup>, R<sup>7</sup>, R<sup>13</sup>, 
R<sup>14</sup>, R<sup>a</sup>, R<sup>b</sup>, 
U<sup>l</sup> and U<sup>2</sup>. 

[0038] 

As C<sub>l</sub>~C<sub>6</sub>alkoxy in defining 
R<sup>5</sup>, R<sup>6</sup>, R<sup>7</sup>, 
R<sup>8</sup>, R<sup>9</sup>, R<sup>a</sup>, 
R<sup>b</sup>, X<sup>K/sup>, X<sup>3</sup> and 
X<sup>4</sup>, you can list the methoxy , ethoxy , n- 
propoxy , i- propoxy , n- butoxy , i- butoxy , s-butoxy s 
t-butoxy , n- pentyloxy , n- hexyloxy ,1,1- dimethyl 
propoxy ,1,2- dimethyl propoxy , 2, 2- dimethyl propoxy , 1- 
ethyl propoxy ,1,1,2- trimethyl propoxy , 1, 2, 2- trimethyl 
propoxy , 1- ethyl -1- methyl propoxy , 1- ethyl -2- methyl 
propoxy 1- methyl butoxy , 2- methyl butoxy , 3- methyl 
butoxy , 1- ethyl butoxy , 2- ethyl butoxy ,1,1- dimethyl 
butoxy ,1,2- dimethyl butoxy , 1.3- dimethyl butoxy , 2, 2- 
dimethyl butoxy , 2, 3- dimethyl butoxy , 3, 3- dimethyl 
butoxy , 1- methyl pentyloxy , 2- methyl pentyloxy , 3- 
methyl pentyloxy and 4 -methyl pentyloxy etc as alkoxy of 
straight chain or branched . 
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[0039] 

r\ r\ r\ r\ x\ x 3 fccfci; x 4 ommztsii 

* C^C 6 /\QT)^^>tLXlts C,~C 6 ItflM* 

JU^pyMrv, £pp*h*v. ?P^Mr*>, 
y^DD^^v, HJ^PP^Mr 
V, v7;U+P>h+V, hU7^*P*MrV. 2 
Pav7^P^h+v, ^P^Ev^U^P^h* 

1-^p^EXh^v. l-3-Kxh*v. \-7)l*n 
xh^Fy s 2-^PPXh+y, ^P^ih+y, 2- 
2-7;i/7hPxh4rv. 2,2-v^;u 

tPIh+y, 2 J 2 ) 2-h'J7;btPXh+y, 2,2,2- 

h'J^ppih+y, /<>^UPih*v, 

2,2,2-hU:?JU:f P-l-^PPXMrV, 1,1,2,2-x h 

^-P-i-^PTK+V, l-^PP-i-^P7K+V,3-7 

)\,*n-Jni&**, % 3-^pp^ptK+v> 

;U^P^P?K^>, l,l 5 2,2,3,3-^+-9-7;U^-P^ 

ptK+v. 4-^pp^h+y, 4-^;u^p^h+ 
5-^pp^>f;bt+y> s-^^^-p^^^ 1 
;M-*v. 6-^pp^+v;u^vfccti;6-^;u 
^p/s^v;U^vl|^felfbtl^o 

[0040] 

R\ r\ r\ R 9 . R\ r\ x\ X 3 fiJ:i;x 4 (7)Si 

T^U^*, Ifibft, n-^Pe^ft, i-3? 
pt°;u^, n-^T;U^, i-?^U^3t\ s-^ 

[0041] 

R\ R\ R a fc<fctf R b (D^aiCfcl+^ C,-C 6 7;U 
<D7)l*-)lW?4=.)\>kLX*? )lsX)[,7<<- 

x*;ux;i/7-f=ju, n-^Pt°;ux;i/^«<x 

[0042] 

R\ R 6 , R\ R\ r\ U l fccfcl/ U 2 (7)^§ICfcI+ 
& C,-C 6 7)\,*)\,7>)\,7\s-)l,tLXlt, ttfil£ 

tju*- ;u % x^;ux;u7tx^u, n -^Pt°;ux;u 
;k i-?pe;u7ju*x;u % n -?*;b*;i,* 
x;u % i-;?^;u7jU7t>- ;k s-?*;ux;u*- 



[0039] 

It can increase haloalkoxy of 

C<sub>l</sub>~C<sub>6</sub>straight or branched as 
C<sub>l</sub>~C<sub>6</sub>haloalkoxy in defining the 
R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup>, 
R<sup>b</sup>, X<sup>l</sup>, X<sup>3</sup> and 
X<sup>4</sup>, can list fluoro methoxy , chloro methoxy , 
bromo methoxy , iodo methoxy , dichloro methoxy , trichloro 
methoxy , difluoro methoxy , trifluoromethoxy , chloro 
difluoro methoxy , bromo difluoro methoxy , dichloro fluoro 
methoxy , 1- chloro ethoxy , 1- bromo ethoxy , 1- iodo 
ethoxy , 1- fluoro ethoxy , 2- chloro ethoxy , 2- bromo 
ethoxy , 2- iodo ethoxy , 2- fluoro ethoxy , 2, 2- difluoro 
ethoxy , 2, 2, 2- trifluoro ethoxy , 2, 2, 2- trichloro ethoxy , 
penta fluoro ethoxy , 2, 2, 2- trifluoro -1- chloro ethoxy ,1,1, 
2, 2- tetrafluoro ethoxy , 3- bromo propoxy , 1- fluoro -i- 
propoxy , 1- chloro -i- propoxy , 3- fluoro propoxy , 3- chloro 
propoxy , heptafluoro propoxy , 1, 1, 2, 2, 3, 3- hexafluoro 
propoxy , 4- chlorobutoxy , 4- fluoro butoxy , 5-chloro 
pentyloxy , 5-fluoro pentyloxy , 6-chloro hexyioxy and 6 
-fluoro hexyioxy etc. 



[0040] 

As C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl in defining 
R<sup>5</sup>, R<sup>6</sup>, R<sup>8</sup>, 
R<sup>9</sup>, R<sup>a</sup>, R<sup>b</sup>, 
X<sup>K/sup>, X<sup>3</sup> and X<sup>4</sup>, you 
can list the methylthio , ethyl thio , n- propyl thio , i-propyl 
thio , n- butyl thio , i- butyl thio , s-butyl thio , t-butyl thio , n- 
pentyl thio and n- hexylthio etc as alkyl sulfenyl of straight 
chain or branched . 

[0041] 

As C<sub>l</sub>~C<sub>6</sub>alkyl sulfinyl in defining 
R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> and 
R<sup>b</sup>, you can list the methyl sulfinyl , ethyl 
sulfinyl , n- propyl sulfinyl , i-propyl sulfinyl , n- butyl 
sulfinyl , i- butyl sulfinyl , s-butyl sulfinyl , t-butyl sulfinyl , 
n- pentyl sulfinyl and n- hexyl sulfinyl etc as alkyl sulfinyl of 
straight chain or branched . 



[0042] 

As C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl in defining 
R<sup>5</sup>, R<sup>6</sup>, R<sup>7</sup>, 
R<sup>a</sup>, R<sup>b</sup>, U<sup>l</sup> and 
U<sup>2</sup>, you can list the methyl sulfonyl , ethyl 
sulfonyl , n- propyl sulfonyl , i-propyl sulfonyl , n- butyl 
sulfonyl , i- butyl sulfonyl , s-butyl sulfonyl , t-butyl sulfonyl , 
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[0043] 

R\ R\ R\ R\ R\ R 6 , R\ R'\ R\ U 1 t$£lt 
U 2 <D£glcm&C n C 6 7;i^*vC,~C 6 7A> 

+;u<tLTi±, /Mr-»?;u, ih+v^fjk 



[0044] 

R b o^Sicj3it-i. c,~c 6 7;u=i*v c,~c 6 7;u 

a+i/tLTI*. /MP*»Mr*X xMPv>Mr 
*X n-?P7t^r*»Mf*X i-^P7K+v>h+->, 

•>*Mr*>> 2-*MrVXMrV> 3-Ih*'X?P# 
*i>fcJ:tf 3-/h+V^P7K^>HA<felf 6*1 

[0045] 

R\ R\ R\ R\ R 5 , R 6 , r\ R\ U 1 fccfctf U 2 (D 

**>*;u. x^;u^y^;u, n-?Pt°;u*;>|- 



[0046] 

R b 0)£gC:fcltS Cr~C 6 7;U*;U7JU7x-;U 

if^ft^+v, n-^Ptf^^H+v* i- 
^□e;U^>h+v. n-^J^^h*?/, i- 
^U^*>Mr*X s-^Jl^Mh^v.t-? 
T;u^^h+v, n-'O^l^Mh+v, 2-P< 

[0047] 

R\ R\ R a fc\fctf R b CDSSl^fc(t* C,~C 6 /\P 
^ttttCD/xPT^+^^^-irLT^^Tl-P^^ 



n- pentyl sulfonyl and n- hexyl sulfonyl etc as alkyl sulfonyl 
of straight chain or branched . 

[0043] 

You can list methoxy methyl , ethoxymethyl , n- propoxy 
methyl , i- propoxy methyl , n- butoxy methyl , i- butoxy 
methyl , s-butoxy methyl , t-butoxy methyl , n- pentyloxy 
methyl , 2- methoxyethyl , 3- ethoxy propyl and 3 
-methoxypropyl etc as 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>l</sub>~C<sub>6</sub>alkyl in defining the 
R<sup>l</sup>, R<sup>2</sup>, R<sup>3</sup>, 
R<sup>4</sup>, R<sup>5</sup>, R<sup>6</sup>, 
R<sup>7</sup>, R<sup>13</sup>, R<sup>a</sup>, 
U<sup>l</sup> and U<sup>2</sup>. 

[0044] 

You can list methoxy methoxy , ethoxy methoxy , n- propoxy 
methoxy , i- propoxy methoxy , n- butoxy methoxy , i- butoxy 
methoxy , s-butoxy methoxy , t-butoxy methoxy , n- 
pentyloxy methoxy , 2- methoxy ethoxy , 3- ethoxy propoxy 
and 3 -methoxy propoxy etc as 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy 
C<sub>K/sub>~C<sub>6</sub>alkoxy in defining the 
R<sup>b</sup>. 

[0045] 

You can list methylthio methyl , ethyl thio methyl , n- propyl 
thio methyl , i-propyl thio methyl , n- butyl thio methyl , i- 
butyl thio methyl , s-butyl thio methyl , t-butyl thio methyl , 
n- pentyl thio methyl , 2- methylthio ethyl , 3- ethyl thio 
propyl , and 3 -methylthio propyl etc as alkyl sulfenyl alkyl of 
straight or branched as C<sub>l</sub>~C<sub>6</sub>alkyl 
sulfenyl C<sub> l</sub>~C<sub>6</sub>alkyl in defining 
R<sup>K/sup>, R<sup>2</sup>, R<sup>3</sup>, 
R<sup>4</sup>, R<sup>5</sup>, R<sup>6</sup>, 
R<sup>7</sup>, R<sup>a</sup>, U<sup>l</sup> and 
U<sup>2</sup>. 

[0046] 

You can list methylthio methoxy , ethyl thio methoxy , n- 
propyl thio methoxy , i-propyl thio methoxy , n- butyl thio 
methoxy , i- butyl thio methoxy , s-butyl thio methoxy , 
t-butyl thio methoxy , n- pentyl thio methoxy , 2- methylthio 
ethoxy , 3- ethyl thio propoxy and 3 -methylthio propoxy etc 
as C<sub>K/sub>~C<sub>6</sub>alkyl sulfenyl 
C<sub>l</sub>~C<sub>6</sub>alkoxy in defining the 
R<sup>b</sup>. 

[0047] 

As C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfenyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list the fluoromethyl thio , 
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*)taa/?)\,** s 2 J 2,2-hU^;U7)-Px^;u5 1 
ts i^2,2-f-h7?;u*nx^u^,2-7;u* 

[0048] 

R\ r\ R*t$±lf R b <D36«l-felt4 C,~C 6 /\P 

p^t^tju^xju, 2,2 J 2-hU7;u^nx^u 
x;u7^-;u. i 5 i,2,2-f-h^^;u^Qx^;u7,;u 
2-7;u?J-px5 1 ;ux;u^- 

^Pt°;ux;u^-;HlA<&ifbti^o 

[0049] 

R\ R\ R\ R\ R b , U 1 U 2 (DSSlZfclf 

£ c r c 6 /\P7;i/^;ux;u^x;ui:LTfi.tt 
SStt^fctt^HS^tD/xPT^+^X^x^ 
£LT7JU*p^;u7JU7hx;u v iuuV?)i 

^p p^;utju*x;u % 2,2,2-hU:?;u;i-px?- 

;u;UM-xx;k u^-xH^l/^PX^jUX 
;U7fx- 2-"7;L/^-px^U7JU*xju, 
^u^px^uxjU/f-xxjufc^t/ \-z?)i>*a-\- 

[0050] 

R\ R\ R\ R 9 . R'\ R 14 fccfcl/R a <D5£glCfclt 
« C2~C 6 Tfr'T-frkLXl*. ttffi*fcl4»tt 
:K(D7^-^(!:Ltif-;k l-^p^xju, 

l.^>f-;k 2-^>t l x;u % 3-^>f-Jk 
4-^>f-x;u, i->\*-trxn, % 2-'\+izx;u % 3- 
^+-fex;u. 5-^4r-tr— l-> 

^l/^P^XJU, 2->^;U-2-^P^<x;U % 1,1- 

i/^u-2-^p^-jk la-ist^^-zfaK- 

l.>fjW^f-ik 2->5 1 ;U-3-^-7 L x;U v 3-> 

fiw-^f-ik i,i-i?y^u-2-:7f-x;k l.i- 

S/^U-3-^x-Jk l^-v^fik^f-Jk 
i,2-v^^;L/-3-^x;u, l^v^fw-^f- 
;k i,3-v^;u-3-:?t- x;u % iz-Vt+fo-i-J 
f-ik y-v^JW-^f-ik l-x^;u-2-^ 
X-;U, l.IfJl/-3.?f-ikMfi^f 
XJU, 2-X^;U-3-^ J f-;U % l->fjb-2-^>f- 



chloro difluoromethyl thio , bromo difluoromethyl thio , 
trifluoromethyl thio , trichloromethyl thio , 2, 2, 2- 
trifluoroethyl thio , 1, 1, 2, 2- tetrafluoroethyl thio , 2- fluoro 
ethyl thio , pentafluoroethyl thio and 1 -fluoro -i-propyl thio 
etc as haloalkyl thio of straight or branched . 

[0048] 

As C<sub>l</sub>~C<sub>6</sub>haloalkyl sulfinyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list the fluoromethyl sulfinyl , 
chloro difluoromethyl sulfinyl , bromo difluoromethyl 
sulfinyl , trifluoromethyl sulfinyl , trichloromethyl sulfinyl , 2, 
2, 2- trifluoroethyl sulfinyl , 1, 1, 2, 2- tetrafluoroethyl 
sulfinyl , 2- fluoro ethyl sulfinyl , pentafluoroethyl sulfinyl 
and 1 -fluoro -i-propyl sulfinyl etc as haloalkyl sulfinyl of 
straight or branched . 



[0049] 

As C<sub>l</sub>~C<sub>6</sub> haloalkyl sulfonyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>7</sup>, 
R<sup>a</sup>, R<sup>b</sup>, U<sup>l</sup> and 
U<sup>2</sup>, you can list the fluoromethyl sulfonyl , 
chloro difluoromethyl sulfonyl , bromo difluoromethyl 
sulfonyl , trifluoromethyl sulfonyl , trichloromethyl sulfonyl , 
2, 2, 2- trifluoroethyl sulfonyl , 1, 1, 2, 2- tetrafluoroethyl 
sulfonyl , 2- fluoro ethyl sulfonyl , pentafluoroethyl sulfonyl 
and 1 -fluoro -i-propyl sulfonyl etc as haloalkyl sulfonyl of 
straight or branched . 

[0050] 

As C<sub>2</sub>~C<sub>6</sub>alkenyl in defining 
R<sup>5</sup>, R<sup>6</sup>, R<sup>8</sup>, 
R<sup>9</sup>, R<sup>13</sup>, R<sup>14</sup> and 
R<sup>a</sup>, you can list the ethenyl , 1- propenyl , 2- 
propenyl , 1- butenyl , 2- butenyl , 3- butenyl , 1- pentenyl , 2- 
pentenyl , 3- pentenyl , 4- pentenyl , 1- hexenyl , 2- hexenyl , 
3- hexenyl , 4- hexenyl , 5-hexenyl , 1- methyl -2- propenyl , 
2- methyl -2- propenyl ,1,1- dimethyl -2- propenyl ,1,2- 
dimethyl -2- propenyl , 1- ethyl -2- propenyl , 1- methyl -2- 
butenyl , 2- methyl -2- butenyl , 3- methyl -2- butenyl , 1- 
methyl -3- butenyl , 2- methyl -3- butenyl , 3- methyl -3- 
butenyl ,1,1- dimethyl -2- butenyl ,1,1- dimethyl -3- 
butenyl ,1,2- dimethyl -2- butenyl ,1,2- dimethyl -3- 
butenyl ,1,3- dimethyl -2- butenyl ,1,3- dimethyl -3- 
butenyl , 2, 3- dimethyl -2- butenyl , 2, 3- dimethyl -3- 
butenyl , 1- ethyl -2- butenyl , 1- ethyl -3- butenyl , 2- ethyl 
-2- butenyl , 2- ethyl -3- butenyl , 1- methyl -2- pentenyl , 2- 
methyl -2- pentenyl , 3- methyl -2- pentenyl , 4- methyl -2- 
pentenyl , 1- methyl -3- pentenyl , 2- methyl -3- pentenyl , 3- 
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;k 2->f-;u-3-'<>f--;k 3->f-;u-3-^>-r- 
;k 4->^;u-3-^>-f-;Us i-/^ju-4-^>x- 
;u, 2->5 1 ;u-4-^^7 L -;u, 3->^;u-4-'Or- 

pK-jufc^t; i-if;i/-i->f;i-2-^p^-;i/ 

[0051] 

R 5 , R<\ R 14 fcefcl/R a O£8Kfclf&C 2 ~C 6 /\a 

7;u<y-/ui:LT 2-^DPif-;k2-^o ; Ei 

2,2-y^PPIf-/k 3-^DP-2-^0 

3-7;u^-n-2-^a^-^, 3-?o-€-2-7 

□ ^-;U.3-3-K-2-^a^-;U,3,3-V^PP 
-2-^P^;U, 3,3-^7;L'^-P-2-^P' , <z:;i,. 4- 
0 P P -2-^- 7b , 4,4- v ? P P -3 -^t- )l cfc 
4,4-V7)l,*0-3-Zf7--)l>m<%\f bft-S. 

[0052] 

r\ R < \R"fc\fctfR b 0>£8l::fcit$ c 2 ~c 6 7;u 

2-^'P'<-;u^-+v, l-y^ju^-^a^-^*- 
2-^x-;^+v, 3-^x-;u^vfcJ; 

1/ 2-^U-2-?P^-;U**v3|#&lfb;h, 
[0053] 

R\ R<\ R\ R b tS&Xf X Socfct/CO^Sf^fctt-S 
C 2 ~C 6 /\PT^^-^^v<tLri±, it&£fe 

ii#tt#<75/\P7;u^-;u**v<kLT 2--J7P 

2;-y^Pif-Ji/t*v, j-^a-^a^ 
3-7H>Jrn.2-ztn'<.-n,**i' s 3- 

^nt^n^mi/. 3-3-K-2-^P^- 

3,3-v7;U^-P-2-^P /<-;U^"4r">, 4-2P P-2- 
^•T— JI/^+'X 4,4-y^PP-3-^f-JI/t+v 

[0054] 

r\ r\ R a fcj:i; R b 0>£gi::fcit-5> c 2 ~c 6 y;u 

-lltt. 2--fU*-)\,tt. \-*f-)\,-2-Ztn< 
-)l>?t, 2-Jy--)l< : ?*. 3-37--}\,ttt$& 
1/ 2-^^;U-2-^'P'<-^ ; f *3?7i<&lf b*V& 0 

[0055] 
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methyl -3- pentenyl , 4- methyl -3- pentenyl , 1- methyl -4- 
pentenyl , 2- methyl -4- pentenyl , 3- methyl -4- pentenyl , 4- 
methyl -4- pentenyl ,1,1,2- trimethyl -2- propenyl and 1 
-ethyl -1- methyl -2- propenyl etc as aikenyl of straight chain 
or branched . 



[0051] 

As C<sub>2</sub>-C<sub>6</sub>haloalkenyl in defining 
R<sup>5</sup>, R<sup>6</sup>, R<sup>14</sup> and 
R<sup>a</sup>, you can list 2-chloro ethenyl , 2- bromo 
ethenyl , 2, 2- dichloro ethenyl , 3- chloro -2- propenyl , 3- 
fluoro -2- propenyl , 3- bromo -2- propenyl , 3- iodo -2- 
propenyl , 3, 3- dichloro -2- propenyl , 3, 3- difluoro -2- 
propenyl , 4- chloro -2- butenyl , 4, 4- dichloro -3- butenyl 
and 4 and 4 -difluoro -3- butenyl etc as haloalkenyl of straight 
chain or branched . 

[0052] 

As C<sub>2</sub>~C<sub>6</sub>alkenyl oxy in defining 
R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> and 
R<sup>b</sup>, you can list 1 -methyl ethenyl oxy , 2- 
propenyl oxy , 1- methyl -2- propenyl oxy , 2- butenyl oxy , 
3- butenyl oxy and 2 -methyl -2- propenyl oxy etc as aikenyl 
oxy of straight chain or branched . 

[0053] 

As C<sub>2</sub>~C<sub>6</sub>haloalkenyIoxy in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup>, 
R<sup>b</sup> and X and, you can list 2-chloro ethenyl 
oxy , 2- bromo ethenyl oxy , 2, 2- dichloro ethenyl oxy , 3- 
chloro -2- propenyl oxy , 3- fluoro -2- propenyl oxy , 3- 
bromo -2- propenyl oxy , 3- iodo -2- propenyl oxy ,3,3- 
dichloro -2- propenyl oxy , 3, 3- difluoro -2- propenyl oxy , 4- 
chloro -2- butenyl oxy , 4, 4- dichloro -3- butenyl oxy and 4 
and 4 -difluoro -3- butenyl oxy etc as haloalkenyloxy of 
straight chain or branched . 

[0054] 

As C<sub>2</sub>~C<sub>6</sub>alkenyl sulfenyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list 1 -methyl ethenyl thio , 2- 
propenyl thio , 1- methyl -2- propenyl thio , 2- butenyl thio , 
3- butenyl thio and 2 -methyl -2- propenyl thio etc as aikenyl 
sulfenyl of straight chain or branched . 

[0055] 
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R\ r\ R a fccfct/R b <DSglCfcNf&C 2 ~C 6 7;U 
[0056] 

R\ R 6 , R a fc£tfR b <DS§lcm&C 2 ~C 6 7n< 

;u-2-^p^-;ux;ut^-;u, 2-:?-r-;u3JU* 

^p/<-;UXJU7fx~;U^*<&lfbtl^)o 
[0057] 

R\ R 6 , R a fc\fctfR b <7)£g[Cfc(t£ C 2 ~C 6 /\P 

y;u^- ;u*;u?x- ju<tLTl*. il«*fci*# 

PPIfZj^t, 2-^P^EXt 1 ^;U5 1 ^-, 2,2- 

?1\ 3-7;ut|-p-2-:7p'<-;u5 l ;*\ 3-^P^E-2-^ 
p/<- )\,=f-* s 3-3-K-2-^P^-;U^^, 3,3- 
V<7PP-2-^P^;U^7h. 3,3-^1^-2-3? 

<7PP-3-^-r~;U^fcJ:i; 4,4-v-7;U^P-3- 
[0058] 

R\ R\ R a *J <fct; R b (DSSlCfclt-S C 2 ~C 6 / \P 

tttt</)/\P7;u<7--;ux;u^>r-;u<tLT 2-^p 

PXf-il/XJl7>f-Jk ^P^xf-Jl/X^ 
7-f=JU % 2,2-v^PPIf-J^i^-ik 3- 

^pp-2-^p^-;ux;u7-r-;u, 3-?;u*p-2- 
^p/<-;ux;u^-f-;u, 3-^p^e-2-^p^-;u 
tju?*<~;u, 3-3— K-2-^n^-;ux;u^- 

;k 3 5 3-i/^PP-2-^P^;i/X;i/7^-JI/, 3,3- 

v^;u^-p-2-^p^-;ux;u7-rx:;u s 4-^PP 

-2-^T--;UX;U^>r->/U. 4,4-y^PP-3^f- 

;u7jU7^;ufc£l/ 4,4-v7;u?|-p-3-^x- 

[0059] 

R\R\R a fc<fctf R b <D£g[::fc(+£ C 2 ~C 6 /\P 
tt#<D/\PT;U^-;U7JU7ft^;U<kLT 2-^P 

pif-iL^x;utwJk 2-^p i ext l ~;ux;U7^ 
p-2-^p^-;ux;ut^-;u. 3-^;u^-p-2-^p 



As C<sub>2</sub>-C<sub>6</sub>aIkenyl sulfinyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list 1 -methyl ethenyl sulfinyl , 
2- propenyl sulfinyl , 1- methyl -2- propenyl sulfinyl , 2- 
butenyl sulfinyl , 3- butenyl sulfinyl and 2 -methyl -2- 
propenyl sulfinyl etc as alkenyl sulfinyl of straight chain or 
branched . 

[0056] 

As C<sub>2</sub>~C<sub>6</sub>aIkenyl sulfonyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list 1 -methyl ethenyl sulfonyl , 

2- propenyl sulfonyl , 1- methyl -2- propenyl sulfonyl , 2- 
butenyl sulfonyl , 3- butenyl sulfonyl and 2 -methyl -2- 
propenyl sulfonyl etc as alkenyl sulfonyl of straight chain or 
branched . 

[0057] 

As C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfenyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list 2-chloro ethenyl thio , 2- 
bromo ethenyl thio , 2, 2- dichloro ethenyl thio , 3- chloro -2- 
propenyl thio , 3- fluoro -2- propenyl thio , 3- bromo -2- 
propenyl thio , 3- iodo -2- propenyl thio , 3, 3- dichloro -2- 
propenyl thio , 3, 3- difluoro -2- propenyl thio , 4- chloro -2- 
butenyl thio , 4, 4- dichloro -3- butenyl thio and 4 and 4 
-difluoro -3- butenyl thio etc as haloalkenyl sulfenyl of 
straight chain or branched . 

[0058] 

As C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfinyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list 2-chloro ethenyl sulfinyl , 2- 
bromo ethenyl sulfinyl , 2, 2- dichloro ethenyl sulfinyl , 3- 
chloro -2- propenyl sulfinyl , 3- fluoro -2- propenyl sulfinyl , 

3- bromo -2- propenyl sulfinyl , 3- iodo -2- propenyl sulfinyl , 
3, 3- dichloro -2- propenyl sulfinyl , 3, 3- difluoro -2- 
propenyl sulfinyl , 4- chloro -2- butenyl sulfinyl , 4, 4- 
dichloro -3- butenyl sulfinyl and 4 and 4 -difluoro -3- butenyl 
sulfinyl etc as haloalkenyl sulfinyl of straight chain or 
branched . 



[0059] 

As C<sub>2</sub>~C<sub>6</sub>haloalkenyl sulfonyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list 2-chloro ethenyl sulfonyl , 

2- bromo ethenyl sulfonyl , 2, 2- dichloro ethenyl sulfonyl , 3- 
chloro -2- propenyl sulfonyl , 3- fluoro -2- propenyl sulfonyl , 

3- bromo -2- propenyl sulfonyl , 3- iodo -2- propenyl 
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*-)i s 3-3-K-2-:?p^-jux;u*x;k 3,3- 
;ufcj:tf 4 s 4-v^;u^-p-3-^ J 7 L -;i/XjU7fx-;u 

[0060] 

R\ R\ R'\ R l4 fccfet/R a CDSaiZfclt^C 2 ~C 6 

*-;utLTx^-;u, i-^pe-;u,2.^Pt° 
i-^;u-2-^Pt°-;u. i,i-v*^u-2-:7 

^;u,2-^-^,3-^~;u, i-y^u-2-:/ 
i->^u-3-:^x;k 2->^;u-3-^^- 

JU % l,l-v>^;U-2-^-;U, l 5 l-y^fJI/.3.? 

^x;k i,2-v>^;u-3-3f^-;u. 2,2-vy^;u 
-3-^-;u. i-x^;u-2-^T-;u, i-x^;u-3- 
:f^x;K2-x^u-3-3^-;k i-^>T-;k 
2-^>^x;u % 3-^>^-;u, 4-^^-;u, i-y 
?^-3-'<>^x;k i->^;u-4-^>^-;u s 2-> 
^;u-3-^>^x;u, 2->^;u^> : ? 1 -;u, 3-> 
^U-4-^^x^ 4->^;U-2-^>^x;ufcj: 

[0061] 

R\ R 6 , R ,4 fc<fcl/R a <D£§lcm&C 2 ~C 6 /\P 

rn^xn^LTii, «f££fci*#ii£#<D/\p 

T;U+x;u<tLT^PPX^-;u % ^P^EX^- 
)\, % 3-Kx^-;u % 3^pp-2.^ne-;k 3-? 
P^-2-^Pt°-;U,3-3-K-2-^Pt°x;u,4.3f 
P^-3-^xjU, 4-3-K-3-^x;ufc < ti; 6-3 

[0062] 

R\ R\ R a fcJ:l/ R b (DSSlCfclt^> C 2 ~C 6 7;U 

;U+x;u^+v<tLrx^~ ;U^v, 2-^Pt° 
XjL,**v, l-^^ 1 ;U-2-^Pt <> x i fU7|-+v. 1,1- 
vy^;U-2-^Ptfx;U7|-^r^. l-^fW-if 
ik2^Pe-Jl/t+v, 2-?T-;U**v, 3-? 

T-;u**v, i-y^-2-:^-;u**v, 1,1- 
v^^;U-2-^x;u^-^v % i-/<>^-;u^+ 
2-^<>^x;u^v % 3-^>^x^u^v, 
4-^>^x;u^vfcJ:t;/N+v- j !U^>^ 

[0063] 

R\ R 6 , R a fcJ:t/ R b <D^g(Cfclf^ C 2 ~C 6 /\P 
0)/\P7;i/^rX^7t-4rv<!:LT<7PPx^-;u 



sulfonyl , 3, 3- dichloro -2- propenyl sulfonyl , 3, 3- difluoro 
-2- propenyl sulfonyl , 4- chloro -2- butenyi sulfonyl , 4, 4- 
dichloro -3- butenyi sulfonyl and 4 and 4 -difluoro -3- butenyi 
sulfonyl etc as haloalkenyl sulfonyl of straight chain or 
branched . 



[0060] 

As C<sub>2</sub>~C<sub>6</sub>alkynyl in defining 
R<sup>5</sup>, R<sup>6</sup>, R<sup>13</sup>, 
R<sup>14</sup> and R<sup>a</sup>, you can list the 
ethinyl , 1- propinyl , 2- propinyl , 1- methyl -2- propinyl , 1, 
1- dimethyl -2- propinyl , 1- methyl -1- ethyl -2- propinyl , 1- 
butinyl , 2- butinyl , 3- butinyl , 1- methyl -2- butinyl , 1- 
methyl -3- butinyl , 2- methyl -3- butinyl ,1,1- dimethyl -2- 
butinyl ,1,1- dimethyl -3- butinyl ,1,2- dimethyl -3- 
butinyl , 2, 2- dimethyl -3- butinyl , 1- ethyl -2- butinyl , 1- 
ethyl -3- butinyl , 2- ethyl -3- butinyl , 1- pentinyl , 2- 
pentinyl , 3- pentinyl , 4- pentinyl , 1- methyl -3- pentinyl , 1- 
methyl -4- pentinyl , 2- methyl -3- pentinyl , 2- methyl -4- 
pentinyl , 3- methyl -4- pentinyl , 4- methyl -2- pentinyl and 
hexinyl etc as alkynyl of straight chain or branched . 



[0061] 

As C<sub>2</sub>~C<sub>6</sub>haloalkinyl in defining 
R<sup>5</sup>, R<sup>6</sup>, R<sup>14</sup> and 
R<sup>a</sup>, you can list the chloro ethinyl , bromo 
ethinyl , iodo ethinyl , 3- chloro -2- propinyl , 3- bromo -2- 
propinyl , 3- iodo -2- propinyl , 4- bromo -3- butinyl , 4- iodo 
-3- butinyl and 6 -iodo -5-hexinyl etc as haloalkinyl of 
straight chain or branched . 

[0062] 

As C<sub>2</sub>~C<sub>6</sub>alkynyl oxy in defining 
R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> and 
R<sup>b</sup>, you can list the ethinyl oxy , 2- propinyl 
oxy , 1- methyl -2- propinyl oxy ,1,1- dimethyl -2- propinyl 
oxy , 1- methyl -1- ethyl -2- propinyl oxy , 2- butinyl oxy , 3- 
butinyl oxy , 1- methyl -2- butinyl oxy ,1,1- dimethyl -2- 
butinyl oxy , 1- pentinyl oxy , 2- pentinyl oxy , 3- pentinyl 
oxy , 4- pentinyl oxy and hexinyl oxy etc as alkynyl oxy of 
straight chain or branched . 



[0063]. 

As C<sub>2</sub>~C<sub>6</sub>haloalkinyloxy in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list the chloro ethinyl oxy , 
bromo ethinyl oxy , iodo ethinyl oxy , 3- chloro -2- propinyl 
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[0064] 

r\ r\ R'fcjctf R h <Dfemzt$\iZ> c 2 ~c 6 7;u 

2-^ , Pt°-;uf 1 ^-. i->^;u-2-^Pt°-;^ 
3j\ i,i-5/**;u-2-?Dbr-;u*3*\ l-^u-i- 
xf;^nt°-^ft, 2-:?*^u**\ 3-? 
T-;^^-, i-y*/b-2-?*-;u*:*\ 1,1-5?* 

[0065] 

R\ R\ R a fccfctf R b (D^gfCfclt^) c 2 ~c 6 7;u 

;u^-;u.2-^pen;ux;u7>r-;u, l-y^u 
-2-^Pt 0 -;ux;u7>r-;u, u-v^u^p 
\£-n,Xi\,74—j\, % l-^U-l-x^u^Pt: 
- JUTJU:^- 2-Z?T-)lX)l7<<-)\,^ 3- 
3f^-;u7,;u^-;u, i->^;u-2-^x;ux;u 

[0066] 

R\ R\ R a *icfctf R b (D^g[zfclti) C 2 ~C 6 7;U 

2-:?Pt 0 -;u7jU7tx- i-*^;u-2-:7p 
t°x;ux;U7fx- ;u % jU-2-^P t°-;ux 

;u,t>x;u % i-^;i/-i-x^;u-2-^pex;ux;u 
*-;u„ 2-^x;ux;U/1^-;i/. 3-^x;ux;u 
7fx-;k \-*T)Is-2-7?-)\,7,)1>t\s-)\, s i,i-v 
y^;u-2-^^-;ux;U/t>~;L/> i-^>^-;ux 
;ut^x;u, 2-^>^-;ux;u^-;u. 3-^>^x 
;UX;U/1vx;u % 4-^>^-;ux;u7t-xx;ufcj:u: 

[0067] 

R\ R\ R 8 fc<fcl/ R b (DSglCfclt^ C 2 ~C 6 /\P 

^tttt(7)/\PT;u+-;ux;u7x-;u<tLT^ 
DDIflJbft, ^p^ex^-^*, 3— K 



oxy , 3- bromo -2- propinyl oxy , 3- iodo -2- propinyl oxy , 4- 
bromo -3- butinyl oxy , 4- iodo -3- butinyl oxy and 6 -iodo 
-5-hexinyl oxy etc as haloalkinyloxy of straight chain or 
branched . 

[0064] 

As C<sub>2</sub>~-C<sub>6</sub>alkynyl sulfenyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list the ethinyl thio , 2- propinyl 
thio , 1- methyl -2- propinyl thio ,1,1- dimethyl -2- propinyl 
thio , 1- methyl -1- ethyl -2- propinyl thio , 2- butinyl thio , 3- 
butinyl thio , 1- methyl -2- butinyl thio ,1,1- dimethyl -2- 
butinyl thio , 1- pentinyl thio , 2- pentinyl thio , 3- pentinyl 
thio , 4- pentinyl thio and hexinyl thio etc as alkynyl sulfenyl 
of straight chain or branched . 

[0065] 

As C<sub>2</sub>~C<sub>6</sub>alkynyl sulfinyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list the ethinyl sulfinyl , 2- 
propinyl sulfinyl , 1- methyl -2- propinyl sulfinyl ,1,1- 
dimethyl -2- propinyl sulfinyl , 1- methyl -1- ethyl -2- 
propinyl sulfinyl , 2- butinyl sulfinyl , 3- butinyl sulfinyl , 1- 
methyl -2- butinyl sulfinyl ,1,1- dimethyl -2- butinyl 
sulfinyl , 1- pentinyl sulfinyl , 2- pentinyl sulfinyl , 3- pentinyl 
sulfinyl , 4- pentinyl sulfinyl and hexinyl sulfinyl etc as 
alkynyl sulfinyl of straight chain or branched . 



[0066] 

As C<sub>2</sub>~C<sub>6</sub>alkynyl sulfonyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list the ethinyl sulfonyl , 2- 
propinyl sulfonyl , 1- methyl -2- propinyl sulfonyl ,1,1- 
dimethyl -2- propinyl sulfonyl , 1- methyl -1- ethyl -2- 
propinyl sulfonyl , 2- butinyl sulfonyl , 3- butinyl sulfonyl , 1- 
methyl -2- butinyl sulfonyl ,1,1- dimethyl -2- butinyl 
sulfonyl , 1- pentinyl sulfonyl , 2- pentinyl sulfonyl , 3- 
pentinyl sulfonyl , 4- pentinyl sulfonyl and hexinyl sulfonyl 
etc as alkynyl sulfonyl of straight chain or branched . 



[0067] 

As C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfenyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list the chloro ethinyl thio , 
bromo ethinyl thio , iodo ethinyl thio , 3- chloro -2- propinyl 
thio , 3- bromo -2- propinyl thio , 3- iodo -2- propinyl thio , 4- 
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tf\ A-Ju^-l-J^-lltt^ 4-3— K-3-^- 
[0068] 

R\ R\ R a fc\fcl/ R b <DSaiCfclt^> C 2 ~C 6 /\n 

T.?-)i,W?4=.)\, > 7a*z.=f--)i,z.)\,74 

7s)\,-?<<-)\,, 3-3— K^-^PfcfxjUTJl/?^- 
4-^0^-3-"^f--;UX;U7^-^ > 4-3— K 

-3-^-;u7.;u-7-r-^fc«fcu: 6-3— 

[0069] 

R\ R\ R a fcefctf R b OSglCfclti) Cr-C 6 /\P 

« # <d / \ □ 7 ju*- ;u;uu ;u <h lt£ □ □ 
3-Kx^-,/ux;U7n-;u, 3-^po-2-^p 
*-)l s 3-3— K-2-^Pt 0 -;u^^7fx-;u, 4-? 

Ot-S-^f-JI/X^^-ik 4-3— K-S-^T- 

6-3— K-5-Mr->-;u7ju 

[0070] 

R5 p 6 O 8 D 14 t> a v 1 Y 3 V 4 TT 1 H 



[0071] 

R\ R 6 % R\ R*\ R\ R\ X\ X\ X\ U 1 fc^tf 



[0072] 



bromo -3- butinyl thio , 4- iodo -3- butinyl thio and 6 -iodo 
-5-hexinyl thio etc as haloalkinyl sulfenyl of straight chain or 
branched . 

[0068] 

As C<sub>2</sub>-C<sub>6</sub>haloalkinyl sulfinyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list the chloro ethinyl sulfinyl , 
bromo ethinyl sulfinyl , iodo ethinyl sulfinyl , 3- chloro -2- 
propinyl sulfinyl , 3- bromo -2- propinyl sulfinyl , 3- iodo -2- 
propinyl sulfinyl , 4- bromo -3- butinyl sulfinyl , 4- iodo -3- 
butinyl sulfinyl and 6 -iodo -5-hexinyl sulfinyl etc as 
haloalkinyl sulfinyl of straight chain or branched . 



[0069] 

As C<sub>2</sub>~C<sub>6</sub>haloalkinyl sulfonyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup> 
and R<sup>b</sup>, you can list the chloro ethinyl sulfonyl , 
bromo ethinyl sulfonyl , iodo ethinyl sulfonyl , 3- chloro -2- 
propinyl sulfonyl , 3- bromo -2- propinyl sulfonyl , 3- iodo -2- 
propinyl sulfonyl , 4- bromo -3- butinyl sulfonyl , 4- iodo -3- 
butinyl sulfonyl and 6 -iodo -5-hexinyl sulfonyl etc as 
haloalkinyl sulfonyl of straight chain or branched . 



[0070] 

As C<sub>l</sub>~C<sub>6</sub>alkoxy carbonyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>8</sup>, 
R<sup>9</sup>, R<sup>14</sup>, R<sup>a</sup>, 
R<sup>b</sup>, X<sup>l</sup>, X<sup>3</sup>, 
X<sup>4</sup>, U<sup>l</sup> and U<sup>2</sup>, you 
can list the methoxy carbonyl , ethoxy carbonyl , n- propoxy 
carbonyl , i- propoxy carbonyl , n- butoxy carbonyl , i- butoxy 
carbonyl , s-butoxy carbonyl , t-butoxycarbonyl , n- pentyloxy 
carbonyl and n- hexyloxy carbonyl etc as alkoxy carbonyl of 
straight chain or branched . 

[0071] 

As C<sub>K/sub>~C<sub>6</sub>aIkyl carbonyl in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>7</sup>, 
R<sup>14</sup>, R<sup>a</sup>, R<sup>b</sup>, 
X<sup>K/sup>, X<sup>3</sup>, X<sup>4</sup>, 
U<sup>l</sup> and U<sup>2</sup>, you can list the acetyl , 
propanoyl , n- propyl carbonyl , i -propyl carbonyl , n- butyl 
carbonyl , i- butyl carbonyl } s-butyl carbonyl , t-butyl 
carbonyl , n- pentyl carbonyl and n- hexyl carbonyl etc as 
alkyl carbonyl of straight chain or branched . 

[0072] 
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n^-n-tLT^pPT-tz^K 7;u#P7-tr^ 
7PP7;u;J-P7-tr? 1 ;u, ^ani>y)ito 
Tttfr* y^DPT-bfik i/7;utf-P7-fe* 
;u, h'J^^PT-tr^^. 3,3,3-MJ7^tf-n7* 
p tt-frte&U^ZDit-n zfa 

[0073] 

R s , R<\ R\ R b . X', X\ x\ U'fcJ:tfU 2 £>£8 

icfcit-s c,~c 6 t^+;u*^^;u^-+->,!:L 

n--fn\£)\,±)iifs- \--}uM)\,f> 
;utK- ii,**ri/. n-^;u*;U/1?-;u^-+v, i- 
7>;u*;u7t<-,/u;f s-^^u*^/!?-^ 

[0074] 

R\ R\ r\ r\ r\ r 6 . R 7 fc«tu:R e a)^gicfc 

R'T'M^$tvTl^TtJ:^'7xii^ C,~C 6 
)\,7)\>*HUhLX'<>*Jfrs 2-7P D^^/k 

s-^a^r/i/ju. 4-?p p^>i?;u, 4-^;i/'< 
>-7;k 4-t-7>;i/'<>£?;i/, z-^i/'Oi?^, 

l-7x=JH^U, l-(3-7P 

□7i-^)ifJk2-7i-^if;k 
-i-7x=.;n^;u, i-(4-^pp"7i-;u)-i->^ 

;H^;U. l-(3-^PP7xz:;u)-i-pi^;n^ 

■7x-;u^Pif;u x i-7x-,/u7>;k 2-7x=ju 
7>Jk 3-7x=ju7>,/k 4-7x=;u7>;k l- 

^u-i-7x-;i<7'Qt?ji/, \-*?)\>-2--?x.-)\, 

^p^/k i-^;u-3-^x=.;i/^Pif;u,2-p<^ 
;k2-7i-;^nif;k 2-(4-^no7i-^>2- 

ttlVju t£)l>* 2-*=f-)\,-2-Q-*=f- )\T?x.-iVp 

ot';k \--p^-)V^>^-)^ 2-7i-;^i/f 
;k 3-7x^^/0^^, 4-7x=.;u^> : ? : -;u, 5- 

l-J»*jU-2-7x— ;U?*;k l-^^JU-3-7x^;U 
7^ ;k l-^U-4-7x^l/7>Jl/, 2->TJU-2- 
7x-;U7"^ i /U,2-(4-7PP7i^;U)-2-^ : ? 1 ^7 

^;u, 2-^u-2-(3->^;u7x- ;u)7"^;u, 1-7 

i-^a+v;!,, 2-7i-J^+vJk 3-7x- 
;i//\4r*>^s 4-7x=JU"\^>/U, 5-7x~;u/s 
**>,/k 6-7i-J^^vJk \-*=?-)\,-l--?2L- 

i->5 1 ;u-2-7x-;u'<>5 1 ;u, 

?JU-3-7x=JU'«>^K l-^;U-4-7x^;UK 

2-j«t;u-2-7i-;U'0^;u, 2-(4-?p 



2003-6-20 

As haloalkyl carbonyl of C<sub> l</sub>~C<sub>6</sub> in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>7</sup>, 
R<sup>a</sup>, R<sup>b</sup>, X<sup> l</sup>, 
X<sup>3</sup>, X<sup>4</sup>, U<sup>l</sup> and 
U<sup>2</sup>, you canlist chloroacetyl , fluoro acetyl , 
chloro fluoro acetyl , chloro di fluoro acetyl , dichloro acetyl , 
difluoro acetyl , trifluoroacetyl , 3, 3, 3- trifluoro propanoyl 
and penta fluoro propanoyl etc as haloalkyl carbonyl of 
straight chain or branched . 

[0073] 

As C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy in 
defining R<sup>5</sup>, R<sup>6</sup>, R<sup>a</sup>, 
R<sup>b</sup>, X<sup>l</sup>, X<sup>3</sup>, 
X<sup>4</sup>, U<sup>K/sup> and U<sup>2</sup>, you 
can list the acetyl oxy , propanoyl oxy , h- propyl carbonyl 
oxy , i-propyl carbonyl oxy , n- butyl carbonyl oxy , i- butyl 
carbonyl oxy , s-butyl carbonyl oxy , t-butyl carbonyl oxy , n- 
pentyl carbonyl oxy and n- hexyl carbonyl oxy etc as alkyl 
carbonyl oxy of straight chain or branched . 

[0074] 

benzyl , 2- chloro benzyl , 3- bromo benzyl s 4- chloro 
benzyl , 4- methylbenzyl , 4- t-butyl benzyl , 2- 
methylbenzyl , 2- methoxy benzyl , 1- phenylethyl , 1- (3 
-chlorophenyl ) ethyl , 2- phenylethyl , 1- methyl -1- 
phenylethyl , 1- (4 -chlorophenyl ) - 1 -methylethyl , 1- (3 
-chlorophenyl ) - 1 -methylethyl , 1- phenyl propyl , 2- phenyl 
propyl , 3- phenyl propyl , 1- phenyl butyl , 2- phenyl butyl , 
3- phenyl butyl , 4- phenyl butyl , 1- methyl -1- phenyl 
propyl , 1- methyl -2- phenyl propyl , 1- methyl -3- phenyl 
propyl , 2- methyl -2- phenyl propyl , 2- (4 -chlorophenyl ) - 2 
-methylpropyl , 2- methyl -2- (3 -methylphenyl ) propyl , 1- 
phenyl pentyl , 2- phenyl pentyl , 3- phenyl pentyl , 4- phenyl 
pentyl , 5-phenyl pentyl , 1- methyl -1- phenyl butyl , 1- 
methyl -2- phenyl butyl , 1- methyl -3- phenyl butyl , 1- 
methyl -4- phenyl butyl , 2- methyl -2- phenyl butyl , 2- (4 
-chlorophenyl ) - 2 -methyl butyl , 2- methyl -2- (3 
-methylphenyl ) butyl , 1- phenyl hexyl , 2- phenyl hexyl , 3- 
phenyl hexyl , 4- phenyl hexyl , 5-phenyl hexyl , 6-phenyl 
hexyl , 1- methyl -1- phenyl pentyl , 1- methyl -2- phenyl 
pentyl , 1- methyl -3- phenyl pentyl , 1- methyl -4- phenyl 
pentyl , 2- methyl -2- phenyl pentyl , 2- (4 -chlorophenyl ) - 2 
-methyl pentyl and 2 -methyl -2- you canlist (3 
-methylphenyl ) pentyl etc as phenyl alkyl of straight chain or 
branched as optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>aIkyl with the 
R<sup>a</sup>, in defining R<sup>l</sup>, 
R<sup>2</sup>, R<sup>3</sup>, R<sup>4</sup>, 
R<sup>5</sup>, R<sup>6</sup>, R<sup>7</sup> and 
R<sup>c</sup>. 
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[0075] 

r\ r\ r\ r\ r\ r 6 , r 7 £t/ r c ozmizte 

^-i-^y^xT^.s^-h'J^^^p^^eu 
v>-2--r;u)^pe;u.4-(tfj5v>-2--r;u)^ 
5-(i,2,4-h , J7V-;u-i--r;u)^>^;u. 
6-(t°p-;u-i--r;u)^^v;u^^ifbti^o 

[0076] 

R\ 
R\ 
R 6 , 
R\ 
R\ 
R\ 
X\ 
X 2 , 

X 3 fccfctf X 4 <D£aiCfclt£ R a T*S&£*lT^ 
Ph. 

2- Cl-Ph, 

3- Cl-Phu 

4- Cl-Ph, 

2- F-Ph, 

3- F-Ph, 

4- F-Ph % 

2- Me-Ph, 

3- Me-Ph, 

4- Me-Ph, 

2- MeOPh, 

3- MeO-Plu 

4- MeO-Plu 
4-Br-Phu 



[0075] 

As optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl with R<sup>a</sup> 
in defining R<sup>l</sup>, R<sup>2</sup>, 
R<sup>3</sup>, R<sup>4</sup>, R<sup>5</sup>, 
R<sup>6</sup>, R<sup>7</sup> and R<sup>c</sup>, 
youcan list pyridine -2- yl methyl , 5-chloro thiophene -2- yl 
methyl s 1- methyl -3- chloro pyrazole -5-yl methyl , 2- (3 
-methyl furan -2- yl ) ethyl , 3- (6 -trifluoromethyl pyridine 
-2- yl ) propyl , 4- (pyrimidine -2- yl ) butyl , 5- (1, 2 and 4 
-triazole -1- yl ) pentyl , 6- (pyrrole -1- yl ) hexyl etc as 
heteroaryl alkyl of straight chain or branched . 

[0076] 

R<sup>3</sup>, 
R<sup>5</sup>, 
R<sup>6</sup>, 
R<sup>7</sup>, 
R<sup>b</sup>, 
R<sup>c</sup>, 
X<sup>l</sup>, 
X<sup>2</sup>, 

With R<sup>a</sup> in defining X<sup>3</sup> and 
X<sup>4</sup> as optionally substitutable phenyl , 

Ph, 

2 -Cl-Ph, 

3 -Cl-Ph, 

4 -Cl-Ph, 

2 -F-Ph, 

3 -F-Ph, 

4 -F-Ph, 

2 -Me-Ph, 

3 -Me-Ph, 

4 -Me-Ph, 

2 -MeO-Ph, 

3 -MeO-Ph, 

4 -MeO-Ph, 
4 -Br-Ph, 
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2,4-Cl 2 -Ph, 


2 and 4 -CKsub>2</sub>-Ph, 


3,4-Cl 2 -Pln 


3 and 4 -CKsub>2</sub>-Ph, 


2,4,6-Cl 3 -Ph. 


2, 4 and 6 -Cl<sub>3</sub>-Ph, 


3,4-(MeO) 2 -Ph v 


3 and 4 - (MeO ) <sub>2</sub>-Ph, 


2-Cl-4-Me-Ptu 


2 -Cl-4- Me-Ph, 


2-MeO-4-Me-Ph, 


2 -MeO-4- Me-Ph, 


2-Ci-4-i-PrO-Ph, 


2 -Cl-4- i- PrO-Ph, 


3-Cl-4-PhCH 2 0-Ph, 


3 -Cl-4- PhCH<sub>2</sub>0-Ph, 


2,4-Me r Ph % 


2 and 4 -Me<sub>2</sub>-Ph, 


2,5-Me 2 -Ph, 


2 and 5 -Me<sub>2</sub>-Ph, 


2,6-F 2 -Pln 


2 and 6 -F<sub>2</sub>-Ph, 


2,3,4,5,6-F 5 -Plu 


2, 3, 4, 5 and 6 -F<sub>5</sub>-Ph, 


4-Et-Ph, 


4 -Et-Ph, 


4-i-Pr-Ptu 


4 -i- Pr-Ph, 


4-n-Bu-Ph. 


4 -n- Bu-Ph, 


4-s-Bu-Ph. 


4 -s-Bu-Ph, 


4-t-Bu-Ph, 


4 -t-Bu-Ph, 


4-(t-BuCH 2 )-Ph, 


4 - (t-BuCH<sub>2</sub> ) -Ph, 


4-Et(Me) 2 -Ph, 


4 -Et (Me ) <sub>2</sub>-Ph, 


4-n-Hex-Ph, 


4 -n- Hex-Ph, 


4-((Me) 2 (CN)C)-Ph, 


4 - (Me ) <sub>2</sub> (CN ) C) -Ph, 


4-(MeCH=CH)-Ph, 


4 - (MeCH=CH ) -Ph, 


4-(MeC = C)-Ph. 


4 - (MeC*C ) -Ph, 


4-CF 3 -Ph, 


4 -CF<sub>3</sub>-Ph, 


4-CF 3 CH 2 -Ptn 


4-CF<sub>3</sub>CH<sub>2</sub>-Ph, 


4-(CI 2 C=CHCH 2 )-Ph, 


4 - (CKsub>2</sub>C=CHCH<sub>2</sub> ) -Ph, 


4-(BrC = C)-Ph, 


4 - (BrC*C ) -Ph, 


4-(2,2-F 2 -c-BuCH 2 )-Ph > 


4 - (2 and 2 -F<sub>2</sub>-c-BuCH<sub>2</sub> ) -Ph, 


4-(l-Me-c-Pr)-Pru 


4-(l -Me-c-Pr ) -Ph, 


4-i-PrO-Ph, 


4 -i- PrO-Ph, 


4-t-BuO-Ph. 


4 -t-BuO-Ph, 


4-n-HexO-Ph, 


4 -n- HexO-Ph, 


4-MeCC(0)Pru 


4 -MeCC (O ) Ph, 


4-(CH 2 =CHCH 2 0)-Ph. 


4 - (CH<sub>2</sub>=CHCH<sub>2</sub>0 ) -Ph, 


4-CHF 2 0-Ph. 


4 -CHF <sub>2</sub>0-Ph, 
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4-CBrF 2 0-Pln 
4-CF 3 0-Ph. 
4-CF 3 CH 2 0-Ph, 
4-(CF 2 =CHCH 2 CH 2 0)-Ph, 

4-CCl 3 CCH 2 0-Ph, 

4-MeS-Ph, 

4-s-BuS-Pfu 

4-EtSO-Ph, 

4-MeS0 2 -Ph, 

4-EtS0 2 -Ph, 

4-i-PrS0 2 -Ph, 

4-t-BuS0 2 -Ph. 

4-(MeCH=CHCH 2 S)-Ph. 

4-(CH 2 =CHCH 2 SO)-Ph, 

4-(ClCH=CHCH 2 S0 2 )-Ph. 

4-(HC = CCH 2 S)-Ptu 

4-(HC = CCH 2 SO-Ph), 

4-(HC=CCH 2 S0 2 )-Ph, 

4-CHF 2 S-Ph, 

4-CBrF 2 S-Ph, 

4-CF 3 S-Ph, 

4-CF 3 CH 2 S-Ph, 

4-CHF 2 CF 2 S-Ph, 

4-CHF 2 SO-Ph, 

4-CBrF 2 SO-Ph, 

4-CF 3 SO-Ph, 

4-CF 3 CH 2 S0 2 -Ph, 

4-CHF 2 CF 2 S0 2 -Phu 

4-CHF 2 S0 2 -Ph s 

4-CBrF 2 S0 2 -Ph. 

4-CF 3 S0 2 -Ph, 

4-(CI 2 C=CHCH 2 S)-Ph, 

4-(Cl 2 C-CHCH 2 SO)-Ph. 

4-(Cl 2 C=CHCH 2 S0 2 )-Ph. 



4 -CBrF<sub>2</sub>0-Ph, 
4 -CF<sub>3</sub>0-Ph, 
4-CF<sub>3</sub>CH<sub>2</sub>0-Ph, 
4- 

(CF<sub>2</sub>=CHCH<sub>2</sub>CH<sub>2</sub>0) 
-Ph s 

4-CCKsub>3</sub>CCH<sub>2</sub>0-Ph, 
4 -MeS-Ph, 
4 -s-BuS-Ph, 
4 -EtSO-Ph, 

4 -MeSO<sub>2</sub>-Ph, 

4 -EtSO<sub>2</sub>-Ph, 

4 -i- PrSO<sub>2</sub>-Ph, 

4 -t-BuSO<sub>2</sub>-Ph, 

4 - (MeCH=CHCH<sub>2</sub>S ) -Ph, 

4 - (CH<sub>2</sub>=CHCH<sub>2</sub>SO ) -Ph, 

4 - (ClCH=CHCH<sub>2</sub>SO<sub>2</sub> ) -Ph, 

4 - (HC *CCH<sub>2</sub>S ) -Ph, 

4 - (HC *CCH<sub>2</sub>SO-Ph ) 

4 - (HC *CCH<sub>2</sub>SO<sub>2</sub> ) -Ph, 

4 -CHF <sub>2</sub>S-Ph, 

4 -CBrF<sub>2</sub>S-Ph, 

4 -CF<sub>3</sub>S-Ph, 

4-CF<sub>3</sub>CH<sub>2</sub>S-Ph, 

4 -CHF <sub>2<sub>CF<sub>2</sub>S-Ph, 

4 -CHF <sub>2</sub>SO-Ph, 

4 -CBrF<sub>2</sub>SO-Ph, 

4 -CF<sub>3</sub>SO-Ph, 

4-CF<sub>3</sub>CH<sub>2</sub>SO<sub>2</sub>-Ph, 

4 -CHF <sub>2</sub>CF<sub>2</sub>SO<sub>2</sub>-Ph, 

4 -CHF <sub>2<ysub>SO<sub>2</sub>-Ph, 

4 -CBrF<sub>2</sub>SO<sub>2</sub>-Ph, 

4-CF<sub>3</sub>SO<sub>2</sub>-Ph, 

4 - (CKsub>2</sub>C=CHCH<sub>2</sub>S ) -Ph, 

4 - (CKsub>2</sub>C=CHCH<sub>2</sub>SO ) -Ph, 

4- 
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4-(BrC=CCH 2 S)-Plu 
4-(BrC = CCH 2 SO)-Pru 
4-(BrC = CCH 2 S0 2 )-Pru 
4-CHO-Ph, 
4-NOrPh, 

3- CN-Ph, 

4- CN-Ph, 
4-(Me) 2 N-Ph, 
4-Me(MeC(0))N-Ph, 
4-PhN(Me)-Pln 
4-PhCH 2 (MeC(0))N-Ph, 
4-MeC(0)-Ph, 
4-EtC(0)-Ph, 
4-n-PrC(0)-Ph, 
4-i-PrC(0)-Pru 
4-i-BuC(0)-Ptn 
4-t-BuC(0)-Ph s 
4-i-BuCH 2 C(0)-Ph, 
4-Et(Me) 2 C(0)-Ph, 
4-n-HexC(0)-Pru 
4-MeOCH 2 -Ph, 
4-EtOCH 2 -Ph, 
4-i-PrOCH r Ph. 
4-MeSCH 2 -Ph, 
4-EtSCH 2 -Ph x 
4-i-PrSCH 2 -Ph, 
4-CF 3 C(0)-Prn 
4-CF 3 CF 2 C(0)-Ph, 
4-MeC(0)0-Ph, 
4-EtC(0)0-Ph, 
4-n-PrC(0)0-Pru 
4-i-PrC(0)0-Ph % 
4-i-BuC(0)0-Ph. 



(CKsub>2</sub>C=CHCH<sub>2<ysub>SO<sub>2</sub> ) 
-Ph, 

4 - (BrC*CCH<sub>2</sub>S ) -Ph, 

4 - (BrC*CCH<sub>2</sub>SO ) -Ph, 

4 - (BrC*CCH<sub>2</sub>SO<sub>2</sub> ) -Ph, 

4 -CHO-Ph, 

4 -NO<sub>2</sub>-Ph, 

3 -CN-Ph, 

4 -CN-Ph, 

4 - (Me ) <sub>2</sub>N- Ph, 
MeC (O)N- Ph,4-Me 
4 -PhN (Me ) -Ph, 

MeC (O ) N- Ph, 4 -PhCH<sub>2</sub> 

4 -MeC (O ) -Ph, 

4 -EtC (O ) -Ph, 

4 -n- PrC (O ) -Ph, 

4 -i- PrC (O ) -Ph, 

4 -i- BuC (O ) -Ph, 

4 -t-BuC (O ) -Ph, 

4 -i- BuCH<sub>2</sub>C (O ) -Ph, 

4 -Et (Me ) <sub>2</sub>C (O ) -Ph, 

4 -n- HexC (O ) -Ph, 

4 -MeOCH<sub>2</sub>-Ph, 

4 -EtOCH<sub>2</sub>-Ph, 

4 -i- PrOCH<sub>2</sub>-Ph, 

4 -MeSCH<sub>2</sub>-Ph, 

4 -EtSCH<sub>2</sub>-Ph, 

4 -i- PrSCH<sub>2</sub>-Ph, 

4 -CF<sub>3</sub>C (O ) -Ph, 

4 -CF<sub>3</sub>CF<sub>2</sub>C (O ) -Ph, 

4 -MeC (O ) O-Ph, 

4 -EtC (O ) O-Ph, 

4 -n- PrC (O ) O-Ph, 

4 -i- PrC (O ) O-Ph, 

4 -i- BuC (O ) O-Ph, 
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4-t-BuC(0)0-Ph, 


4 -t-BuC (0 ) O-Ph, 


4-i-BuCH 2 C(0)0-Ph v 


4 -i- BuCH<sut»2</sut»C (0 ) O-Ph, 


4-Et(Me) 2 C(0)0-Ph. 


4 -Et (Me ) <sub>2</sub>C (0 ) O-Ph, 


4-n-HexC(0)0-Ph. 


4 -n- HexC (0 ) O-Ph, 


4-CF 3 C(0)0-Ph, 


4 -CF<sub>3</sub>C (0 ) O-Ph, 


4-CF 3 CF 2 C(0)0-Pln 


4 -CF<sub>3</sub>CF<sub>2</sub>C (0 ) O-Ph, 


3,5-Cl 2 -Pln 


3 and 5 -Cl<sub>2</sub>-Ph, 


2,6-Cl r Ph, 


2 and 6 -Cl<sub>2</sub>-Ph, 


2,5-C! 2 -Ph, 


2 and 5 -Cl<sub>2</sub>-Ph, 


2,3-Cl 2 -Ph, 


2 and 3 -Cl<sub>2</sub>-Ph, 


2,3-F 2 -Ph, 


2 and 3 -F<sub>2</sub>-Ph, 


2,5-F 2 -Ph, 


2 and 5 -F<sub>2<7sub>-Ph, 


3,4-F 2 -Pln 


3 and 4 -F<sub>2</sub>-Ph, 


3,5-F 2 -Ph, 


3 and 5 -F<sub>2</sub>-Ph, 


2,4-F 2 -Ph, 


2 and 4 -F<sub>2</sub>-Ph, 


2-CF 3 -Ph, 


2 -CF<sub>3</sub>-Ph, 


3-(3-Cl-Ph, CH 2 0)-Ph, 


3 - (3 -Cl-Ph, CH<sub>2</sub>0 ) -Ph, 


2-F-6-CF 3 -Ph, 


2 -F-6-CF<sub>3</sub>-Ph, 


2-F-6-Cl-Ph, 


2 -F-6-Cl-Ph, 


2-F-6-Me-Ph> 


2 -F-6-Me-Ph, 


2-F-6-MeO-Ph, 


2 -F-6-MeO-Ph, 


2-F-6-OH-Ph, 


2 -F-6-OH-Ph, 


2-F-6-MeS-Ph, 


2 -F-6-MeS-Ph, 


2-F-5-Cl-Ph v 


2 -F-5-Cl-Ph, 


2-F-5-CF 3 -Ph, 


2 -F-5-CF<sub>3</sub>-Ph, 


2-F-5-Me-Ph, 


2 -F-5-Me-Ph, 


2-F-5-MeO-Ph. 


2 -F-5-MeO-Ph, 


2-F-5-OH-Pfn 


2 -F-5-OH-Ph, 


2-F-5-MeS-Pln 


2 -F-5-MeS-Ph, 


2-F-4-Cl-Ph, 


2 -F-4- Cl-Ph, 


2-F-4-CF 3 -Pln 


2 -F-4- CF<sub>3</sub>-Ph, 


2-F-4-Me-Ptu 


2 -F-4- Me-Ph, 


2-F-4-MeO-Ph > 


2 -F-4- MeO-Ph, 


2-F-3-Cl-Ph. 


2 -F-3- Cl-Ph, 


2-F-3-Me-Ph, 


2 -F-3- Me-Ph, 
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2-F-3-MeO-Ph > 


2 -F-3- MeO-Ph, 


3-F-2-Cl-Ph, 


3 -F-2- Cl-Ph, 


3-F-2-Me-Ph, 


3 -F-2- Me-Ph, 


3-F-2-MeO-Ph, 


3 -F-2- MeO-Ph, 


3-F-4-Cl-Ph x 


3 -F-4- Cl-Ph, 


3-F-4-Me-Ph, 


3 -F-4- Me-Ph, 


3-F-4-MeO-Ph, 


3 -F-4- MeO-Ph, 


3-F-5-Cl-Ph, 


3 -F-5-Cl-Ph, 


3-F-5-Me-Ph. 


3 -F-5-Me-Ph, 


3-F-5-MeO-Ph, 


3 -F-5-MeO-Ph, 


3-F-6-Cl-Ph, 


3 -F-6-CI-Ph, 


3-F-6-Me-Ph x 


3 -F-6-Me-Ph, 


3-F-6-MeO-Ph. 


3 -F-6-MeO-Ph, 


4-F-2-Cl-Ph. 


4 -F-2- Cl-Ph, 


4-F-2-Me-Ph, 


4 -F-2- Me-Ph, 


4-F-2-MeO-Ph, 


4 -F-2- MeO-Ph, 


4-F-3-Cl-Ph. 


4 -F-3- Cl-Ph, 


4-F-3-Me-Ph, 


4 -F-3- Me-Ph, 


4-F-3-MeO-Ph, 


4 -F-3- MeO-Ph, 


2,4,6-F 3 -Ph, 


2, 4 and 6 -F<sub>3</sub>-Ph, 


2-OH-Ph, 


2 -OH-Ph, 


4-I-Ph, 


4 -I-Ph, 


4-MeOC(0)-Pln 


4 -MeOC (0 ) -Ph, 


4-MeNHC(0)-Pln 


4 -MeNHC (0 ) -Ph, 


2,6-Me 2 -Ph, 


2 and 6 -Me<sub>2</sub>-Ph, 


3-CF 3 -Ph, 


3 -CF<sub>3</sub>-Ph, 


2-Br-Pru 


2 -Br-Ph, 


3-Br-Pru 


3 -Br-Ph, 


2-MeC(0)-Ph, 


2 -MeC (0 ) -Ph, 


2-I-Ph, 


2 -I-Ph, 


3-I-Ph, 


3 -I-Ph, 


4-c-Pr-Ph, 


4 -c-Pr-Ph, 


4-(2-Cl-c-Pr)-Phu 


4 -(2 -Cl-c-Pr)-Ph, 


4-(2,2-Cl 2 -c-Pr)-Pru 


4 - (2 and 2 -CKsub>2</sub>-c-Pr ) -Ph, 


4-(Ph-CH=CH)-Ph, 


4 - (Ph-CH=CH ) -Ph, 
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4-(Ph-C = C)-Pru 


4 - (Ph-C*C ) -Ph, 


4-PhS-Ph, 


4 -PhS-Ph, 


4-HO-Ph, 


4 -HO-Ph, 


4-EtO-Ph, 


4 -EtO-Ph, 


4-PenO-Ph, 


4 -PenO-Ph, 


2-F-3-CF 3 -Ph, 


2 -F-3- CF<sub>3</sub>-Ph, 


2,3-MerPh, 


2 and 3 -Me<sub>2</sub>-Ph, 


3,4-Me2-Ph, 


3 and 4 -Me<sub>2</sub>-Ph, 


3 5 5-Me2-Ph, 


3 and 5 -Me<sub>2</sub>-Ph, " 


2,3-(MeO) 2 -Ph, 


2 and 3 - (MeO ) <sub>2</sub>-Ph, 


2,4-(MeO) 2 -Ph, 


2 and 4 - (MeO ) <sub>2</sub>-Ph, 


2,5-(MeO) 2 -Ph, 


2 and 5 - (MeO ) <sub>2</sub>-Ph, 


3,5-(MeO) 2 -Ph, 


3 and 5 - (MeO ) <sub>2</sub>-Ph, 


2-F-3-I-Ph, 


2 -F-3- I-Ph, 


2-F-4-I-Ph, 


2 -F-4- I-Ph, 


2-F-5-I-Ph* 


2 -F-5-I-Ph, 


2-F-6-I-Ph, 


2 -F-6-I-Ph, 


2-F-4-EtO-Ph. 


2 -F-4- EtO-Ph, 


2-F-4-PrO-Ph > 


2 -F-4- PrO-Ph, 


2-F-4-i-PrO-Pru 


2 -F-4- i- PrO-Ph, 


2-F-4-BuO-Ph, 


2 -F-4- BuO-Ph, 


2-F-4-s-BuO-Ph, 


2 -F-4- s-BuO-Ph, 


2-F-4-i-BuO-Ph > 


2 -F-4- i- BuO-Ph, 


2-F-4-t-BuO-Ph, 


2 -F-4- t-BuO-Ph, 


2-F-4-PenO-Ph. 


2 -F-4- PenO-Ph, 


2-F-4-(2-Me-BuO)-Ph. 


2 -F-4- (2 -Me-BuO ) -Ph, 


2-F-4-(2,2-Me 2 -PrO)-Pru 


2 -F-4- (2 and 2 -Me<sub>2</sub>-PrO ) -Ph, 


2-F-4-HexO-Ph, 


2 -F-4- HexO-Ph, 


2-F-4-(2-Et-Hex)0-Ph, 


2 -F-4- (2 -Et-Hex ) O-Ph, 


2-F-4-Et-Ph, 


2 -F-4- Et-Ph, 


2-F-4-Pr-Ph, 


2 -F-4- Pr-Ph, 


2-F-4-i-Pr-Pru 


2 -F-4- i- Pr-Ph, 


2-F-4-Bu-Pru 


2 -F-4- Bu-Ph, 


2-F-4-s-Bu-Pln 


2 -F-4- s-Bu-Ph, 


2-F-4-i-Bu-Ph, 


2 -F-4- i- Bu-Ph, 
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2-F-4-t-Bu-Ph, 


2 -F-4- t-Bu-Ph, 


2-F-4-Pen-Pru 


2 -F-4- Pen-Ph, 


2-F-4-(2-Me-Bu)-Ph. 


2 -F-4- (2 -Me-Bu ) -Ph, 


2-F-4-(2,2-Me 2 -Pr)-Pru 


2 -F-4- (2 and 2 -Me<sub>2</sub>-Pr ) -Ph, 


2-F-4-Hex-Pru 


2 -F-4- Hex-Ph, 


2-F-4-(2-Et-Hex)-Ph % 


2 -F-4- (2 -Et-Hex ) -Ph, 


2-F-6-PhS-Pru 


2 -F-6-PhS-Ph, 


2-F-6-Me 2 N-Phu 


2 -F-6-Me<sub>2</sub>N- Ph, 


2-F-6-MeNH-Ph. 


2 -F-6-MeNH-Ph, 


2-F-6-Ph-Phu 


2 -F-6-Ph-Ph, 


3 ,4-methy lenedioxy-Ph ^ 


3 and 4 -methylenedioxy-Ph, 


3,4-ethylenedioxy-Ph* 


3 and 4 -ethylenedioxy-Ph, 


2-F-3-Br-Pru 


2-F-3-Br-Ph, 


2-F-4-Br-Pru 


2 -F-4- Br-Ph, 


2-F-5-Br-Pru 


2 -F-5-Br-Ph, 


2-F-6-Br-Pru 


2 -F-6-Br-Ph, 


3-F-2-Br-Phu 


3 -F-2- Br-Ph, 


3-F-4-Br-Pru 


3 -F-4- Br-Ph, 


3-F-5-Br-Ph. 


3 -F-5-Br-Ph, 


3-F-6-Br-Pru 


3 -F-6-Br-Ph, 


4-F-2-Br-Ph, 


4 -F-2- Br-Ph, 


4-F-3-Br-Pru 


4 -F-3- Br-Ph, 


2-Cl-3-Me-Ph, 


2 -Cl-3- Me-Ph, 


2-Cl-4-Me-Ph. 


2 -Cl-4- Me-Ph, 


2-Cl-5-Me-Ph, 


2 -CI-5-Me-Ph, 


2-Cl-6-Me-Ph, 


2 -Cl-6-Me-Ph, 


3-Cl-2-Me-Phu 


3 -Cl-2- Me-Ph, 


3-CI-4-Me-PFu 


3 -Cl-4- Me-Ph, 


3-Cl-5-Me-Ph N 


3 -Cl-5-Me-Ph, 


3-Cl-6-Me-Pru 


3 -Cl-6-Me-Ph, 


4-Cl-2-Me-Ph. 


4 -Cl-2- Me-Ph, 


4-CI-3-Me-Ph, 


4 -Cl-3- Me-Ph, 


2,3-F 2 -4-Me-Ph. 


2 and 3 -F<sub>2</sub>-4- Me-Ph, 


2,3-F 2 -5-Me-Pru 


2 and 3 -F<sub>2</sub>-5 -Me-Ph, 


2,3-F 2 -6-Me-Pru 


2 and 3 -F<sub>2</sub>-6-Me-Ph, 
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2,4-F 2 -3-Me-Plu 
2,4-F 2 -5-Me-Ph > 

2.4- F 2 -6-Me-Ph. 

2.5- F 2 -3-Me-Plu 
2,5-F 2 -4-Me-Ph, 

2.5- F 2 -6-Me-Ph, 

2.6- F 2 -3 -Me-Ph. 
2,6-F 2 -4-Me-Pln 
2,3-F 2 -4-Cl-Ph, . 
2,3-F r 5-Cl-Ph, 

2.3- F r 6-Cl-Ph, 

2.4- F 2 -3-CI-Ph, 
2,4-F 2 -5-C1-P1k 

2.4- F 2 -6-C1-P1k 

2.5- F 2 -3 -Cl-Ph, 
2,5-F 2 -4-Cl-Plu 

2.5- F 2 -6-Cl-Plu 

2.6- F 2 -3-Cl-Ph, 
2,6-F 2 -4-Cl-Ph, 
2,3-F 2 -4-MeO-Ph. 
2,3-F 2 -5-MeO-Pln 

2.3- F 2 -6-MeO-Ph, 

2.4- F 2 -3-MeO-Pln 
2,4-F 2 -5-MeO-Pln 

2.4- F r 6-MeO-Ph, 

2.5- F r 3-MeO-Ph, 
2,5-F r 4-MeO-Ph, 

2.5- F 2 -6-MeO-Pln 

2.6- F 2 -3-MeO-Ph. 
2,6-F 2 -4-MeO-Ph. 
2,3-F 2 -4-EtO-Ph, 
2,3-F 2 -5-EtO-Ph, 

2.3- F 2 -6-EtO-Ph s 

2.4- F 2 -3-EtO-Ph, 
2,4-F 2 -5-EtO-Ph, 



2 and 4 -F<sub>2</sub>-3- Me-Ph, 
2 and 4 -F<sub>2</sub>-5 -Me-Ph, 
2 and 4 -F<sub>2</sub>-6 -Me-Ph, 
2 and 5 -F<sub>2</sub>-3- Me-Ph, 
2 and 5 -F<sub>2</sub>-4- Me-Ph, 
2 and 5 -F<sub>2</sub>-6 -Me-Ph, 
2 and 6 -F<sub>2</sub>-3- Me-Ph, 
2 and 6 -F<sub>2</sub>-4- Me-Ph, 
2 and 3 -F<sub>2</sub>-4- Cl-Ph, 
2 and 3 -F<sub>2</sub>-5 -Cl-Ph, 
2 and 3 -F<sub>2</sub>-6-Cl-Ph, 
2 and 4 -F<sub>2</sub>-3- Cl-Ph, 
2 and 4 -F<sub>2</sub>-5 -Cl-Ph, 
2 and 4 -F<sub>2</sub>-6-CI-Ph, 
2 and 5 -F<sub>2</sub>-3- Cl-Ph, 
2 and 5 -F<sub>2</sub>-4- Cl-Ph, 
2 and 5 -F<sub>2</sub>-6-Cl-Ph, 
2 and 6 -F<sub>2</sub>-3- Cl-Ph, 
2 and 6 -F<sub>2</sub>-4- Cl-Ph, 
2 and 3 -F<sub>2</sub>-4- MeO-Ph, 
2 and 3 -F<sub>2</sub>-5-MeO-Ph, 
2 and 3 -F<sub>2</sub>-6-MeO-Ph, 
2 and 4 -F<sub>2</sub>-3- MeO-Ph, 
2 and 4 -F<sub>2</sub>-5-MeO-Ph, 
2 and 4 -F<sub>2</sub>-6-MeO-Ph, 
2 and 5 -F<sub>2</sub>-3- MeO-Ph, 
2 and 5 -F<sub>2</sub>-4- MeO-Ph, 
2 and 5 -F<sub>2</sub>-6-MeO-Ph, 
2 and 6 -F<sub>2</sub>-3- MeO-Ph, 
2 and 6 -F<sub>2</sub>-4- MeO-Ph, 
2 and 3 -F<sub>2</sub>-4- EtO-Ph, 
2 and 3 -F<sub>2</sub>-5-EtO-Ph, 
2 and 3 -F<sub>2</sub>-6-EtO-Ph, 
2 and 4 -F<sub>2</sub>-3- EtO-Ph, 
2 and 4 -F<sub>2</sub>-5-EtO-Ph, 
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2,4-F 2 -6-EtO-Pru 




2 and 4 -F<sub>2</sub>-6-EtO-Ph, 


2,5-F 2 -3-EtO-Ph, 




2 and 5 -F<sub>2</sub>-3- EtO-Ph, 


2,5-F 2 -4-EtO-Ph. 




2 and 5 -F<sub>2</sub>-4- EtO-Ph, 


2,5-F 2 -6-EtO-Pln 




2 and 5 -F<sub>2</sub>-6-EtO-Ph, 


2,6-F 2 -3-EtO-Ph, 




2 and 6 -F<sub>2</sub>-3- EtO-Ph, 


2,6-F 2 -4-EtO-Pru 




2 and 6 -F<sub>2</sub>-4- EtO-Ph, 


2,3-F 2 -4-Et-Ph > 




2 and 3 -F<sub>2</sub>-4- Et-Ph, 


2,3-F 2 -5-Et-Ph. 




2 and 3 -F<sub>2</sub>-5 -Et-Ph, 


2,3-F 2 -6-Et-Ph. 




2 and 3 -F<sub>2</sub>-6-Et-Ph, 


2,4-F 2 -3-Et-Ph, 




2 and 4 -F<sub>2</sub>-3- Et-Ph, 


2,4-F 2 -5-Et-Pln 




2 and 4 -F<sub>2</sub>-5 -Et-Ph, 


2,4-F 2 -6-Et-Ph, 




2 and 4 -F<sub>2</sub>-6-Et-Ph, 


2,5-F 2 -3-Et-Ph, 




2 and 5 -F<sub>2</sub>-3- Et-Ph, 


2,5-F 2 -4-Et-Ph, 




2 and 5 -F<sub>2</sub>-4- Et-Ph, 


2,5-F 2 -6-Et-Ph. 




2 and 5 -F<sub>2</sub>-6-Et-Ph, 


2,6-F 2 -3-Et-Ph, 




2 and 6 -F<sub>2</sub>-3- Et-Ph, 


2,6-F 2 -4-Et-Ph. 




2 and 6 -F<sub>2</sub>-4- Et-Ph, 


2,3-F 2 -4-Br-Pru 




2 and 3 -F<sub>2</sub>-4- Br-Ph, 


2,3-F r 5-Br-Ph, 




2 and 3 -F<sub>2</sub>-5 -Br-Ph, 


2,3-F 2 -6-Br-Pln 




2 and 3 -F<sub>2</sub>-6-Br-Ph, 


2,4-F 2 -3 -Br-Ph, 




2 and 4 -F<sub>2</sub>-3- Br-Ph, 


2,4-F 2 -5-Br-Ph v 




2 and 4 -F<sub>2</sub>-5 -Br-Ph, 


2,4-F 2 -6-Br-Pru 




2 and 4 -F<sub>2</sub>-6-Br-Ph, 


2,5-F 2 -3-Br-Pru 




2 and 5 -F<sub>2</sub>-3- Br-Ph, 


2,5-F 2 -4-Br-Ph, 




2 and 5 -F<sub>2</sub>-4- Br-Ph, 


2,5-F 2 -6-Br-Pru 




2 and 5 -F<sub>2</sub>-6-Br-Ph, 


2,6-F 2 -3-Br-PFn 




2 and 6 -F<sub>2</sub>-3- Br-Ph, 


2,6-F 2 -4-Br-Pru 




2 and 6 -F<sub>2</sub>-4- Br-Ph, 


2,6-F 2 -4-Pr-Ph > 




2 and 6 -F<sub>2</sub>-4- Pr-Ph, 


2,6-F 2 -4-i-Pr-Prw 




2 and 6 -F<sub>2</sub>-4- i- Pr-Ph, 


2,6-F 2 -4-c-Pr-Pru 




2 and 6 -F<sub>2</sub>-4- c-Pr-Ph, 


2,6-F 2 -4-Bu-Ph. 




2 and 6 -F<sub>2</sub>-4- Bu-Ph, 


2,6-F 2 -4-i-Bu-Ph. 




2 and 6 -F<sub>2</sub>-4- i- Bu-Ph, 


2,6-F 2 -4-s-Bu-Ph. 




2 and 6 -F<sub>2</sub>-4- s-Bu-Ph, 


2,6-F 2 -4-t-Bu-Ph 
2,6-F 2 -4-Hex-Ph 


2,6-F 2 -4-Pen-Ph 
2,6-F 2 -4-Ph-Ph 


2 and 6 -F<sub>2</sub>-4- t-Bu-Ph, 2, 6-F<sub>2</sub>-4- 
Pen-Ph, 2, 6-F<sub>2</sub>-4- Hex-Ph, 2, 
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2,6-F 2 -4-PhCH 2 -Ph 
2,6-F 2 -4-i-PrO-Ph 
2,6-F 2 -4-BuO-Ph , 
2,6-F 2 -4-s-BuO-Ph 
2,6-F 2 -4-PenO-Ph 
2,6-F 2 -4-PhO-Ph , 
2-F-6-Cl-3-MeO-Ph 
2-F-6-Cl-5-MeO-Ph 
2-F-6-Cl-4-Me-Ph 
2-F-6-MeO-3-Cl-Ph 
2-F-6-MeO-5-Cl-Ph 
2-F-6-MeO-4-Me-Ph 
2,4,6-Me 3 -Ph 
2-Cl-4-MeO-Ph 

2- Cl-6-MeO-Ph 

3- Cl-4-MeO-Ph 

3- Cl-6-MeO-Ph 

4- Cl-3-MeO-Ph 
2-Me-4-MeO-Ph 

2- Me-6-MeO-Ph 

3- Me-4-MeO-Ph 
3-Me-6-MeO-Ph 



2,6-F 2 -4-PrO-Ph 
2,6-F 2 -4-c-PrO-Ph 
2,6-F 2 -4-i-BuO-Ph 
2,6-F 2 -4-t-BuO-Ph 
2,6-F 2 -4-HexO-Ph 
2,6-F 2 -4-PhCH 2 0-Ph 
2-F-6-Cl-4-MeO-Ph 
2-F-6-Cl-3-Me-Ph 
2-F-6-Cl-5-Me-Ph 
2-F-6-MeO-4-Cl-Ph 
2-F-6-MeO-3-Me-Ph 
2-F-6-MeO-5-Me-Ph 
2-CI-3-MeO-Ph 

2- Cl-5-MeO-Ph 

3- Cl-2-MeO-Ph 

3- Cl-5-MeO-Ph 

4- Cl-2-MeO-Ph 
2-Me-3-MeO-Ph 

2- Me-5-MeO-Ph 

3- Me-2-MeO-Ph 
3-Me-5-MeO-Ph 

4-Me-3-MeO-Ph <£ 



2,6-(MeO) 2 -Ph * b*l*o 
[0077] 

R\ R\ R\ R b fccfctf R c (Cfclf R a T*S&£ 

3>S?/^;U75>-2--f;U % 3-5/7/tfP— 
-4--OU, 3-WU-f V*7!/— ^-5--f;U„ 3-7x 

-f ;k 2-^;i/x;u^-;u-i,3,4-^-y-i/7y- 

;U-5-f;U,2-^P : E-l,3,4-^7v7l/-;U-2-f 

1,2,4-^+^^77— ;u-3--f 1,2,4-^7 

v7l/-;U-5-*OU. l,2,4-b'J7*/— A-l-'OU. 
1,2,3-^7^7*/— jU-S--Ok l,2,3-h«J7V-;U 
-1 — T^U^ 1,2,3,4-T-h^*-/— 6-?x/4 
vt°«Jv>-2--r;u. 6->MrVtf' J5i?>-2--f ;k 
t°^V>-2--r;U, tf'J^>-3-*OU, 1,3,5-MJ7 
i?>-2--fJUfcJ:tf l,2,4-hU7v>-6--OU^;b< 

[0078] 

R\ R\ R\ R\ R\ X\ X 3 fc<fctf X 4 Kfclf * % 



6-F<sub>2</sub>-4- Ph-Ph, 2, 6-F<sub>2</sub>-4- 
PhCH<sub>2</sub>-Ph, 2, 6-F<sub>2</sub>-4- PrO-Ph, 2, 
6-F<sub>2</sub>-4- i- PrO-Ph, 2, 6-F<sub>2</sub>-4- 
c-PrO-Ph, 2, 6-F<sub>2</sub>-4- BuO-Ph, 2, 
6-F<sub>2</sub>-4- i- BuO-Ph, 2, 6-F<sub>2</sub>-4- 
s-BuO-Ph, 2, 6-F<sub>2</sub>-4- t-BuO-Ph, 2, 
6-F<sub>2</sub>-4- PenO-Ph, 2, 6-F<sub>2</sub>-4- 
HexO-Ph, 2, 6-F<sub>2</sub>-4- PhO-Ph, 2, 
6-F<sub>2</sub>-4- PhCH<sub>2</sub>0-Ph, 2- F-6-C1-3- 
MeO-Ph, 2- F-6-C1-4- MeO-Ph, 2- F-6-Cl-5-MeO-Ph, 2- 
F-6-C1-3- Me-Ph, 2- F-6-C1-4- Me-Ph, 2- F-6-Cl-5-Me-Ph, 2- 
F-6-MeO-3- Cl-Ph, 2- F-6-MeO-4- Cl-Ph, 2- 
F-6-MeO-5-Cl-Ph, 2- F-6-MeO-3- Me-Ph, 2- F-6-MeO-4- 
Me-Ph, 2- F-6-MeO-5-Me-Ph, 2, 4, 6-Me<sub>3</sub>-Ph, 

2- Cl-3- MeO-Ph, 2- Cl-4- MeO-Ph, 2- Cl-5-MeO-Ph, 2- 
Cl-6-MeO-Ph, 3- Cl-2- MeO-Ph, 3- Cl-4- MeO-Ph, 3- 
Cl-5-MeO-Ph, 3- Cl-6-MeO-Ph, 4- CI-2- MeO-Ph, 4- Cl-3- 
MeO-Ph, 2- Me-3- MeO-Ph, 2- Me-4- MeO-Ph, 2- 
Me-5-MeO-Ph, 2- Me-6-MeO-Ph, 3- Me-2- MeO-Ph, 3- 
Me-4- MeO-Ph, 3- Me-5-MeO-Ph, 3- Me-6-MeO-Ph, 4- 
Me-3- MeO-Ph and 2 and 6 - you can list (MeO ) 
<sub>2</sub>-Ph etc. 

[0077] 

In R<sup>5</sup>, R<sup>6</sup>, R<sup>7</sup>, 
R<sup>b</sup> and R<sup>c</sup>, with R<sup>a</sup> 
with optionally substitutable heteroaryl , R<sup>a</sup> with 
the optionally substitutable heteroaryl sulfonyl , 
R<sup>a</sup> it is defined with optionally substitutable 
heteroaryl carbonyl , you can list 5 -chloro thiophene -2- yl , 
3, 5-dimethyl furan -2- yl , 3- cyanopyrrole -1- yl , oxazole 
-2- yl , 2- methyl sulfenyl oxazole -4- yl , 4- methyl thiazole 
-2- yl , 2- trifluoromethyl imidazole -1- yl , isoxazole -3- yl , 

3- chloro isoxazole -4- yl , 3- methyl isothiazole -5-yl , 3- 
phenylpyrazole -1- yl , 1- methyl pyrazole -5-yl , 2- methyl 
sulfonyl -1, 3, 4- oxadiazole -5-yl , 2- bromo -1,3, 4- 
thiadiazole -2- yl , 1, 2, 4- oxadiazole -3- yl , 1, 2, 4- 
thiadiazole -5-yl , 1 , 2, 4- triazole -1- yl , 1, 2, 3- thiadiazole 
-5-yl , 1, 2, 3- triazole -1- yl , 1, 2, 3, 4- tetrazole -1- yl , 
6-phenoxy pyridine -2- yl , 6-methoxy pyrimidine -2- yl , 
pyrazine -2- yl , pyridazine -3- yl , 1,3, 5-triazine -2- yl and 

1, 2 and4 -triazine -6-yl etc with R<sup>a</sup> as optionally 
substitutable heteroaryl . 



[0078] 

In R<sup>5</sup>, R<sup>6</sup>, R<sup>7</sup>, 
R<sup>b</sup>, R<sup>c</sup>, X<sup> K/sup>, 
X<sup>3</sup> and X<sup>4</sup>, with R<sup>a</sup> 
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l^xxji^LTI*. ?xxjk 2-7;U^"P^x- 
)l s Z-?)\,*U->3L-)\, % 4-7)l*a7x-)\,^ 2- 
^□□7x-;U, 3-^7PP^x-;u, 4-^PP7x- 
2-^P^E7x^;U. 3-^P^E7x~;U, 4-?P 
^x- 4-3— K?x-;k 2,4-V<7PP7x- 

2,6-i/^7PP7x-;U. 2-^;U^P-4->7PP7 
xx;U, 2 3 3 s 4 5 5,6-^>^7;U^P^x- 2-^ 

;k 2,5-v^t;u^x-;u > 4-^U-2,3,5,6-xh 
^7;u^-P7x-;u. 2->h+i/^x- 3->Mr 
v?xx;i,, 4-^h+v^x- ;u % 2,6-v^H*v7 
x -;u, 3,4-v>h4v7i-;k 3,4 s 5-h'J>h+ 

v^x-;u, 2-hU7;u^p^;u^x- 3-hU 
^;u^p^;u^x^;ufc s j:t/ 4-hU^;u+p> 

[0079] 

R\ 

i^Tt«fci^x-;u c,~c 6 7ju*;utju*-;u 

c,~c 6 7;u*;u*ju*-JU7?3£«*tt«. R a t* 
it»**iTi vcfc*i V7x-;u c,~c 6 7JU*ju<t 
LTI*. ^<>v;u. 2-^7PP^>v;U, 3-^P^ 
>2?;u, 4.^pp^>v;k 4->^;u^>i/;u, 
4-t-3f^;u^>v;u, 2->^;u^>i/;u % 2->h* 
v^>v;u, i.^x-;ux^ju % i-(3-^pp7x 
-;U)x^;u x 2-^x~;ux^;u % i->^;U-l-7x 
x;ux^;u % i-(4^PP7i-Jl/)-l^f iHf 

i-(3-^pp7i-;i/)4->fjnf;k i-7x 

x;u^Pt°;U. 2-7i-;^Peik 3-7i-j^ 

□ bf;k i-^xx^^ju, 2-7x-j^f;k 3- 
^xx;u^;u,4-7xx;u^;u, i-^;u-i- 

^xx;u^Pt°;U, l->^JU-2-7xx;u^pe 
;u. i-yf;i/-3-7i-/^pe;k 2-**;u-2-3> 

i~i^Pt°Jk2.(4^PP7x-il/)-2-yf^ 
PtfJk2-^;k2-(3->fJl/7xZ.^Pt^k 
l-7xx;^>fjk 2-7x-Jl/^>f;k 3-7x 
x;l^>^;u x 4-^x-;u^>^;u > 5-7xx;u 
i->f;ki.7xx;^fjk i-^;u 
-2-7x-;^fjk i->f;k3-7x-;^f;k 

l.^jb-4-7x-;^f;k2.^^.2.7x-JI/ 

2-(4-<7PP7x-;u)-2-^;u^;u. 2- 
^f/k2-(3^f;^x-;i)^fjk l-^i-ib 

vJk4-7i-il/^i/Jk 5-7xz;^+v 
6-7x-;i/^v;k i-^;u-i-^x-;uk 
i-^f;i/-2.7x-M>f;k i->^;u 

Jk2-^fJk2-7xZ^/<>f;k2-(4^PP7 
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with optionally substitutable phenyl sulfonyl and the 
R<sup>a</sup> it is defined with optionally substitutable 
phenyl carbonyl , you can list phenyl , 2- fluorophenyl , 3- 
fluorophenyl , 4- fluorophenyl , 2- chlorophenyl , 3- 
chlorophenyl , 4- chlorophenyl , 2- bromophenyl , 3- 
bromophenyl , 4- bromophenyl , 4- iodo phenyl , 2, 4- 
dichlorophenyl , 3, 4- dichlorophenyl , 2, 6-difluoro phenyl , 
2, 6-dichlorophenyl s 2- fluoro -4- chlorophenyl , 2, 3, 4, 5, 
6-pentafluorophenyl , 2- methylphenyl , 3- methylphenyl , 4- 
methylphenyl , 2, 5 -di methylphenyl , 4- methyl -2, 3, 5, 
6-tetrafluorophenyl , 2- methoxyphenyl , 3- methoxyphenyl , 
4- methoxyphenyl , 2, 6-dimethoxy phenyl , 3, 4- dimethoxy 
phenyl , 3, 4, 5-trimethoxy phenyl , 2- trifluoromethyl 
phenyl , 3- trifluoromethyl phenyl and 4-trifluoromethyl 
phenyl etc with R<sup>a</sup> as optionally substitutable 
phenyl . 

[0079] 

R<sup>5</sup>, 

In R<sup>6</sup>, R<sup>7</sup>, R<sup>b</sup> and 
R<sup>c</sup>, with R<sup>a</sup> with optionally 
substitutable phenyl C<sub> K/sub>~C<sub>6</sub>aIky 1 
sulfonyl and the R<sup>a</sup> it is defined with optionally 
substitutable phenyl C<sub>l</sub»~C<sub>6</sub>alkyl 
carbonyl , benzyl , 2- chloro benzyl , 3- bromo benzyl , 4- 
chloro benzyl , 4- methylbenzyl , 4- t-butyl benzyl , 2- 
methylbenzyl , 2- methoxy benzyl , 1- phenylethyl , 1- (3 
-chlorophenyl ) ethyl , 2- phenylethyl , 1- methyl -1- 
phenylethyl , 1- (4 -chlorophenyl ) - 1 -methylethyl , 1- (3 
-chlorophenyl ) - 1 -methylethyl , 1- phenyl propyl , 2- phenyl 
propyl , 3- phenyl propyl , 1- phenyl butyl , 2- phenyl butyl , 
3- phenyl butyl , 4- phenyl butyl , 1- methyl -1- phenyl 
propyl , 1- methyl -2- phenyl propyl , 1- methyl -3- phenyl 
propyl , 2- methyl -2- phenyl propyl , 2- (4 -chlorophenyl ) - 2 
-methylpropyl , 2- methyl -2- (3 -methylphenyl ) propyl , 1- 
phenyl pentyl , 2- phenyl pentyl , 3- phenyl pentyl , 4- phenyl 
pentyl , 5-phenyl pentyl , 1- methyl -1- phenyl butyl , 1- 
methyl -2- phenyl butyl , 1- methyl -3- phenyl butyl , 1- 
methyl -4- phenyl butyl , 2- methyl -2- phenyl butyl , 2- (4 
-chlorophenyl ) - 2 -methyl butyl , 2- methyl -2- (3 
-methylphenyl ) butyl , 1- phenyl hexyl , 2- phenyl hexyl , 3- 
phenyl hexyl , 4- phenyl hexyl , 5-phenyl hexyl , 6-phenyl 
hexyl , 1- methyl -1- phenyl pentyl , 1- methyl -2- phenyl 
pentyl , 1- methyl -3- phenyl pentyl , 1- methyl -4- phenyl 
pentyl , 2- methyl -2- phenyl pentyl , 2- (4 -chlorophenyl )- 2 
-methyl pentyl and 2 -methyl -2- you can list (3 
-methylphenyl ) pentyl etc with R<sup>a</sup> as optionally 
substitutable phenyl C<sub> l</sub>-C<sub>6</sub>alky 1 . 
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x-;u)-2-/5 1 ;u^>^;ufccfci;2-y^;i/-2-(3^ 

[0080] 

r\ r\ r\ x\ x 3 tjcfetf x 4 izasit*. R a -ea 

tP^i/^V, 4-3?;U^-P^x/+v % 2-^7PP7 
x/+v, 3-<7PP7xy'^X 4^DP7i/ + 
2-^P^x/+v, 3-^P^x/^rV. 4-? 
P^7x/*v, 4-3— K7x-/*$/, 2,4-V^PP 
?x/*v. 3,4-v^PP7xy+V, 2,6-V^JU^" 
□ 2 s 6-V<7PP^xy^rV, 2-7;U*P 

-4-<7PP7xy+v % 2,3,4,5,6-^l/^^Jl/^-P7 

xy*v % 2->fji/7i/*v, 3-y^;u7xy+ 
>, 4->^;u^xy+v, 2,5-v>^;u:7xy*v, 

4->T;U-2,3,5 J 6-xh^^;U^P^x/^v,2->h 
+Wi/^>s 3-*Mr*>:?x/*v, 4->h*V 
7i;+v, 2,6-v> h*v7i/*y, 3,4-v> h 
+V7iy+y, 3,4,5-h'jy h+v37x/+v, 2-h 

U^;u^-py^;u7xy+v % 3-HJ?;u*p^ 
;u7x/+vfcj:u: 4-h l J^;u^p^;u^x/+ 

[0081] 

R\ 

R b fccti;R c (Dsai^fcits, 

R a TfH***ir t^Tt £1 V7x - ;u C,^7W 

i/S^UsMrS/* 4->^;u^>v;u^-+v, 4-t-? 
^;u*>v;u;j-*v. 2-y^;u^>i;;i / ^>, 

l^PD^i-^Xfjl/t+y, 2-7x 

-;ux^**v\ i-^;u-i--7x-;ux^;u^- 
+y, i-(4^pP7i-;i/).i.>fjHfjbt+ 
i-(3-<7pp^x-;u)-i->^;ux^;u^v % 

1- 7x-;u^Pt°;u^v. 2-37x- ;u:?Ptf;u 

^V.3-^x-;U^Pe;U7|-^rV, 
;U^;U^-+i/,4-'7x=.jU^;u^i/, 

-)\,ztu\i)\,**is s i->^;u-3-^x-;u^pe 
;u**v, 2-*?)\,-2-7x.-)i,7n\i 

2- (4-^pp^x-;u)-2-yf : ;u.^pfc <, ;U7|-+v, 
2->^;u-2-(3->y;u7x-;u)^Ptfju^S/ % 
i-7x-;u^>^;u^v. 2-?x~ n^i/^u 
t+v, 3-7x-;u^>^;u/t*+v, 4-^x-;u 
^I/^utMt^ 5-7x-;^>fji/t4ys 1- 
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[0080] 

In R<sup>7</sup>, R<sup>b</sup>, R<sup>c</sup>, 
X<sup>l</sup>, X<sup>3</sup> and X<sup>4</sup>, with 
R<sup>a</sup> it is defined with the optionally substitutable 
phenoxy and R<sup>a</sup> by optionally substitutable 
phenoxy carbonyl , you can list phenoxy , 2- fluorophenoxy , 
3- fluorophenoxy , 4- fluorophenoxy , 2- chlorophenoxy , 3- 
chlorophenoxy , 4- chlorophenoxy , 2- bromo phenoxy , 3- 
bromo phenoxy , 4- bromo phenoxy , 4- iodo phenoxy , 2, 4- 
dichloro phenoxy , 3, 4- dichloro phenoxy , 2, 6-difluoro 
phenoxy , 2, 6-dichloro phenoxy , 2- fluoro -4- 
chlorophenoxy , 2, 3, 4, 5, 6-penta fluorophenoxy , 2- methyl 
phenoxy , 3- methyl phenoxy , 4- methyl phenoxy , 2, 
5-dimethyl phenoxy , 4- methyl -2, 3, 5, 6-tetrafluoro 
phenoxy , 2- methoxy phenoxy , 3- methoxy phenoxy , 4- 
methoxy phenoxy , 2, 6-dimethoxy phenoxy ,3,4- dimethoxy 
phenoxy , 3, 4, 5-trimethoxy phenoxy , 2- trifluoromethyl 
phenoxy , 3- trifluoromethyl phenoxy and 4 -trifluoromethyl 
phenoxy etc with R<sup>a</sup> as optionally substitutable 
phenoxy . 

[0081] 

R<sup>7</sup>, 

In defining R<sup>b</sup> and R<sup>c</sup>, 

As optionally substitutable phenyl 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy with 
R<sup>a</sup>, benzyloxy , 2- chloro benzyloxy , 3- bromo 
benzyloxy , 4- chloro benzyloxy , 4- methylbenzyl oxy , 4- 
t-butyl benzyloxy , 2- methylbenzyl oxy , 2- methoxy 
benzyloxy , 1- phenylethyl oxy , 1- (3 -chlorophenyl ) ethyl 
oxy , 2- phenylethyl oxy , 1- methyl -1- phenylethyl oxy , 1- 
(4 -chlorophenyl ) - 1 -methylethyl oxy , 1- (3 -chlorophenyl ) 
- 1 -methylethyl oxy , 1- phenyl propyl oxy , 2- phenyl propyl 
oxy , 3- phenyl propyl oxy , 1- phenyl butyl oxy , 2- phenyl 
butyl oxy s 3- phenyl butyl oxy , 4- phenyl butyl oxy , 1- 
methyl -1- phenyl propyl oxy , 1- methyl -2- phenyl propyl 
oxy , 1- methyl -3- phenyl propyl oxy , 2- methyl -2- phenyl 
propyl oxy , 2- (4 -chlorophenyl ) - 2 -methyl -propyl oxy , 2- 
methyl -2- (3 -methylphenyl ) propyl oxy , 1- phenyl 
pentyloxy , 2- phenyl pentyloxy , 3- phenyl pentyloxy , 4- 
phenyl pentyloxy , 5-phenyl pentyloxy , 1- methyl -1- phenyl 
butyl oxy , 1- methyl -2- phenyl butyl oxy , 1- methyl -3- 
phenyl butyl oxy , 1- methyl -4- phenyl butyl oxy , 2- methyl 
-2- phenyl butyl oxy , 2- (4 -chlorophenyl ) - 2 -methyl butyl 
oxy , 2- methyl -2- (3 -methylphenyl ) butyl oxy , 1- phenyl 
hexyloxy , 2- phenyl hexyloxy , 3- phenyl hexyloxy , 4- 
phenyl hexyloxy , 5-phenyl hexyloxy , 6-phenyl hexyloxy , 1- 
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1- >^jU-4-^x-;u^;u^v.2-^^ 

2- 7ix ;^+vJi/t+v, 3-7i-;i/A 

v. i->^;u-i-^x-;u^>^;u++v, 

**v, 2->^;u-2-^x- ;u^>^;u^-+v, 
2-(4-^PD^x-;u>2->5 : ;u^>^;i/^vfc 

<fcl/ 2-^;U-2-(3-^;L/7x- JUJ'O^UTMr 
[0082] 

t^i^T-nT 1 ;— ;u3f*i/fc«fctf R a ^tt»* 
;u"0j£«**t<5* R a t?ii8UF*iTi*TiJav\ 

tP7'J— ^=j-*5>iLTI*. 5-^PPft7i> 
-2-<<)l,**i/s 3,5-v^5 1 ;U77>-2->r;U^-^ 
3-i/7AeP-;U-l-*OU***>, 

— ;u-2-f;u7l-*v, 2-^^;ux;u^x- 

-f ju**^ 2-Mj:7ju;j-py*;u-f sy % /— ;u 
-4->oi^*v. -f v** % -/— 

-fv*7 % -/— ;w-f;u***>, i-^<>v;u-3-7x 

;u-5->r;u^-**>.2-y^;ux;u7tx-;u-i,3,4-^- 

+tv7 > /-il/-5-fJbt+v, 2-^^-1,3,4- 
*7S?7!/— /U-2--OU3*-*?/. 1,2A-**W7 
% J—n,-3-<{)l,***s % l,2,4-^7v77-;U-5- 

"OU^v, lA4-h'J7y— ;u-3--f;u**?/, 
l,2,3-^7v7l/-;U-5-f;U^+v, 1,2,3-MJ7 
1/— ;U-5--f;U**S/, l,2,3,4-xh7y-^-5-f 

6->h+vt°U^v>-2--r;U^+v.e : 5v>-2-^ 

eg?s;>-3-<f ;u***>, ias-mj7 

v>-2-^U**vfccfct/ l,2,4-MJ7v>-6--OU 
[0083] 

R c icfcit£, R a r*S^nrt^tcfei^x-;u 

X;U^x- R a Tf«***lTl^rt J:t^x= 

jux;u;?*rrjufccfctf R a -cna**iTi*Tt><fc 
i^x-;u*;u*-;u^5/'C3t«*ti*, R a 

2-^;ut|-p^x-;u, 3-7;u^-p^x-;u, 
4-7;u^-p^x-;i/ s 2-->pp7i-;k 3-^pp 



methyl -1- phenyl pentyloxy , 1- methyl -2- phenyl 
pentyloxy , 1- methyl -3- phenyl pentyloxy , 1- methyl -4- 
phenyl pentyloxy , 2- methyl -2- phenyl pentyloxy , 2- (4 
-chlorophenyl ) - 2-methyl pentyloxy and 2 -methyl -2- you 
can list (3 -methylphenyl ) pentyloxy etc as phenyl alkoxy of 
the straight chain or branched . 



[0082] 

In R<sup>7</sup>, R<sup>b</sup> and R<sup>c</sup>, 
with R<sup>a</sup> with optionally substitutable 
heteroaryloxy and the R<sup>a</sup> it is defined with 
optionally substitutable heteroaryloxy carbonyl , you can list 
5 -chloro thiophene -2- yloxy , 3, 5-dimethyl furan -2- yloxy , 
3- cyano -pyrrole -1- yloxy , oxazole -2- yloxy , 2- methyl 
sulfenyl oxazole -4- yloxy , 4- methyl thiazole -2- yloxy , 2- 
trifluoromethyl imidazole -4- yloxy , isoxazole -3- yloxy , 3- 
chloro isoxazole -4- yloxy , 3- methyl isothiazole -5-yloxy , 1- 
benzyl -3- phenylpyrazole -5-yloxy , 1- methyl pyrazole 
-5-yloxy , 2- methyl sulfonyl -1,3,4- oxadiazole -5-yloxy , 2- 
bromo -1, 3, 4- thiadiazole -2- yloxy , 1, 2, 4- oxadiazole -3- 
yloxy , 1, 2, 4- thiadiazole -5-yloxy , 1, 2, 4- triazole -3- 
yloxy , 1, 2, 3- thiadiazole -5-yloxy , 1, 2, 3- triazole 
-5-yloxy , 1, 2, 3, 4- tetrazole -5-yloxy , 6-phenoxy pyridine 
-2- yloxy , 6-methoxy pyrimidine -2- yloxy , pyrazine -2- 
yloxy , pyridazine -3- yloxy ,1,3, 5-triazine -2- yloxy and 1, 
2 and4 -triazine -6-yloxy etc with R<sup>a</sup> as 
optionally substitutable heteroaryloxy . 



[0083] 

In R<sup>c</sup>, with R<sup>a</sup> with optionally 
substitutable phenyl sulfenyl , R<sup>a</sup> with optionally 
substitutable phenyl sulfinyl and the R<sup>a</sup> it is 
defined with optionally substitutable phenyl carbonyl oxy , 
you can list phenyl , 2- fluorophenyl , 3- fluorophenyl , 4- 
fluorophenyl , 2- chlorophenyl , 3- chlorophenyl , 4- 
chlorophenyl , 2- bromophenyl , 3- bromophenyl , 4- 
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-;i/,2,4-v>7PD7x-;U % 3 5 4-v^7PP7x- 
Jk 2-7;btP-4^PP7i-ik 2,3,4,5,6-^0 

^7;u^-p^x-;u % 2-^;u^x-;u, 3-^;u 
7i-;k 4-^;u7x- ;u % 2,5-v^^;u^x- 

Jk 4->5 L ;U-2,3,5,6-7 1 h : 77;U^P7xz: i iU, 2- 
>h+v^x-;u. 3-^h^v7x-;k 4-p<h+v 
?x-;u, 2,6-v>h+v^x- 3,4-v*h*v 
?x~ ;k 3,4,5-h , J>h^rV^x-;U. 2-hU7;u 
^-p>^ ;u^x- 3-h'J7^p^;i/7x^. 
4-h'j7;u^p^;u7x-;m/)<fc(f 

[0084] 
R c C:fclf£, 

R a T*B&£ftTl*TtcfclV7x=JU d~C 6 7^ 

^U7.;u7x-;u, 

cfci>^x-;u c n c 6 t;u+;u*;utK- ;u^v 

x-mm&xz R a -cBftsttTi^rt^t^x- 

<D72L-)lT)l>*c)l>tLX'<> ; 2)l's 2-^PP* 
>v;k 3-^P^>i/;b, 4-^PP^>yJk 4- 

>^;i/K>v;u, 4-t-^;u^<>v;u, 2->^;u 
^>v;u,2->h+v^<^v;u. i-7i-;nf 
;k i-(3-^pp7x-;b)xf 2-7i-;nf 
;k i->^;u-i-7x-;ux^;u. i-(4-^pp7i 
=;u)-i-**jn*;k i.(3^pp7i^)-i-> 
T)iJLT)is i-7i-;^pejk 2-7x-;u^p 
t°Jk 3-^x-;u^Pt°;u, i-"7x-;u^t;u, 2- 
7x=ju:f^k 3-7x- 4-7i-j^ 
TJk i-^^;u-i-7x-;u^pt°;u, i-**ju-2- 
7x-;u^Pt°;u, i-^f;i/-3-7i-j^Pt° 

Jk 2-^f jk2-7i-;^Pt°Jk 2-(4--?PP7 

x-;u)-2->^;i/^Pt 0 ;u,2-y^;u-2.(3^^;u 

7i-;^Ptfik l-7x-M>f;k2-7x 

3-7x_ ;u^>^;u, 4-7x- ;u 
*>*;k s-^x-^Ki/yjk i-^;u-i-3?x 
-;u:/^;k i-^f;k2-7x-;^f;k 1-** 
;u-3-7x— ;u^;k l-y^ju^-^x-ju:^ 
;k 2-/^;u-2-^x- 2-(4-^pp7i 
^ju^-y^ju^^k 2-y*;b-2<3-y*;u7x 

-jU)^JU, l-7x-;^+yJk 2-?x- ;u/\ 
*v;k 3"7xzj|/^>ik 4-"7x-;U^v 
;k 5-7x~;u/s+v;u % 6-7xXL;U>N*v;k 
i->^;u-i-7x-;u^>^;u, i->^;u-2-^x- 

jU'OTJk i-/^u-3-7x=.;U"<:/*;k i-> 
^;u-4-?x- ju^>^;k 2-^;u-2-?x- 
>^;k 2-(4-^pp7x-;L/)-2->^;u^>^;u 



bromophenyl , 4- iodo phenyl , 2, 4- dichlorophenyl , 3, 4- 
dichlorophenyl , 2, 6-difluoro phenyl , 2, 6-dichlorophenyl , 
2- fluoro -4- chlorophenyl , 2, 3, 4, 5, 6-pentafluorophenyl , 2- 
methylphenyl , 3- methylphenyl , 4- methylphenyl , 2, 

5- dimethylphenyl , 4- methyl -2, 3, 5, 6-tetrafluorophenyl , 2- 
methoxyphenyl , 3- methoxyphenyl , 4- methoxyphenyl , 2, 

6- dimethoxy phenyl , 3, 4- dimethoxy phenyl , 3, 4, 
5-trimethoxy phenyl , 2- trifluoromethyl phenyl , 3- 
trifluoromethyl phenyl and 4-trifluoromethyl phenyl etc with 
R<sup>a</sup> as optionally substitutable phenyl . 



[0084] 

In R<sup>c</sup>, 

With R<sup>a</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 

As optionally substitutable phenyl 

C<sub>l</sub>~C<sub>6</sub>alkyl with R<sup>a</sup> 
which with R<sup>a</sup> with optionally substitutable 
phenyl C<sub>l</sub>~C<sub>6</sub>alkyl sulfinyl and 
R<sup>a</sup> is defined with optionally substitutable 
phenyl C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy , 
benzyl , 2- chloro benzyl , 3- bromo benzyl , 4- chloro 
benzyl , 4- methylbenzyl , 4- t-butyl benzyl , 2- 
methylbenzyl , 2- methoxy benzyl , 1- phenylethyl , 1- (3 
-chlorophenyl ) ethyl , 2- phenylethyl , 1- methyl -1- 
phenylethyl , 1- (4 -chlorophenyl ) - 1 -methylethyl , 1- (3 
-chlorophenyl ) - 1 -methylethyl , 1- phenyl propyl , 2- phenyl 
propyl , 3- phenyl propyl , 1- phenyl butyl , 2- phenyl butyl , 
3- phenyl butyl , 4- phenyl butyl , 1- methyl -1- phenyl 
propyl , 1- methyl -2- phenyl propyl , 1- methyl -3- phenyl 
propyl , 2- methyl -2- phenyl propyl , 2- (4 -chlorophenyl ) - 2 
-methylpropyl , 2- methyl -2- (3 -methylphenyl ) propyl , 1- 
phenyl pentyl , 2- phenyl pentyl , 3- phenyl pentyl , 4- phenyl 
pentyl , 5-phenyl pentyl , 1- methyl -1- phenyl butyl , 1- 
methyl -2- phenyl butyl , 1- methyl -3- phenyl butyl , 1- 
methyl -4- phenyl butyl , 2- methyl -2- phenyl butyl , 2- (4 
-chlorophenyl ) - 2 -methyl butyl , 2- methyl -2- (3 
-methylphenyl ) butyl , 1- phenyl hexyl , 2- phenyl hexyl , 3- 
phenyl hexyl , 4- phenyl hexyl , 5-phenyl hexyl , 6-phenyl 
hexyl , 1- methyl -1- phenyl pentyl , 1- methyl -2- phenyl 
pentyl , 1- methyl -3- phenyl pentyl , 1- methyl -4- phenyl 
pentyl , 2- methyl -2- phenyl pentyl , 2- (4 -chlorophenyl )- 2 
-methyl pentyl and 2 -methyl -2- you can list (3 
-methylphenyl ) pentyl etc as phenyl alkyl of straight chain or 
branched . 
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[0085] 

R c lcfclf& % R a T'S&SftT^Ttcfcl^x P 

7U-;ux;u7>r-;u. R fl ■cS^tiri^TtJ: 
iv\xP7U-;ux;u:7x-;ufc < fctf R a r*E& 
£ftT^ri<n^xP7U-;u*;utf-;u;*- 
*vT*£§£ti£ R a T*s^^r^rt<ti^ 

;k 3,5-v>? : ;i/:7 : 7>-2H';k 3-v7^tf p-ju 
-MJk **tri/-;u-2-'Ok 2-^;u7ju;7i 
-;u7h+^y-;u-4-f ;u, 4-^1^77-^ 
-2-*Ok 2-Hj7;u*p;*^;L/-r£$V— ;u-w 

-;u-4-*Ok 3-^;u^v^7V r -;u-5-*Ok 3- 

-5-^;u,2-y5 1 ;ux;u/tx-;u-i,3,4-^-+-y-vT 
y-;u-5--r;u, 2-:?p ; e-i,3,4-^7v7V-;u 

-2-f^, l s 2 } 4-t4r^y77-;b-3-f;k 1,2,4- 

*75?7*/— ;w-Ob„ i,2,4-HJ77-ju-i->f 

l,2,3-^7v7V-JU-5H';U > 1,2,3-MJ7 % / 
— l,2,3,4-f-h^/--;U-l-^k 6-?x 

y+veuv>-2->fju,6->h+veu5i;>-2--f 
;k e^v>-2->r;b, e u$v>-3-^u, 1,3,5-h 

U7v>-2->r;Ufc<J:tf l 5 2,4-h'J7v>-6->r;H| 
[0086] 

R c osaizfcMt^R a r*tt^tiri^rtckL^ 
fcii»«tt(7)^xP7 , J-;u7;u3*v<tLr 

^;U)x^;b^i/ % 3-(6-h'J7;u^-p^;i/bf l J 
v>-2^;u)^Pt°;u^v,4-(e'JSv>-2--f 
;u)^;u^v, 5-(H l J77-;u-i-f;u)^>5 1 

[0087] 

R c lCfclt^),R a ■C««**lTl^r*J:l^TP 

7U— ;u c,~c 6 7;u+;ux;u^x-;u, R a t*S 
&£ftTi^Ti<ja^7 1 P7U-;u c,~c 6 7;u 
^;ux;u^-;u s R a T*S^tiTi^rtcti^ 
xP7U-;u c,~c 6 7;u*;ux/u*-;k R a x* 

M&£ftTl>Ttcfcl^'TP7 , J--;U C n C 6 7 

;u*;u*^7t?-;u^>-es«*tt*. R a x*S 
&£ftT^Ttcfcl^ J fP7U-;U c n c 6 7;u 
*;U<fcLTIi, mtt*fcl*#tttt<0'VTP7'J 

— ;u7;u+;utLTt 0, j v>-2-^r;u>^;u, 5--? 



[0085] 

In R<sup>c</sup>, you can list 5 -chloro thiophene -2- yl , 3, 

5- dimethyl furan -2- yl , 3- cyanopyrrole -1- yl , oxazole -2- 
yl , 2- methyl suifenyl oxazole -4- yl , 4- methyl thiazole -2- 
yl } 2- trifluoromethyl imidazole -1- yl , isoxazole -3- yl , 3- 
chloro isoxazole -4- yl , 3- methyl isothiazole -5-yl , 3- 
phenylpyrazole -1- yl , 1- methyl pyrazole -5-yl , 2- methyl 
sulfonyl -1, 3, 4- oxadiazole -5-yl , 2- bromo -1, 3, 4- 
thiadiazole -2- yl , 1, 2, 4- oxadiazole -3- yl , 1, 2, 4- 
thiadiazole -5-yl , 1, 2, 4- triazole -1- yl , 1, 2, 3- thiadiazole 
-5-yl , 1, 2, 3- triazole -1- yl , 1, 2, 3, 4- tetrazole -1- yl , 

6- phenoxy pyridine -2- yl , 6-methoxy pyrimidine -2- yl , 
pyrazine -2- yl , pyridazine -3- yl , 1, 3, 5-triazine -2- yl and 
1 , 2 and 4 -triazine -6-yl etc with the R<sup>a</sup> which 
with R<sup>a</sup> with optionally substitutable heteroaryl 
sulfinyl , R<sup>a</sup> with optionally substitutable 
heteroaryl suifenyl and R<sup>a</sup> is defined with 
optionally substitutable heteroaryl carbonyl oxy as optionally 
substitutable heteroaryl . 



[0086] 

As optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>alkoxy with R<sup>a</sup> 
in defining R<sup>c</sup>, you can list the pyridine -2- yl 
methyl oxy , 5-chIoro thiophene -2- yl methyl oxy , 1- methyl 
-3- chloro pyrazole -5-yl methyl oxy , 2- (3 -methyl furan -2- 
yl ) ethyl oxy , 3- (6 -trifluoromethyl pyridine -2- yl ) propyl 
oxy , 4- (pyrimidine -2- yl ) butyl oxy , 5- (triazole -1- yl ) 
pentyloxy and 6 - (pyrrole -1- yl ) hexyloxy etc as heteroaryl 
alkoxy of straight chain or branched . 



[0087] 

You can list pyridine -2- yl methyl , 5-chloro thiophene -2- yl 
methyl , 1- methyl -3- chloro pyrazole -5-yl methyl , 2- (3 
-methyl furan -2- yl ) ethyl s 3- (6 -trifluoromethyl pyridine 
-2- yl ) propyl , 4- (pyrimidine -2- yl ) butyl , 5- (triazole -1- 
yl ) pentyl and 6 - the(pyrrole -1- yl ) hexyl etc as heteroaryl 
alkyl of straight chain or branched as optionally substitutable 
heteroaryl C<sub> l</sub>~C<sub>6</sub>alky 1 with 
R<sup>a</sup>, in R<sup>c</sup>, with R<sup>a</sup> 
with optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>alkyl suifenyl , 
R<sup>a</sup> with optionally substitutable heteroaryl 
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U7y-;i/-i-^;u)^>^u*>£t; 6-(tfp-;u 

[0088] 

Y* ICfc(t^), 

r c t-b&£*it^t^i^x-;u*i;u 

Ph. 

2- Cl-Ph, 

3- Cl-Phu 

4- Cl-Ph, 

2- F-Ph, 

3- F-Ph. 

4- F-Ph, 

2- Me-Ph, 

3- Me-Ph, 

4- Me-Ph, 

2- MeO-Ph* 

3- MeO-Ph. 

4- MeO-Plu 
4-Br-Ph, 
2,4-Cl 2 -Pln 
3,4-Cl 2 -Ph. 
2,4,6-Cb-Ph, 
3,4-(MeO) 2 -Ph, 
2-Cl-4-Me-Pru 
2-MeO-4-Me-Ph, 



2003-6-20 

C<sub>l</sub>-~C<sub>6</sub>alkyl sulfinyl , 
R<sup>a</sup> with optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 
R<sup>a</sup> it is defined with optionally substitutable 
heteroaryl C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl 
oxy . 

[0088] 

In Y* 5 

With R<sup>c</sup> optionally substitutable phenyl , 

With R<sup>c</sup> optionally substitutable phenyl 
sulfenyl , 

With R<sup>c</sup> optionally substitutable phenyl 
sulfinyl , 

With R<sup>c</sup> optionally substitutable phenyl 
sulfonyl , 

With R<sup>c</sup> which with R<sup>c</sup> with 
optionally substitutable phenyl carbonyl and R<sup>c</sup> 
isdefined with optionally substitutable phenyl carbonyl oxy as 
optionally substitutable phenyl , 

Ph, 

2 -Cl-Ph, 

3 -Cl-Ph, 

4 -Cl-Ph, 

2 -F-Ph, 

3 -F-Ph, 

4 -F-Ph, 

2 -Me-Ph, 

3 -Me-Ph, 

4 -Me-Ph, 

2 -MeO-Ph, 

3 -MeO-Ph, 

4 -MeO-Ph, 
4 -Br-Ph, 

2 and 4 -CKsub>2</sub>-Ph, 

3 and 4 -CKsub>2</sub>-Ph, 
2, 4 and 6 -Cl<sub>3</sub>-Ph, 

3 and 4 - (MeO ) <sub>2</sub>-Ph, 
2 -Cl-4- Me-Ph, 
2 -MeO-4- Me-Ph, 
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2- Cl-4-i-PrO-Ph, 

3- Cl-4-PhCH 2 0-Pru 

2.4- Me 2 -Pk 

2.5- Me 2 -Ph, 

2.6- F 2 -Ph, 
2,3,4,5,6-F 5 -Ph, 

4- Et-Ph, 
4-i-Pr-Ph, 
4-n-Bu-Ph, 
4-s-Bu-Ph, 
4-t-Bu-Ph. 
4-(t-BuCH 2 )-Ph, 
4-Et(Me) 2 -Ph, 
4-n-Hex-Ph, 
4-((Me) 2 (CN)C)-Ph, 
4-PhCH 2 -Ph, 
4-(4-F-Ph)(Me) 2 -Ph, 
4-(MeCH=CH)-Ph, 
4-(MeC = C)-Ph, 
4-CF 3 -Ph. 
4-CF 3 CH 2 -Ph. 
4-(CI 2 C=CHCH 2 )-Ph, 
4-(BrC = C)-Pru 
4-(2,2-F 2 -c-BuCH 2 )-Ph, 
4-(l-Me-c-Pr)-Ph. 
4-i-PrO-Ph, 
4-t-BuO-Ph, 
4-n-HexO-Ph, 
4-MeCC(0)Ph , 
4-(CH 2 =CHCH 2 0)-Ph. 
4-CHF 2 0-Ph, 
4-CBrF 2 0-Pln 
4-CF 3 0-Ph, 
4-CF 3 CH 2 0-Ph, 
4-(CF 2 =CHCH 2 CH 2 0)-Ph , 



2003-6-20 

2 -Cl-4- i- PrO-Ph, 

3 -Cl-4- PhCH<sub>2</sub>0-Ph, 
2 and 4 -Me<sub>2</sub>-Ph, 

2 and 5 -Me<sub>2</sub>-Ph, 

2 and 6 -F<sub>2</sub>-Ph, 

2, 3, 4, 5 and 6 -F<sub>5</sub>-Ph, 

4 -Et-Ph, 

4 -i- Pr-Ph, 
4 -n- Bu-Ph, 
4 -s-Bu-Ph, 
4 -t-Bu-Ph, 

4 - (t-BuCH<sub>2</sub> ) -Ph, 
4 -Et (Me ) <sub>2</sub>-Ph, 
4 -n- Hex-Ph, 

4 - (Me ) <sub>2</sub> (CN ) C) -Ph, 

4 -PhCH<sub>2</sub>-Ph, 

4 - (4 -F-Ph ) (Me ) <sub>2</sub>-Ph, 

4 - (MeCH=CH ) -Ph, 

4 - (MeC*C ) -Ph, 

4 -CF<sub>3</sub>-Ph, 

4-CF<sub>3</sub>CH<sub>2</sub>-Ph, 

4 - (CKsub>2</sub>C=CHCH<sub>2</sub> ) -Ph, 

4 - (BrC*C ) -Ph, 

4 - (2 and 2 -F<sub>2</sub>-c-BuCH<sub>2</sub> ) -Ph, 

4-(l -Me-c-Pr ) -Ph, 

4 -i- PrO-Ph, 

4 -t-BuO-Ph, 

4 -n- HexO-Ph, 

4 -MeCC (O ) Ph , 

4 - (CH<sub>2</sub>=CHCH<sub>2</sub>0 ) -Ph, 

4 -CHF <sub>2</sub>0-Ph, 

4 -CBrF<sub>2</sub>0-Ph, 

4 -CF<sub>3</sub>0-Ph, 

4-CF<sub>3</sub>CH<sub>2</sub>0-Ph, 

4- 

(CF<sub>2</sub>=CHCH<sub>2</sub>CH<sub>2</sub>0) 
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4-CCl 3 CCH 2 0-Ph % 

4-MeS-Ph, 

4-s-BuS-Ph, 

4-EtSOPh. 

4-MeS0 2 -Ph, 

4-EtS0 2 -Ph, 

4-i-PrS0 2 -Ph, 

4-t-BuS0 2 -Ph, 

4-(MeCH=CHCH 2 S)-Ph, 

4-(CH 2 =CHCH 2 SO)-Plu 

4-(CICH=CHCH 2 S0 2 )-Ph. 

4-(HC = CCH 2 S)-Ph, 

4-(HC = CCH 2 SO-Ph), 

4-(HC = CCH 2 S0 2 )-Ph, 

4-CHF 2 S-Pru 

4-CBrF 2 S-Ph, 

4-CF 3 S-Ph. 

4-CF 3 CH 2 S-Ph, 

4-CHF 2 CF 2 S-Ph. 

4-CHF 2 SO-Ph, 

4-CBrF 2 SO-Ph. 

4-CF 3 SO-Ph, 

4-CF 3 CH 2 S0 2 -Ph, 

4-CHF 2 CF 2 S0 2 -Ph, 

4-CHF 2 S0 2 -Ptn 

4-CBrF 2 S0 2 -Ph, 

4-CF 3 S0 2 -Ph, 

4-(Cl 2 C=CHCH 2 S)-Ph, 

4-(Cl 2 C=CHCH 2 SO)-Ph. 

4-(Cl 2 C=CHCH 2 S0 2 )-Ph. 

4-(BrC = CCH 2 S)-Ph, 
4-(BrC = CCH 2 SO)-Ph. 
4-(BrC = CCH 2 S0 2 )-Pru 



-Ph, 

4-CCl<sub>3</sub>CCH<sub>2</sub>0-Ph, 
4 -MeS-Ph, 
4 -s-BuS-Ph, 
4 -EtSO-Ph, 

4 -MeSO<sub>2</sub>-Ph, 

4 -EtSO<sub>2</sub>-Ph, 

4 -i- PrSO<sub>2</sub>-Ph 3 

4 -t-BuSO<sub>2</sub>-Ph, 

4 - (MeCH=CHCH<sub>2</sub>S ) -Ph, 

4 - (CH<sub>2</sub>=CHCH<sub>2</sub>SO ) -Ph, 

4 - (ClCH=CHCH<sub>2</sub>SO<sub>2</sub> ) -Ph, 

4 - (HC *CCH<sub>2</sub>S ) -Ph, 

4 - (HC *CCH<sub>2</sub>SO-Ph ) 

4 - (HC *CCH<sub>2</sub>SO<sub>2</sub> ) -Ph, 

4 -CHF <sub>2</sub>S-Ph, 

4 -CBrF<sub>2</sub>S-Ph, 

4 -CF<sub>3</sub>S-Ph, 

4-CF<sub>3</sub>CH<sub>2</sub>S-Ph, 

4 -CHF <sub>2</sub>CF<sub>2</sub>S-Ph, 

4 -CHF <sub>2</sub>SO-Ph, 

4 -CBrF<sub>2</sub>SO-Ph, 

4 -CF<sub>3</sub>SO-Ph, 

4-CF<sub>3</sub>CH<sub>2</sub>SO<sub>2</sub>-Ph, 

4 -CHF <sub>2</sub>CF<sub>2</sub>SO<sub>2</sub>-Ph, 

4 -CHF <sub>2</sub>SO<sub>2</sub>-Ph, 

4-CBrF<sub>2</sub>SO<sub>2</sub>-Ph, 

4-CF<sub>3</sub>SO<sub>2</sub>-Ph, 

4 - (CKsub>2</sub>C=CHCH<sub>2</sub>S ) -Ph, 

4 - (Cl<sub>2<7sub>C=CHCH<sub>2</sub>SO ) -Ph, 

4- 

(CKsub>2</sub>C=CHCH<sub>2</sub>SO<sub>2</sub> ) 
-Ph, 

4 - (BrC*CCH<sub>2</sub>S ) -Ph, 

4 - (BrC*CCH<sub>2</sub>SO ) -Ph, 

4 - (BrC*CCH<sub>2</sub>SO<sub>2</sub> ) -Ph, 
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4-CHO-Ph, 


4 -CHO-Ph, 


4-N0 2 -Ph, 


4 -NO<sub>2</sub>-Ph, 


3-CN-Ph. 


3 -CN-Ph, 


4-CN-Ph, 


4 -CN-Ph, 


4-(Me) 2 N-Pru 


4 - (Me ) <sub>2</sub>N- Ph, 


4-Me(MeC(0))N-Ph. 


MeC (0 ) N- Ph, 4 -Me 


4-PhMeN-Ph, 


4 -PhMeN-Ph, 


4-PhCH 2 (MeC(0))N-Ph, 


MeC (0 ) N- Ph, 4 -PhCH<sub>2</sub> 


4-PhCH 2 0-Pln 


4 -PhCH<sub>2</sub>0-Ph, 


4-(2-Cl-Ph)CH 2 0-P*u 


4 - (2 -Cl-Ph ) CH<sub>2</sub>0-Ph, 


4-(3-Cl-Ph)CH 2 0-Ph, 


4 - (3 -Cl-Ph ) CH<sub>2</sub>0-Ph, 


4-(4-Cl-Ph)CH 2 0-Ph, 


4 - (4 -Cl-Ph ) CH<sub>2</sub>OPh, 


4-(2-Me-Ph)CH 2 0-Ph. 


4 - (2 -Me-Ph ) CH<sub>2</sub>0-Ph, 


4-(3-Me-Ph)CH 2 0-Ph, 


4 - (3 -Me-Ph ) CH<sub>2</sub>0-Ph, 


4-(4-F-Ph)CH 2 0-Plu 


4 - (4 -F-Ph ) CH<sub>2</sub>0-Ph, 


4-(4-Et-Ph)CH 2 0-Ph, 


4 - (4 -Et-Ph ) CH<sub>2</sub>0-Ph, 


4-(2-Cl-Ph)CH 2 S-Ph, 


4 - (2 -Cl-Ph ) CH<sub>2</sub>S-Ph, 


4-(3-Cl-Ph)CH 2 S-Ptn 


4 - (3 -Cl-Ph ) CH<sub>2</sub>S-Ph, 


4-(4-Cl-Ph)CH 2 SO-Ph. 


4 - (4 -Cl-Ph ) CH<sub>2</sub>SO-Ph, 


4-(2-Me-Ph)CH 2 S-Ph, 


4 - (2 -Me-Ph ) CH<sub>2</sub>S-Ph, 


4-(3-Me-Ph)CH 2 Su 2 -Ph * 


4 - (3 -Me-Ph ) CH<sub>2</sub>SO<sub>2</sub>-Ph, 


4-(Z,4-r 2 -rnjCrl 2 lJ-rTU 


4 - (2 and 4 -r <suD>2</sub>-rn ) LH<sub>2</sub>U-rn, 


3-(3,4-Cl 2 -rnjCH 2 U-rrU 


3 - (3 and 4 -CI<sub>2</sub>-rn ) CH<sub>2</sub>(J-rn, 


4-(2,j-Me 2 -rn jCri 2 U-r7U 


4 - (2 and 5 -Me<sub>2</sub>-rn ) CH<sub>2</sub>0-rh 


4-(Z,jp s O-r5-rn > ;CM 2 U-rn % 


4 - (2, 3, 5 and o -r<sub>5</sub>-rn ) 
CH<sub>2</sub>0-Ph, 


4-MeC(0)-Ph, 


4 -MeC (0 ) -Ph, 


4-EtC(0)-Ph, 


4 -EtC (0 ) -Ph, 


4-n-PrC(0)-Pru 


4 -n- PrC (0 ) -Ph, 


4-i-PrC(0)-Pru 


4 -i- PrC (0 ) -Ph, 


4-i-BuC(0)-Ph, 


4 -i- BuC (0 ) -Ph, 


4-t-BuC(0)-Ph, 


4 -t-BuC (0 ) -Ph, 


4-i-BuCH 2 C(0)-Pru 


4 -i- BuCH<sub>2</sub>C (0 ) -Ph, 


4-Et(Me) 2 C(0)-Pru 


4 -Et (Me ) <sub>2</sub>C (0 ) -Ph, 


4-n-HexC(0)-Ph, 


4 -n- HexC (0 ) -Ph, 
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4-PhC(0)-Pru 

4-(2-CI-Ph)C(0)-Ph. 

4-(3-Br-Ph)C(0)-Pln 

4-(4-Cl-Ph)C(0)-Ph, 

4-(2-Me-Ph)C(0)-Ph, 

4-MeOCH 2 -Pru 

4-EtOCH 2 -Ph % 

4-i-PrOCH 2 -Prw 

4-MeSCH 2 -Pru 

4-EtSCH 2 -Pru 

4-i-PrSCH 2 -Ph, 

4-CF 3 C(0)-Ph, 

4-CF 3 CF 2 C(0)-Pru 

4-MeC(0)0-Ptu 

4-EtC(0)0-Pru 

4-n-PrC(0)0-Pru 

4-i-PrC(0)0-Pru 

4-i-BuC(0)0-Pru 

4-t-BuC(0)0-Ph, 

4-i-BuCH 2 C(0)0-Plu 

4-Et(Me) 2 C(0)0-Ph, 

4-n-HexC(0)0-Ph. 

4-CF 3 C(0)0-Pru 

4-CF 3 CF 2 C(0)0-Ph, 

4-PhC(0)0-Pru 

3- Ph-Ph, 

4- Ph-Ph, 
4-(4-Cl-Ph)-Pru 
4-(2,5-Me 2 -Ph)-3-Me-Pru 

3- PhO-Phu 

4- PhO-Ph, 
4-(4-Cl-Ph)0-Ph. 
4-(4-Me-Ph)0-Ph. 
4-(4-F-Ph)0-Ph, 
4-(4-MeO-Ph)0-Ph, 



4 -PhC (O ) -Ph, 

4 - (2 -Cl-Ph ) C (O ) -Ph, 

4 - (3 -Br-Ph ) C (O ) -Ph, 

4 - (4 -Cl-Ph ) C (O ) -Ph, 

4 - (2 -Me-Ph ) C (O ) -Ph, 

4 -MeOCH<sub>2</sub>-Ph, 

4 -EtOCH<sub>2</sub>-Ph, 

4 -i- PrOCH<sub>2</sub>-Ph, 

4 -MeSCH<sub>2</sub>-Ph, 

4 -EtSCH<sub>2</sub>-Ph, 

4 -i- PrSCH<sub>2</sub>-Ph, 

4 -CF<sub>3</sub>C (O ) -Ph, 

4 -CF<sub>3</sub>CF<sub>2</sub>C (O ) -Ph, 

4 -MeC (O ) O-Ph, 

4 -EtC (O ) O-Ph, 

4 -n- PrC (O ) O-Ph, 

4 -i- PrC (O ) O-Ph, 

4 -i- BuC (O ) O-Ph, 

4 -t-BuC (O ) O-Ph, 

4 -i- BuCH<sub>2</sub>C (O ) O-Ph, 

4 -Et (Me ) <sub>2</sub>C (O ) O-Ph, 

4 -n- HexC (O ) O-Ph, 

4 -CF<sub>3</sub>C (O ) O-Ph, 

4 -CF<sub>3</sub>CF<sub>2</sub>C (O ) O-Ph, 

4 -PhC (O ) O-Ph, 

3 -Ph-Ph, 

4 -Ph-Ph, 

4 - (4 -Cl-Ph ) -Ph, 

4 - (2 and 5 -Me<sub>2</sub>-Ph ) - 3 -Me-Ph, 

3 -PhO-Ph, 

4 -PhO-Ph, 

4 -(4 -Cl-Ph) O-Ph, 
4 - (4 -Me-Ph ) O-Ph, 
4 - (4 -F-Ph ) O-Ph, 
4 - (4 -MeO-Ph ) O-Ph, 
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4-(2,4-Cl 2 -Ph)0-Pru 


4 - (2 and 4 -Cl<sub>2</sub>-Ph ) O-Ph, 


4-(3,4-Cl 2 -Ph)0-Ph. 


4 - (3 and 4 -Cl<sub>2</sub>-Ph ) O-Ph, 


4-(2-Pyridyl)-Pru 


4 - (2 -Pyridyl ) -Ph, 


4-(5-Cl-2-Pyridyl)-Pru 


4 - (5 -Cl-2- Pyridyl ) -Ph, 


2,3-Cl 2 -Ph, 


2 and 3 -Cl<sub>2</sub>-Ph, 


3,5-Cl 2 -Pk 


3 and 5 -CKsub>2</sub>-Ph, 


2,6-Cl 2 -Ph, 


2 and 6 -Cl<sub>2</sub>-Ph, 


2,5-Cl 2 -Ph, 


2 and 5 -Cl<sub>2</sub>-Ph, 


2,3-F 2 -Pru 


2 and 3 -F<sub>2</sub>-Ph, 


2,5-F 2 -Pru 


2 and 5 -F<sub>2</sub>-Ph, 


3,4-F 2 -Ph, 


3 and 4 -F<sub>2</sub>-Ph, 


3,5-F 2 -Ph. 


3 and 5 -F<sub>2</sub>-Ph, 


2,4-F 2 -Ph, 


2 and 4 -F<sub>2</sub>-Ph, 


2-CF 3 -Ptu 


2 -CF<sub>3</sub>-Ph, 


3-(3-Cl-PhCH 2 0)-Ph, 


3 - (3 -Cl-PhCH<sub>2</sub>0 ) -Ph, 


2-F-6-CF 3 -Ph, 


2 -F-6-CF<sub>3</sub>-Ph, 


2-F-6-Cl-Phu 


2 -F-6-Cl-Ph, 


2-F-6-Me-Ph> 


2 -F-6-Me-Ph, 


2-F-6-MeO-Pru 


2 -F-6-MeO-Ph, 


2-F-6-OH-Ph, 


2 -F-6-OH-Ph, 


2-F-6-MeS-Ph, 


2 -F-6-MeS-Ph, 


2-F-5-Cl-Pru 


2 -F-5-Cl-Ph, 


2-F-5-CF 3 -Pru 


2 -F-5-CF<sub>3</sub>-Ph, 


2-F-5-Me-Pin 


2 -F-5-Me-Ph, 


2-F-5-MeO-Pru 


2 -F-5-MeO-Ph, 


2-F-5-OH-Ph, 


2 -F-5-OH-Ph, 


2-F-5-MeS-Ph, 


2 -F-5-MeS-Ph, 


2-F-4-Cl-Phu 


2 -F-4- Cl-Ph, 


2-F-4-CF 3 -Ph, 


2 -F-4- CF<sub>3</sub>-Ph, 


2 -F-4 -Me-Ph, 


2 -F-4- Me-Ph, 


2-F-4-MeO-Ph, 


2 -F-4- MeO-Ph, 


2-F-3-Cl-Ph, 


2 -F-3- Cl-Ph, 


2-F-3-Me-Ph, 


2 -F-3- Me-Ph, 


2-F-3-MeO-Ph, 


2 -F-3- MeO-Ph, 


3-F-2-Cl-Pln 


3 -F-2- Cl-Ph, 
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3-F-2-Me-Pru 


3 -F-2- Me-Ph, 


3-F-2-Me0-Ph, 


3 -F-2- MeO-Ph, 


3-F-4-Cl-Pru 


3 -F-4- Cl-Ph, 


3-F-4-Me-Ph, 


3 -F-4- Me-Ph, 


3-F-4-MeO-Ph, 


3 -F-4- MeO-Ph, 


3-F-5-Cl-Ph, 


3 -F-5-Cl-Ph, 


3-F-5-Me-Ph, 


3 -F-5-Me-Ph, 


3-F-5-MeO-Ph, 


3 -F-5-MeO-Ph, 


3-F-6-Cl-Ph, 


3 -F-6-Cl-Ph, 


3-F-6-Me-Ph, 


3 -F-6-Me-Ph, 


3-F-6-MeO-Ph, 


3 -F-6-MeO-Ph, 


4-F-2-CI-Ph, 


4 -F-2- Cl-Ph, 


4-F-2-Me-Ph, 


4 -F-2- Me-Ph, 


4-F-2-MeO-Prw 


4 -F-2- MeO-Ph, 


4-F-3-Cl-Ph, 


4-F-3-CI-Ph, 


4-F-3-Me-Ph, 


4-F-3-Me-Ph, 


4-F-3-MeO-Ph. 


4 -F-3- MeO-Ph, 


2,4,6-F 3 -Ph, 


2, 4 and 6 -F<sub>3</sub>-Ph, 


2-OH-Ph, 


2 -OH-Ph, 


4-I-Ph, 


4 -I-Ph, 


4-Me0C(0)-Ph, 


4 -MeOC (0 ) -Ph, 


4-MeNHCO-Ph. 


4 -MeNHCO-Ph, 


2,6-Me2-Ph, 


2 and 6 -Me<sub>2</sut»-Ph, 


2,6-(Me0) 2 -P*u 


2 and 6 - (MeO ) <sub>2</sub>-Ph, 


4-(6-F-5-CF 3 -2-Pyridyl)-Pru 


4 - (6 -F-5-CF<sub>3</sub>-2- Pyridyl ) -Ph, 


4-(2-Pyridyl)0-Pru 


4 - (2 -Pyridyl ) O-Ph, 


4-(5-Cl-2-Pyridyl)0-Phu 


4 - (5 -Cl-2- Pyridyl ) O-Ph, 


4-(3-Cl-5-F-2-Pyridyl)0-Pru 


4 - (3 -C1-5-F-2- Pyridyl ) O-Ph, 


4-(5-Cl-2-Thienyl)0-Plu 


4 - (5 -Cl-2- Thienyl ) O-Ph, 


3-CF 3 -Ph, 


3 -CF<sub>3</sub>-Ph, 


2-Br-Ph, 


2 -Br-Ph, 


3-Br-Ph, 


3 -Br-Ph, 


2-MeC(0)-Ph, 


2 -MeC (0 ) -Ph, 


2-I-Ph, 


2 -I-Ph, 


3-I-Ph, 


3 -I-Ph, 
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4-c-Pr-Ph, 


4 -c-Pr-Ph, 


4-(2-Cl-c-Pr)-Ph, 


4 - (2 -Cl-c-Pr ) -Ph, 


4-(2,2-CI 2 -c-Pr)-Pln 


4 - (2 and 2 -CKsub>2</sub>-c-Pr ) -Ph, 


4-(Ph-CH=CH)-Ph, 


4 - (Ph-CH=CH ) -Ph, 


4-(Ph-C = C)-Ph, 


4 - (Ph-C*C ) -Ph, 


4-PhS-Ph, 


4 -PhS-Ph, 


4-HO-Ph. 


4 -HO-Ph, 


4-EtO-Ph, 


4 -EtO-Ph, 


4-PenO-Ph, 


4 -PenO-Ph, 


2-F-3-CF 3 -Ph, 


2 -F-3- CF<sub>3</sub>-Ph 9 


2,3-Me 2 -Ph, 


2 and 3 -Me<sub>2</sub>-Ph, 


3,4-Me 2 -Ph, 


3 and 4 -Me<sub>2</sub>-Ph, 


3,5-Me 2 -Ph, 


3 and 5 -Me<sub>2</sub>-Ph, 


2,3-(MeO) 2 -Ph, 


2 and 3 - (MeO ) <sub>2</sub>-Ph, 


2,4-(MeO) 2 -Ph, 


2 and 4 - (MeO ) <sub>2</sub>-Ph, 


2,5-(MeO) r Ph, 


2 and 5 - (MeO ) <sub>2</sub>-Ph, 


3,5-(MeO) 2 -Ph, 


3 and 5 - (MeO ) <sub>2</sub>-Ph, 


2-F-3-I-Ph, 


2 -F-3- I-Ph, 


2-F-4-I-Ph, 


2 -F-4- I-Ph, 


2-F-5-I-Ph, 


2 -F-5-I-Ph, 


2-F-6-I-Ph, 


2 -F-6-I-Ph, 


2-F-4-EtO-Ph. 


2 -F-4- EtO-Ph, 


2-F-4-PrO-Ph, 


2 -F-4- PrO-Ph, 


2-F-4-i-PrO-Phu 


2 -F-4- i- PrO-Ph, 


2-F-4-BuO-Ph > 


2 -F-4- BuO-Ph, 


2-F-4-s-BuO-Ph, 


2 -F-4- s-BuO-Ph, 


2-F-4-i-Bu0-Plu 


2 -F-4- i- BuO-Ph, 


2-F-4-t-Bu0-Ph. 


2 -F-4- t-BuO-Ph, 


2-F-4-Pen0-Ph, 


2 -F-4- PenO-Ph, 


2-F-4-C2-Me-BuOVPh 


2 -F-4- (2 -Me-RuO ^ -Ph 


2-F-4-(2,2-Me 2 -Pr0)-Ph, 


2 -F-4- (2 and 2 -Me<sub>2</sub>-PrO ) -Ph, 


2-F-4-Hex0-Plu 


2 -F-4- HexO-Ph, 


2-F-4-(2-Et-Hex)0-Ph. 


2 -F-4- (2 -Et-Hex)0-Ph, 


2-F-4-Et-Ph, 


2 -F-4- Et-Ph, 


2-F-4-Pr-Ph, 


2 -F-4- Pr-Ph, 
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2-F-4-Bu-Pru 

2-F-4-s-Bu-P1k 

2-F-4-i-Bu-Ph, 

2-F-4-t-Bu-Ph s 

2-F-4-Pen-Plu 

2-F-4-(2-Me-Bu)-Ph. 

2-F-4-(2,2-Me2-Pr)-Ph, 

2-F-4-Hex-Ph, 

2-F-4-(2-Et-Hex)-Ph > 

2-F-6-PhS-Ph, 

2-F-6-Me 2 N-Ph, 

2-F-6-MeNH-Ph. 

2-F-6-Ph-Ph, 

3,4-methylenedioxy-Ph % 

3,4-ethylenedioxy-Plu 

2-F-3-Br-Pru 

2-F-4-Br-Pru 

2-F-5-Br-Ph, 

2- F-6-Br-Ph, 

3- F-2-Br-Ph % 
3-F-4-Br-Ph, 
3-F-5-Br-Pru 

3- F-6-Br-Pru 

4- F-2-Br-Ph, 
4-F-3-Br-Ph, 
2-Cl-3-Me-Ph. 
2-CI-4-Me-Ph, 
2-Cl-5-Me-Pln 

2- Cl-6-Me-Ph, 

3- Cl-2-Me-Ph, 
3-Cl-4-Me-Ph, 
3-Cl-5-Me-Pru 

3- Cl-6-Me-Pru 

4- Cl-2-Me-Ph, 
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2 -F-4- i- Pr-Ph, 

2 -F-4- Bu-Ph, 

2 -F-4- s-Bu-Ph, 

2 -F-4- i- Bu-Ph, 

2 -F-4- t-Bu-Ph, 

2 -F-4- Pen-Ph, 

2 -F-4- (2 -Me-Bu ) -Ph, 

2 -F-4- (2 and 2 -Me<sub>2</sub>-Pr ) -Ph, 

2 -F-4- Hex-Ph, 

2 -F-4- (2 -Et-Hex ) -Ph, 

2 -F-6-PhS-Ph, 

2 -F-6-Me<sub>2</sub>N- Ph, 
2 -F-6-MeNH-Ph, 

2 -F-6-Ph-Ph 5 

3 and 4 -methylenedioxy-Ph, 
3 and 4 -ethylenedioxy-Ph, 

2 -F-3- Br-Ph, 
2 -F-4- Br-Ph, 
2 -F-5-Br-Ph, 

2 -F-6-Br-Ph, 

3 -F-2- Br-Ph, 
3 -F-4- Br-Ph, 
3 -F-5-Br-Ph, 

3 -F-6-Br-Ph, 

4 -F-2- Br-Ph, 
4 -F-3- Br-Ph, 

2 -CI-3- Me-Ph, 
2 -CI-4- Me-Ph, 
2 -CI-5-Me-Ph, 

2 -Cl-6-Me-Ph, 

3 -Cl-2- Me-Ph, 
3 -Cl-4- Me-Ph, 
3 -CI-5-Me-Ph, 

3 -CI-6-Me-Ph, 

4 -Cl-2- Me-Ph, 
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4-Cl-3-Me-Ptu 


4 -Cl-3- 


Me-Ph, 


2,3-F 2 -4-Me-Phu 


2 and 3 


-F<sub>2</sub>-4- Me-Ph, 


2,3-F 2 -5-Me-Phu 


2 and 3 


-F<sub>2</sub>-5-Me-Ph, 


2,3-F 2 -6-Me-Plu 


2 and 3 


-F<sub>2</sub>-6-Me-Ph, 


2,4-F 2 -3-Me-Plu 


2 and 4 


-F<sub>2</sub>-3- Me-Ph, 


2,4-F 2 -5-Me-Pln 


2 and 4 


-F<sub>2</sub>-5-Me-Ph, 


2,4-F 2 -6-Me-Pln 


2 and 4 


-F<sub>2</sub>-6-Me-Ph, 


2,5 -F 2 -3 -Me-Ph* 


2 and 5 


-F<sub>2</sub>-3- Me-Ph, 


2,5-F 2 -4-Me-Ptn 


2 and 5 


-F<sub>2</sub>-4- Me-Ph, 


2,5-F 2 -6-Me-Ph* 


2 and 5 


-F<sub>2</sub>-6-Me-Ph, 


2,6-F 2 -3 -Me-Ph, 


2 and 6 


-F<sub>2</sub>-3- Me-Ph, 


2,6-F 2 -4-Me-PFn 


2 and 6 


-F<sub>2</sub>-4- Me-Ph, 


2,3-F 2 -4-CI-Ph. 


2 and 3 


-F<sub>2</sub>-4- Cl-Ph, 


2,3-F 2 -5-CI-Ph H 


2 and 3 


-F<sub>2</sub>-5-Cl-Ph, 


2,3-F 2 -6-Cl-Ph s 


2 and 3 


-F<sub>2</sub>-6-Cl-Ph, 


2,4-F 2 -3-Cl-Pln 


2 and 4 


-F<sub>2</sub>-3- Cl-Ph, 


2,4-F 2 -5-Cl-Pln 


2 and 4 


-F<sub>2</sub>-5-Cl-Ph, 


2,4-F 2 -6-Cl-Pln 


2 and 4 


-F<sub>2</sub>-6-Cl-Ph, 


2,5-F 2 -3-Cl-Ph, 


2 and 5 


-F<sub>2</sub>-3- Cl-Ph, 


2,5-F 2 -4-Cl-Ph % 


2 and 5 


-F<sub>2</sub>-4- Cl-Ph, 


2,5-F 2 -6-Cl-Ph, 


2 and 5 


-F<sub>2</sub>-6-Cl-Ph, 


2,6-F 2 -3-Cl-Ptn 


2 and 6 


-F<sub>2</sub>-3- Cl-Ph, 


2,6-F 2 -4-Cl-Ptu 


2 and 6 


-F<sub>2</sub>-4- Cl-Ph, 


2,3-F 2 -4-MeO-Ph % 


2 and 3 


-F<sub>2</sub>-4- MeO-Ph, 


2,3-F 2 -5-MeO-Plu 


2 and 3 


-F<sub>2</sub>-5-MeO-Ph, 


2,3-F 2 -6-MeO-Ptu 


2 and 3 


-F<sub>2</sub>-6-MeO-Ph, 


2,4-F 2 -3-MeO-Ph* 


2 and 4 


-F<sub>2</sub>-3- MeO-Ph, 


2,4-F 2 -5-MeO-Ph > 


2 and 4 


-F<sub>2</sub>-5-MeO-Ph, 


2,4-F 2 -6-MeO-Ph > 


2 and 4 


-F<sub>2</sub>-6-MeO-Ph, 


2,5-F 2 -3-MeO-Ph. 


2 and 5 


-F<sub>2</sub>-3- MeO-Ph, 


2,5-F 2 -4-MeO-Pln 


2 and 5 


-F<sub>2</sub>-4- MeO-Ph, 


2,5-F 2 -6-MeO-Ph > 


2 and 5 


-F<sub>2</sub>-6-MeO-Ph, 


2,6-F 2 -3-MeO-Pk 


2 and 6 


-F<sub>2</sub>-3- MeO-Ph, 


2,6-F 2 -4-MeO-Ph, 


2 and 6 


-F<sub>2</sub>-4- MeO-Ph, 


2,3-F 2 -4-EtO-Ph, 


2 and 3 


-F<sub>2</sub>-4- EtO-Ph, 
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2,3-F 2 -5-EtO-Pru 


2 and 3 -F<sub>2</sub>-5-EtO-Ph, 


2,3-F 2 -6-EtO-Ph, 


2 and 3 -F<sub>2</sub>-6-EtO-Ph, 


2,4-F 2 -3-EtO-Ph. 


2 and 4 -F<sub>2</sub>-3- EtO-Ph, 


2,4-F 2 -5-EtO-Ph, 


2 and 4 -F<sub>2</sub>-5-EtO-Ph, 


2,4-F 2 -6-EtO-Ph, 


2 and 4 -F<sub>2</sub>-6-EtO-Ph, 


2,5-F 2 -3-EtO-Ph, 


2 and 5 -F<sub>2</sub>-3- EtO-Ph, 


2,5-F 2 -4-EtO-Ph > 


2 and 5 -F<sub>2</sub>-4- EtO-Ph, 


2,5-F 2 -6-EtO-Ph, 


2 and 5 -F<sub>2</sub>-6-EtO-Ph, 


2,6-F 2 -3-EtO-Ph. 


2 and 6 -F<sub>2</sub>-3- EtO-Ph, 


2,6-F 2 -4-EtO-Ph > 


2 and 6 -F<sub>2</sub>-4- EtO-Ph, 


2,3-F 2 -4-Et-Ph, 


2 and 3 -F<sub>2</sub>-4- Et-Ph, 


2,3-F 2 -5-Et-Ph, 


2 and 3 -F<sub>2</sub>-5 -Et-Ph, 


2,3-F 2 -6-Et-Ph, 


2 and 3 -F<sub>2</sub>-6-Et-Ph, 


2,4-F 2 -3-Et-PIu 


2 and 4 -F<sub>2</sub>-3- Et-Ph, 


2,4-F 2 -5-Et-Ph, 


2 and 4 -F<sub>2</sub>-5 -Et-Ph, 


2,4-F 2 -6-Et-Ph. 


2 and 4 -F<sub>2</sub>-6-Et-Ph, 


2,5-F 2 -3-Et-Ph, 


2 and 5 -F<sub>2</sub>-3- Et-Ph, 


2,5-F 2 -4-Et-Ph, 


2 and 5 -F<sub>2</sub>-4- Et-Ph, 


2,5-F 2 -6-Et-Ph. 


2 and 5 -F<sub>2</sub>-6-Et-Ph, 


2,6-F 2 -3-Et-Ph, 


2 and 6 -F<sub>2</sub>-3- Et-Ph, 


2,6-F 2 -4-Et-Ph, 


2 and 6 -F<sub>2</sub>-4- Et-Ph, 


2,3-F 2 -4-Br-Pru 


2 and 3 -F<sub>2</sub>-4- Br-Ph, 


2,3 -F 2 -5 -Br-Ph % 


2 and 3 -F<sub>2</sub>-5-Br-Ph, 


2,3-F 2 -6-Br-Pru 


2 and 3 -F<sub>2</sub>-6-Br-Ph, 


2,4-F 2 -3-Br-Pru 


2 and 4 -F<sub>2</sub>-3- Br-Ph, 


2,4-F 2 -5-Br-Pru 


2 and 4 -F<sub>2</sub>-5 -Br-Ph, 


2,4-F 2 -6-Br-Prw 


2 and 4 -F<sub>2</sub>-6-Br-Ph, 


2,5-F 2 -3-Br-Ph. 


2 and 5 -F<sub>2</sub>-3- Br-Ph, 


2,5-F 2 -4-Br-Phu 


2 and 5 -F<sub>2</sub>-4- Br-Ph, 


2,5-F 2 -6-Br-Pru 


2 and 5 -F<sub>2</sub>-6-Br-Ph, 


2,6-F 2 -3-Br-Pru 


2 and 6 -F<sub>2</sub>-3- Br-Ph, 


2,6-F 2 -4-Br-Pru 


2 and 6 -F<sub>2</sub>-4- Br-Ph, 


2,6-F 2 -4-Pr-Pru 


2 and 6 -F<sub>2</sub>-4- Pr-Ph, 


2,6-F 2 -4-i-Pr-Pru 


2 and 6 -F<sub>2</sub>-4- i- Pr-Ph, 


2,6-F 2 -4-c-Pr-Pru 


2 and 6 -F<sub>2</sub>-4- c-Pr-Ph, 
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2,6-F 2 -4-Bu-Pru 

2,6-F 2 -4-i-Bu-Ph, 

2,6-F 2 -4-s-Bu-Plu 

2,6-F 2 -4-t-Bu-Ph. 

2,6-F 2 -4-Pen-Ph, 

2,6-F 2 -4-Hex-Plu 

2,6-F 2 -4-Ph-Piu 

2,6-F 2 -4-PhCH 2 -Plu 

2,6-F 2 -4-PrO-Ph. 

2,6-F 2 -4-i-PrO-Ph, 

2,6-F 2 -4-c-PrO-Pln 

2,6-F 2 -4-BuO-P1k 

2,6-F 2 -4-i-BuO-Ph, 

2,6-F 2 -4-s-BuO-Ph* 

2,6-F 2 -4-t-BuO-Plu 

2,6-F 2 -4-PenO-Pru 

2,6-F 2 -4-HexO-Ph. 

2,6-F 2 -4-PhO-Plu 

2,6-F 2 -4-PhCH 2 0-Ph, 

2-F-6-Cl-3-MeO-Ph, 

2-F-6-Cl-4-MeO-Pru 

2-F-6-Cl-5-MeO-Ph s 

2-F-6-Cl-3-Me-Ph, 

2-F-6-Cl-4-Me-Ph, 

2-F-6-Cl-5-Me-Ph, 

2-F-6-MeO-3-Cl-Phu 

2-F-6-MeO-4-Cl-Ph, 

2-F-6-MeO-5-Cl-Ph, 

2-F-6-MeO-3-Me-Ph, 

2-F-6-MeO-4-Me-Ph, 

2-F-6-MeO-5-Me-Ph s 

4-HepO-Ph, 

4-OctO-Ph, 

4-NonO-Ph, 

4-DecO-Ph. 



2 and 6 -F<sub>2<7sub>-4- 


Bu-Ph, 


2 and 6 -F<sub>2</sub>-4- 


i- Bu-Ph, 


2 and 6 -F<sub>2</sub>-4- 


s-Bu-Ph, 


2 and 6 -F<sub>2</sub>-4- 


t-Bu-Ph, 


2 and 6 -F<sub>2</sub>-4- 


Pen-Ph, 


2 and 6 -F<sub>2</sub>-4- 


Hex-Ph, 


2 and 6 -F<sub>2</sub>-4- 


Ph-Ph, 


2 and 6 -F<sub>2</sub>-4- 


PhCH<sub>2</sub>-Ph, 


2 and 6 -F<sub>2</sub>-4- 


PrO-Ph, 


2 and 6 -F<sub>2</sub>-4- 


i- PrO-Ph, 


2 and 6 -F<sub>2</sub>-4- 


c-PrO-Ph, 


2 and 6 -F<sub>2</sub>-4- 


BuO-Ph, 


2 and 6 -F<sub>2</sub>-4- 


i- BuO-Ph, 


2 and 6 -F<sub>2</sub>-4- 


s-BuO-Ph, 


2 and 6 -F<sub>2</sub>-4- 


t-BuO-Ph, 


2 and 6 -F<sub>2</sub>-4- 


PenO-Ph, 


2 and 6 -F<sub>2</sub>-4- 


HexO-Ph, 


2 and 6 -F<sub>2</sub>-4- 


PhO-Ph, 


2 and 6 -F<sub>2</sub>-4- 


PhCH<sub>2</sub>0-Ph, 


2 -F-6-C1-3- MeO-Ph, 




2 -F-6-C1-4- MeO-Ph, 




2 -F-6-Cl-5-MeO-Ph, 




2 -F-6-C1-3- Me-Ph, 




2 -F-6-C1-4- Me-Ph, 




2 -F-6-Cl-5-Me-Ph, 




2 -F-6-MeO-3- Cl-Ph, 




2 -F-6-MeO-4- Cl-Ph, 




2 -F-6-MeO-5-Cl-Ph, 




2 -F-6-MeO-3- Me-Ph, 




2 -F-6-MeO-4- Me-Ph 




2 -F-6-MeO-5-Me-Ph, 




4 -HepO-Ph, 




4 -OctO-Ph, 




4 -NonO-Ph, 




4 -DecO-Ph, 
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4-UndecO-Ph, 

4-DodecO-Ph, 

4-Hep-Ph, 

4-Oct-Ph, 

4-Non-Ph, 

4-Dec-Ph. 

4-Undec-Ph % 4-Dodec-Ph , 2-Cl-4-HepO-Ph , 
2-Cl-4-OctO-Ph , 2-Cl-4-NonO-Ph 
2-Cl-4-DecO-Ph , 2-Cl-4-UndecO-Ph % 
2-Cl-4-DodecO-Ph , 2-Cl-4-Hep-Ph , 
2-Cl-4-Oct-Ph, 2-Cl-4-Non-Ph, 2-Cl-4-Dec-Ph , 

2- Cl-4-Undec-Ph „ 2 -CI -4 -Dodec-Ph , 

3- Cl-4-HepO-Ph % 3-Cl-4-OctO-Ph 
3-Cl-4-NonO-Ph . 3-Cl-4-DecO-Ph 
3-Cl-4-UndecO-Ph , 3-Cl-4-DodecO-Ph , 
3-Cl-4-Hep-Ph, 3 -CI -4 -Oct-Ph. 3 -Cl-4 -Non-Ph, 
3-Cl-4-Dec-Ph 
3-Cl-4-Dodec-Ph 
2-F-4-OctO-Ph 
2-F-4-DecO-Ph 
2-F-4-DodecO-Ph 



3-CI-4-Undec-Ph 
2-F-4-HepO-Ph 
2-F-4-NonO-Ph 
2-F-4-UndecO-Ph 
2-F-4-Hep-Ph 



2-F-4-Oct-Ph , 2-F-4-Non-Ph , 2-F-4-Dec-Ph , 

2- F-4-Undec-Ph . 2-F-4-Dodec-Ph 

3- F-4-HepO-Ph , 3-F-4-OctO-Ph 
3-F-4-NonO-Ph . 3-F-4-DecO-Ph 
3-F-4-UndecO-Ph , 3-F-4-DodecO-Ph , 
3-F-4-Hep-Ph % 3-F-4-Oct-Ph % 3-F-4-Non-Ph , 



2-Cl-3-MeO-Ph 

2- Cl-5-MeO-Ph 

3- Cl-2-MeO-Ph 

3- Cl-5-MeO-Ph 

4- Cl-2-MeO-Ph 
2-Me-3-MeO-Ph 

2- Me-5-MeO-Ph 

3- Me-2-MeO-Ph 

3- Me-5-MeO-Ph 

4- Me-3-MeO-Ph 
3-F-4-Undec-Ph 



2-Cl-4-MeO-Ph 

2- Cl-6-MeO-Ph 

3- Cl-4-MeO-Ph 

3- Cl-6-MeO-Ph 

4- Cl-3-MeO-Ph 
2-Me-4-MeO-Ph 

2- Me-6-MeO-Ph 

3- Me-4-MeO-Ph 
3-Me-6-MeO-Ph 

3-F-4-Dec-Ph 
3-F-4-Dodec-Ph fe <fe 



IS 



2,4,6-Me 3 -Ph HA<fclf b*t* 0 
[0089] 



*c)\,7,)\,?4-)\, s 



4 -UndecO-Ph, 
4 -DodecO-Ph, 
4 -Hep-Ph, 
4 -Oct-Ph, 
4 -Non-Ph, 
4 -Dec-Ph, 

You can list 4 -Undec-Ph, 4- Dodec-Ph, 2- Cl-4- HepO-Ph, 2- 
Cl-4- OctO-Ph, 2- Cl-4- NonO-Ph, 2- Cl-4- DecO-Ph, 2- 
Cl-4- UndecO-Ph, 2- Cl-4- DodecO-Ph, 2- Cl-4- Hep-Ph, 2- 
Cl-4- Oct-Ph, 2- Cl-4- Non-Ph, 2- Cl-4- Dec-Ph, 2- Cl-4- 
Undec-Ph, 2- Cl-4- Dodec-Ph, 3- Cl-4- HepO-Ph, 3- Cl-4- 
OctO-Ph, 3- Cl-4- NonO-Ph, 3- Cl-4- DecO-Ph, 3- Cl-4- 
UndecO-Ph, 3- Cl-4- DodecO-Ph, 3- Cl-4- Hep-Ph, 3- Cl-4- 
Oct-Ph, 3- Cl-4- Non-Ph, 3- Cl-4- Dec-Ph, 3- Cl-4- 
Undec-Ph, 3- Cl-4- Dodec-Ph, 2- F-4- HepO-Ph, 2- F-4- 
OctO-Ph, 2- F-4- NonO-Ph, 2- F-4- DecO-Ph, 2- F-4- 
UndecO-Ph, 2- F-4- DodecO-Ph, 2- F-4- Hep-Ph, 2- F-4- 
Oct-Ph, 2- F-4- Non-Ph, 2- F-4- Dec-Ph, 2- F-4- Undec-Ph, 2- 
F-4- Dodec-Ph, 3- F-4- HepO-Ph, 3- F-4- OctO-Ph, 3- F-4- 
NonO-Ph, 3- F-4- DecO-Ph, 3- F-4- UndecO-Ph, 3- F-4- 
DodecO-Ph, 3- F-4- Hep-Ph, 3- F-4- Oct-Ph, 3- F-4- Non-Ph, 
2- Cl-3- MeO-Ph, 2- Cl-4- MeO-Ph, 2- Cl-5-MeO-Ph, 2- 
CI-6-MeO-Ph, 3- Cl-2- MeO-Ph, 3- Cl-4- MeO-Ph, 3- 
Cl-5-MeO-Ph, 3- Cl-6-MeO-Ph, 4- Cl-2- MeO-Ph, 4- Cl-3- 
MeO-Ph, 2- Me-3- MeO-Ph, 2- Me-4- MeO-Ph, 2- 
Me-5-MeO-Ph, 2- Me-6-MeO-Ph, 3- Me-2- MeO-Ph, 3- 
Me-4- MeO-Ph, 3- Me-5-MeO-Ph, 3- Me-6-MeO-Ph, 4- 
Me-3- MeO-Ph, 3- F-4- Dec-Ph, 3- F-4- Undec-Ph, 3- F-4- 
Dodec-Ph and 2, 4 and 6 -Me<sub>3</sub>-Ph etc. 



[0089] 
In Y*, 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>K/sub>~C<sub>6</sub>alkyl , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfinyl , 
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r c TS^ttTi>rt<fet^x-;u c,~c 6 7)i 
R c T?fflft*tiri^rt«fcL^i-;u c,~c 6 7;u 

t^x- ;U C,~C 6 7;U*;U*;U7tf-JU**vT* 

l.(3.i7PP7i-Jb)IfJk 2-7xx;UX^JU % 
Mf il/-l-7i-il/Xf;b, l-(4-^PP7i- 

ju)-i-^;ux^u s i.(3^pp7i-jb)-i^f 
;ux*;k l-^xx./u^pt^u, 2-*7x-^pe 
3-7xx;u^ae;u, l-?x=JU3^;U* 2-7 

;u-i-7xx;u^ae^, i-^;u-2-7 
xx;u^Pt°;U. l->^;U-3-7xx;b3fpt°;i/. 
2->f 1 JU-2-7xx;u^ , Pt (> ;u,2-(4-^PP7xx 

f-JU* 5-7xXM,/<:/^;i,, 

i^f;k2-7x-;^f;k i->^u-3- 
7i-;^fJk i-^;u-4-^xx;u^;u, 2-* 

f Jl,.2-7i-;i/^f JU, 2-(4^PP7i-;i/)-2- 

f^U, l-7i-;i/A*i/Jk2-7i-M+i/ 
;U % 3-7i-Jl/A+y;^ 4-7x-Jl,/\4v;k 
5-7xx;u/s+vJU, 6-7xx;u/\^>;u % 
jkl-7xz;^>fj^ l->T;U-2-7xx;u/<> 
^;U, l-^fik3-7x-J^>fjk l-^JU-4- 
7x-M>fik 2->fik2-7x-J^>f 
Jk2.(4.-5PP7xZ^).2^fj^>fJl/fc<); 
t/2->^;L/-2-(3-^^;L/7xx;U)K>^;m/j<fe 

[0090] 

v <D^aizfci+^, r c -ca«*tiTL^rtckt^ 

7x-jb c n c 6 7;m^>tLri*, filS^tcl* 

+y,2^PP^ymvJ^P^>i/ 
;u**v ,4-^pp *>v;u;>Mr v . 4->^;u^< 
>s?;u**S/, 4-t-^y;uK>s?ju^s/ % 2-> 
^"Ov^+v, 2-*h*v'<>i;;u7f-* 

2/ % 1.7xZjHf;^+v> l-(3^PP7x- 
;i,)xf ^t+v> 2-7xz;nf ;i,t+y, 1-/ 
^U-l-^xxjUX^U*-*^ l-(4-^PP7xx: 
^>l->fJHf*t^> % l.(3-^PP7x- 

;u)-i->^;ux^;u^v % i-7xx;^pt°;i/ 
2-7xx;u^Pt°;U^v, 3-^xxyu^ 



2003-6-20 

With R<sup>c</sup> optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>c</sup> with optionally substitutable phenyl 
C<sub>l</sub>-C<sub>6</sub>alkyl carbonyl and 
R<sup>c</sup> it is defined with the optionally substitutable 
phenyl C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl oxy , 
as optionally substitutable phenyl 

C<sub>l</sub>~C<sub>6</sub>alkyl with R<sup>c</sup>, 
benzyl , 2- chloro benzyl , 3- bromo benzyl , 4- chloro 
benzyl , 4- methylbenzyl , 4- t-butyl benzyl , 2- 
methylbenzyl , 2- methoxy benzyl , 1- phenylethyl , 1- (3 
-chlorophenyl ) ethyl , 2- phenylethyl , 1- methyl -1- 
phenylethyl , 1- (4 -chlorophenyl ) - 1 -methylethyl , 1- (3 
-chlorophenyl ) - 1 -methylethyl , 1- phenyl propyl , 2- phenyl 
propyl , 3- phenyl propyl , 1- phenyl butyl , 2- phenyl butyl , 
3- phenyl butyl , 4- phenyl butyl , 1- methyl -1- phenyl 
propyl , 1- methyl -2- phenyl propyl , 1- methyl -3- phenyl 
propyl , 2- methyl -2- phenyl propyl , 2- (4 -chlorophenyl ) - 2 
-methylpropyl , 2- methyl -2- (3 -methylphenyl ) propyl , 1- 
phenyl pentyl , 2- phenyl pentyl , 3- phenyl pentyl , 4- phenyl 
pentyl , 5-phenyl pentyl , 1- methyl -1- phenyl butyl , 1- 
methyl -2- phenyl butyl , 1- methyl -3- phenyl butyl , 1- 
methyl -4- phenyl butyl , 2- methyl -2- phenyl butyl , 2- (4 
-chlorophenyl ) - 2 -methyl butyl , 2- methyl -2- (3 
-methylphenyl ) butyl , 1- phenyl hexyl , 2- phenyl hexyl , 3- 
phenyl hexyl , 4- phenyl hexyl , 5-phenyl hexyl , 6-phenyl 
hexyl , 1- methyl -1- phenyl pentyl , 1- methyl -2- phenyl 
pentyl , 1- methyl -3- phenyl pentyl , 1- methyl -4- phenyl 
pentyl , 2- methyl -2- phenyl pentyl , 2- (4 -chlorophenyl )- 2 
-methyl pentyl and 2 -methyl -2- you can list (3 
-methylphenyl ) pentyl etc as phenyl alkyl of straight chain or 
branched . 



[0090] 

benzyloxy , 2- chloro benzyloxy , 3- bromo benzyloxy , 4- 
chloro benzyloxy , 4- methylbenzyl oxy , 4- t-butyl 
benzyloxy , 2- methylbenzyl oxy , 2- methoxy benzyloxy , 1- 
phenylethyl oxy , 1- (3 -chlorophenyl ) ethyl oxy , 2- 
phenylethyl oxy , 1- methyl -1- phenylethyl oxy , 1- (4 
-chlorophenyl ) - 1 -methylethyl oxy , 1- (3 -chlorophenyl ) - 
1 -methylethyl oxy , 1- phenyl propyl oxy , 2- phenyl propyl 
oxy , 3- phenyl propyl oxy , 1- phenyl butyl oxy , 2- phenyl 
butyl oxy , 3- phenyl butyl oxy , 4- phenyl butyl oxy , 1- 
methyl -1- phenyl propyl oxy , 1- methyl -2- phenyl propyl 
oxy , 1- methyl -3- phenyl propyl oxy , 2- methyl -2- phenyl 
propyl oxy , 2- (4 -chlorophenyl ) - 2 -methyl -propyl oxy , 2- 
methyl -2- (3 -methylphenyl ) propyl oxy , 1- phenyl 
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n\f)i***/ % i-7x-;u:?^;u;j-*v,2-7x 
7i-ji/^fii/t+v, i->^u-i-7x-;u:?p 

)\,-2-Z?n-)\,Z?u£ )\,** 
;U-2-7x-;U^Pt°JU7|-^V, 2-(4-^7PP7x- 

;u)-2-y^;i/-^Pt°;u^+v, 2-^;u-2-(3->^ 
;i/7xr.;u)^ne;u+*v, l^x^jU'Oyju 
?Mrv, 2-7i- ;u^>^;ut)-+v, 3-7x_;u 
^>t;u^-+v, 4-7x^;u^>^;u^+v. 5- 
7x-j^>f;i/t*v> i-^;u-i-7x-^ 
;u-2-7x-;u^;u^+v. 
i-^^;u-3-7x-;u^;u^-^v % i->^;u-4-7 

x- ;U^;U7|-*Vs 2-^U-2-7x~ 
t^>,2-(4^PP7i-JI/)-2^fi^f;i,t 
+V,2->^;i/-2-(3->5 1 ;U7xx:;U)^5 1 ;U++ 
V, l-7i-j^4rv;i/t*y > 2-7i-;i/^+ 
V^TMrV. 3-7x-Jl/^yJl/t^rV, 4-7x 

>, 6-7x-;^+v;bt*v, i-y^;u-i-7x 
;l^*v, i-^;u-3-7x-;u^>5 1 ;u7t-+v, 

l-^;U-4-7x- JU^>^U7Mr*X 2->^;U-2- 
7i-j^>f;i/t + V, 2-(4-^7PP7x- 

;u)-2-/^u^>^u**vfc<fct/ 2-/^;u 
-2K3-^;u7i-;u)^>^;u^-*5/«36<&if& 

[0091] 

v icfcit^K r c r*s»**iTi^rti<fe^7xy+ 

5/*J*tf R c T*B&£ftT^Ttcfc^7x/*v*i 

<fet>7xy+v<!:LTli. 7x/**> x 2-7;u*-p 

7xy+v, 3-7;U^P7x/+V, 4-7;U^"P7x 
y^rV, 2^P07i^y, 3-<7PP7x/*v, 
4^PP7xy+v % 2-3? P^E7x/+v s 3-^ r P : E 
7x/+*X 4-^ r P : E7x/+v. 4-3— K7x/* 
V,2,4-V^PP7x/*v, 3 J 4-y^PP7i;* 
V, 2,6-v7JUtP7x/^v, 2,6-V^PP7x/ 
2-7;U7f-P-4-^PP7xy+v % 2,3,4,5,6- 
^>^tP7xy^y, 2->^;U7x/*v. 
3->^;U7xy*v, 4->5 1 ;U7xy^rV, 2,5-v* 
^ J /U7xy^rv % 4->5 1 ;U-2,3,5,6- J f h^7;U^-P 
7x/*v, 2->Mri>7x/*v, 3-*h*v7x/ 
4^h+y7xy^y, 2,6-v;*h*v7x/ 
S^-V^MrV^x/^X 3,4,5-HJ* h+v 
7x/^y s 2-hU7;U7f-Py : f ;U7x/^rv. 3-h 
U7;U*P^;U7x/*vfcJ:tf 4-h'j7;U7|-P 

^;U7x/+v^A<feifbti^o 
[0092] 

Y' iztiifZs 



pentyloxy , 2- phenyl pentyloxy , 3- phenyl pentyloxy , 4- 
phenyl pentyloxy , 5-phenyl pentyloxy , 1- methyl -1- phenyl 
butyl oxy , 1- methyl -2- phenyl butyl oxy , 1- methyl -3- 
phenyl butyl oxy , 1- methyl -4- phenyl butyl oxy , 2- methyl 
-2- phenyl butyl oxy , 2- (4 -chlorophenyl ) - 2 -methyl butyl 
oxy , 2- methyl -2- (3 -methylphenyl ) butyl oxy , 1- phenyl 
hexyloxy , 2- phenyl hexyloxy , 3- phenyl hexyloxy , 4- 
phenyl hexyloxy , 5-phenyl hexyloxy , 6-phenyl hexyloxy , 1- 
methyl -1- phenyl pentyloxy , 1- methyl -2- phenyl 
pentyloxy , 1- methyl -3- phenyl pentyloxy , 1- methyl -4- 
phenyl pentyloxy , 2- methyl -2- phenyl pentyloxy , 2- (4 
-chlorophenyl ) - 2 -methyl pentyloxy and 2 -methyl -2- you 
canlist (3 -methylphenyl ) pentyloxy etc as phenyl alkoxy of 
straight chain or branched as optionally substitutable phenyl 
C<sub>l</sub>~C<sub>6</sub>alkoxy with the 
R<sup>c</sup>, in defining Y*. 



[0091] 

In Y*, with R<sup>c</sup> with optionally substitutable 
phenoxy and R<sup>c</sup> it isdefined with optionally 
substitutable phenoxy carbonyl , you can list phenoxy , 2- 
fluorophenoxy , 3- fluorophenoxy , 4- fluorophenoxy , 2- 
chlorophenoxy , 3- chlorophenoxy , 4- chlorophenoxy , 2- 
bromo phenoxy , 3- bromo phenoxy , 4- bromo phenoxy , 4- 
iodo phenoxy , 2, 4- dichloro phenoxy ,3,4- dichloro 
phenoxy , 2, 6-difluoro phenoxy , 2, 6-dichIoro phenoxy , 2- 
fluoro -4- chlorophenoxy , 2, 3, 4, 5, 6-penta fluorophenoxy , 
2- methyl phenoxy , 3- methyl phenoxy , 4- methyl phenoxy , 
2, 5-dimethyl phenoxy , 4- methyl -2, 3, 5, 6-tetrafluoro 
phenoxy , 2- methoxy phenoxy , 3- methoxy phenoxy , 4- 
methoxy phenoxy , 2, 6-dimethoxy phenoxy ,3,4- dimethoxy 
phenoxy , 3, 4, 5-trimethoxy phenoxy , 2- trifluoromethyl 
phenoxy , 3- trifluoromethyl phenoxy and 4 -trifluoromethyl 
phenoxy etc with R<sup>c</sup> as optionally substitutable 
phenoxy . 



[0092] 
In Y* 
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R c T?E&£tlTUT ; fcJa^'VTP7'J-^7Jl' 
R c T-S&£*lTl^Ti<Ja^T L 07'J-n<X;U 

R c T-M&£;h/C^Ti<U^7 L n7 l J-;u<!:LT 

I*, 

2-7VU*D:7 : 7>-3-'Ok 

**-9-7-;u-2-f,/k 
2->^ux;u:7i^u**+>-V-,iu-4->Ok 

2-^ Ptl,3,4-f7v7 , /-;i'-5^JW 

l,2,4-T7v77-JU-5-f;k 

1.2.4- HJ77-;U-l->Ok 

1.2.3- HJ77-./U-l-Ok 
l,2,3 > 4--rh77-;U-l--r;U, 

6-/h*$/tf'J5S»-2-<Ok 

eu?i?>-3-ok 

1.3.5- h'J7v>-2-Y;U, 

1.2.4- h'J7v>-6H-;k 

l-^nf?*./— ;u-5-<<;k 

l-7X=JHf57— 

i-7x— ;uif57— ;u-4-'Ok 
i-/5=-;M-7;u^-Pb?7y— ;u-5-ou» 

\-*=f-)\,-A--?)\,*U\£=?y—)\,-2-4)\, > 

i-*^;u-3-:?;u*p fc 0 77-;u-4-'0k 
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With R<sup>c</sup> optionally substitutable heteroaryl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
sulfinyl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
sulfenyl , 

With R<sup>c</sup> optionally substitutable heteroaryl 
sulfonyl , 

With R<sup>c</sup> with optionally substitutable heteroaryl 
carbonyl and R<sup>c</sup> it is defined with the optionally 
substitutable heteroaryl carbonyl oxy , 

With R<sup>c</sup> as optionally substitutable heteroaryl , 

2 -fluoro furan -3- yl , 

3 -cyanopyrrole -1- yl , 
oxazole -2- yl , 

2 -methyl sulfenyl oxazole -4- yl , 

2 -methyl sulfonyl -1,3, 4- oxadiazole -5-yl , 

2 -bromo -1, 3, 4- thiadiazole -5-yl , 

1, 2 and 4 -oxadiazole -3- yl , 

1, 2 and 4 -thiadiazole -5-yl , 

l,2and4-triazole-l-yl, 

l 5 2and3-triazole-l-yl, 

1, 2, 3 and 4 -tetrazole -1- yl , 

6 -methoxy pyrimidine -2- yl , 

pyridazine -3- yl , 

1, 3 and 5 -triazine -2- yl , 

1, 2 and 4 -triazine -6-yl , 

1 -methyl pyrazole -5-yl , 

1 -methyl pyrazole -4- yl , 

1 -methyl pyrazole -3- yl , 

1 -phenylpyrazole -5-yl , 

1 -phenylpyrazole -4- yl , 

1 -phenylpyrazole -3- yl , 

1 -methyl -4- fluoro pyrazole -5-yl , 

1 -methyl -4- fluoro pyrazole -3- yl , 

1 -methyl -3- fluoro pyrazole -4- yl , 
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l-^UO-^PPfc?^— ;U-5-*OK 

i-^;u-5^pnt°77-;u-3--r;u. 
l-^u-s-^pptf^-/-- ;u-4->f;u % 

i-y^;u-3-i;7;u^-p^ppy^;utf5i/"--;u-4- 
l-y^^^-h'j^^Ti-p^^^-s-yh+ve^y 

i->^;u-4->h+v^;u7fC-;ut 0: 77-;u-5-< 
i-y^;i/-4-^h*i/*;u/f?-;utf7i/-;u-3-f 

l-^;U-3-<7PP-4->h^v*;U7t?ZL/l,e77— 

i->*;u-3-$p p-4-xh+v*;u7fC- ;ut°v7— 
;u-5-*Ok 

i.>^;u-4-xh^rv*;U7H-;ut 0: 57--;u-3-^ 
M-S/^utf^/— ;u-3--Ok 



-methyl -3- fluoro pyrazole -5-yl , 
-methyl -5-fluoro pyrazole -3- yl , 
-methyl -5-fluoro pyrazole -4- yl , 
-methyl -4- chloro pyrazole -5-yl , 
-methyl -4- chloro pyrazole -3- yl , 
-methyl -3- chloro pyrazole -4- yl , 
-methyl -3- chloro pyrazole -5-yl , 
-methyl -5-chloro pyrazole -3- yl , 
-methyl -5-chloro pyrazole -4- yl , 
-methyl -3- bromo pyrazole -4- yl , 
-methyl -3- phenylpyrazole -4- yl , 
-methyl -5-nitro pyrazole -4- yl , 
-methyl -3- trifluoromethyl pyrazole -4- yl , 

-methyl -3- difluoro chloromethyl pyrazole -4- yl , 

-methyl -3- trifluoromethyl -5-methoxy pyrazole -4- yl , 

-methyl -5 -trifluoromethyl pyrazole -3- yl , 

-methyl -4- methoxy car bony 1 pyrazole -5-yl , 

-methyl -4- methoxy carbonyl pyrazole -3- yl , 

-methyl -5-methoxycarbonyl pyrazole -3- yl , 

-methyl -3- chloro -4- methoxycarbonyl pyrazole -5-yl , 

-methyl -3- chloro -4- ethoxy carbonyl pyrazole -5-yl , 

-methyl -4- ethoxy carbonyl pyrazole -3- yl , 

and 4 -dimethyl pyrazole -5-yl , 
and 4 -dimethyl pyrazole -3- yl , 
and 3 -dimethyl pyrazole -4- yl , 
and 3 -dimethyl pyrazole -5-yl , 
and 5 -dimethyl pyrazole -3- yl , 
and 5 -dimethyl pyrazole -4- yl , 
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1.3- v^^;u-5->h+vt 0: 77-;u-4-f;u, 
i,3 f 5-Mjy*;wf5 % -/— ;u-4-*Ok 

i s 3-v^^^-4.^hpe57-;u-5->r;u. 

l-7x-;U-3 5 5-V^PPt 0: 7y-;U-4-><;U, 

i-(2-t°gv;u)-3,5-v<7PPt 0 Ty-;u-4-^;u, 
l-^x-^-s-^ue^y-^-^k 

i-7x^;u-5-hU7^p>^;ut 0 ^7-;u-4--r 
;k 

i-y^;u-3-^pp-5-^5 1 ;u^7|-b:57-;u-4--r 
;k 

i->^;u-t?p— ;u-2-*Ok 
i->^;u-tfp— ;u-3--f;u, 
i->^;u-4.KU^;u^p^;uep-;u-5-f;u, 
?v>-2->Ok 

77>-3--f;U, 

2,5-v>^;u^ : 7>-3--r;u. 

2.4- v>^;u^>-3-^;u, 
^^x>-2-^;u, 
^7x>-3--f;u, 
5-^x-;u^7|-^x>.2-^;i/, 
5-^;u^7x>-2--f;u % 

S-^P^+^x^-Ok 



1 and 5 -dimethyl -4- chloro pyrazole -3- yl , 

1 and 3 -dimethyl -5-chloro pyrazole -4- yl , 

1 and 3 -dimethyl -5-fluoro pyrazole -4- yl , 

1 and 3 -dimethyl -5-methoxy pyrazole -4- yl , 

1, 3 and 5 -trimethyl pyrazole -4- yl , 

1 and 3 -dimethyl -4- chloro pyrazole -5-yl , 

1 and 3 -dimethyl -4- fluoro pyrazole -5-yl , 

1 and 3 -dimethyl -4- nitro pyrazole -5-yl , 

1 and 3 -dimethyl -4- methoxy pyrazole -5-yl , 

1 -methyl -3, 5-dichloro pyrazole -4- yl , 

1 -methyl -3, 5-difluoro pyrazole -4- yl , 

1 -phenyl -3, 5-dichloro pyrazole -4- yl , 

1 -phenyl -3, 5-difluoro pyrazole -4- yl , 

1 - (2 -pyridyl ) - 3 and 5 -dichloro pyrazole -4- yl , 

1 -phenyl -5-methyl pyrazole -4- yl , 

1 -phenyl -5-trifluoromethyl pyrazole -4- yl , 

1 -phenyl -5-difluoro chloromethyl pyrazole -4- yl , 

1 -t-butyl -5-methyl pyrazole -4- yl , 

1 -methyl -3- chloro -5-methylthio pyrazole -4- yl , 

1 -methyl -pyrrole -2- yl 5 
1 -methyl -pyrrole -3- yl , 

1 -methyl -4- trifluoromethyl pyrrole -5-yl , 
furan -2- yl , 

furan -3- yl , 

5 -methyl furan -2- yl , 

5 -phenyl furan -2- yl , 

2 and 5 -dimethyl furan -3- yl , 
2 and 4 -dimethyl furan -3- yl , 
thiophene -2- yl , 
thiophene -3- yl , 

5 - [feniruchiofen ] - 2 -yl , 
5 -methyl thiophene -2- yl , 
5 -bromo thiophene -2- yl , 
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5-3— K^^x>-2W;u, 
5--hn^^x>-3-<;u, 

3->^;i/^^-7x>-2-^jU, 
3->h+v^7x>-2-^;U, 

3-^;u^p^^x>-2--<;u, 
^7 v /-;u-4-*Ok 

*77-;i/-2-*0k 
2,4-v^;u^77-;u-5-^;u, 

2-^DP-4->^;u^7V r -;u-5-f;u, 

2-^pp-4-h f j^;u^-p>^ 1 ;u j ? 1 7v r -;u-5--r 

2^f;M-hU7;i/tP>f;i/f7y-JI/-5--f 

2-^f;M-xf^f7y-;i/-5^Jk 

2^P : E-4-Xf;bf7y-;i/-5^/k 

2-x^;u-4->^u^77— ;u-5--<;ix. 
2-yH^v-4-y^;u^7y-;u-5-^;u. 
2-^pp-4^;u^-p^7 > y— ;i/-5--<;u, 

2-7xZL;u.4-Xh4rV*;U7t?-;U : ? 1 7\/-;U-5- 

2-^pp^7 % /-;u-4--<;u. 

2- >^;u*77-;u-4-^k 
i-7x-;u-5->^;u^ti-y-;u-4--r;u, 

3- ^>v;u^i/-5-y^;u-rv^7y-;u-4--r 

4- ^pp-5-xh+v*;U7K-;u-fv^7i/— ;u 

-3-*Ok 



3 -bromo thiophene -2- yl , 

4 and 5 -dibromo thiophene -2- yl , 

5 -iodo thiophene -2- yl s 

5 -chloro thiophene -2- yl , 

5 -phenyl -2- methyl thiophene -3- yl , 

5 -nitro thiophene -3- yl , 

3 -methyl thiophene -2- yl , 

3 -chloro thiophene -2- yl , 

3 -methoxy thiophene -2- yl , 

3 -fluoro thiophene -2- yl , 

thiazole -4- yl , 

thiazole -5-yl , 

thiazole -2- yl , 

2 and 4 -dimethyl thiazole -5-yl , 

2 -bromo -4- methyl thiazole -5-yl , 

2 -chloro -4- methyl thiazole -5-yl , 

2 -chloro -4- ethyl thiazole -5-yl , 

2 -chloro -4- trifluoromethyl thiazole -5-yl , 

2 -methyl -4- trifluoromethyl thiazole -5-yl , 

2 -methyl -4- ethyl thiazole -5-yl , 

2 -bromo -4- ethyl thiazole -5-yl , 

2 -ethyl -4- methyl thiazole -5-yl , 

2 -methoxy -4- methyl thiazole -5-yl , 

2 -chloro -4- fluoro thiazole -5-yl , 

2 -phenyl -4- ethoxy carbonyl thiazole -5-yl , 

2 -chloro thiazole -4- yl , 

2 -methyl thiazole -4- yl , 

1 -phenyl -5-methyl oxazole -4- yl , 
1 and 3 -dimethyl oxazole -5-yl , 

3 -methyl isothiazole -5-yl , 

3 -benzyloxy -5-methyl isothiazole -4- yl , 

4 -chloro -5-ethoxy carbonyl isothiazole -3- yl , 
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3,5-v>^;u^v*^y— ;u-4-*<;k 

Jk l-^jU-4,5-S5^PP-f54f % y— ;b-2--f jU, 

i,5-v>^;u-2-^pp^?y-;u-4--Ok 1-7 
x-;u-5-^;u-i,2 5 3-hU7y-;u-4-f;u, 1-7 
x-;u-5-xT;u-i,2 s 3-hU7y-;u-4--f;u, 1-7 

x-;U-5-v^D^E>T^-l J 2,3-h l JTl/-;U-4-< 
Jk 4^fJI/-l,2 5 3-f7y7y-il/-5-</k 4-X 
*;U-lA3-*7i/7!/— ;U-5--Ok 1,2,3-*7S/ 

7i/-;u-5-f;k i,2,3-^7^7i/-;u-4-f;u, 

e'Jv>-2-Ok t°U v>-3-Ok fcfU v>-4-f 
Jk 6->^ut°u v>-3--f 6-^PPfcfMv> 
-2->r^,6-7xy^rvt°Uv>-2-f;U,2-^PPt 0 
U v>-4->ou, MS/W-'Ok 2,6- 

S?£PPtfU^>-4-Ok 2-/h*S/hf US?>-4-f 
Jk 3,6-V^P P t? «J V>-2-Ok 2-<7P P-6-^ 

;ut 0, jv>-4-^;u,3-7;u^Pt o, jv>-2-f;u, 

3- 7;U^Pt°'Jv>-4-f;U, */*lf V>-2-*f 

6-£PP3V+tf 'J>-2--f 6-7JI//J-P* 

u>-2->r;u. 5-yh^v+y+tF'j>-2--r 
ju, i->^;u>r>K— ;u-3-*f;k i-^;u-2-<7P 
p>T>K— ;u-3-*Ok i->^;u-2-7;u^-p-f>K 
-;t-3--OK V^7 x /— ;u-2--f ;u, 5-?;u 
tP^yfTiZ-ii/'Hik 6-7;u^|-p^>y 

^77-^-2-^1/, *>"J>-4->Ok t?7V>-2- 
-Ok 3-^PPt°7V>-2--r;U, 3-^;ut°^v> 
-2-*f;k 3-X^;Ut°^v>-2-^;U, 2-7xXJU-4- 

y^;ut 8, J^v>-5-f /k 2,4-v^;ue«jSv> 
-5-f;u,4-hU7;u^-p^;ut 0, J5v>-5-f;u, 

4- v7;u^-p^pp^;ut 0| j^v>-5--f;u, 4-^ 
>^7JU7hPx^;ut°u^v>-5--r;u, 4->5^u 

^7f-t°'J^V>-5-f;U. 4-7P : Ev7;U^"P>^ 

;^p^;ut 0| JSv>-5-^;u^^lfbti^)o 

[0093] 

^P7'J-;u c n c 6 7;up+v<tLTii,iim 

*fctt^tttt(D^xP7 l J-;U7;UP+v<tL 

Teuv>-2-^;u>^;u;>Mrv. 5-^ppft7 

x>-2->f;U>^;U^v, l-^U-3-^PPbf7 

7-;u-5-<<;u^;u**v, 2-(3-y^;u75> 
euv>-2.-r;u)7pe;u^4rv, 4-(eusv> 

-2->r;L-)7^;L,^-^-v, 5-(Mj77— ;u-i-OU) 
^^u^+vfecfctf 6-(ep-;u-i-ou)'v*- 



isoxazole -5-yl , 

3 and 5 -dimethyl isoxazole -4- yl , 

You can list 5 -methyl isoxazole -3- yl , 3- phenyl 
-5-methylisoxazoIe -4- yl , 4- cyano isoxazole -3- yl , 1- 
methyl imidazole -5-yl , 1- methyl -4, 5-dichloro imidazole 
-2- yl , 1, 5-dimethyl -2- chloroimidazole -4- yl , 1- phenyl 
-5-methyl -1, 2, 3- triazole -4- yl , 1- phenyl -5-ethyl -1, 2, 3- 
triazole -4- yl , 1- phenyl -5-dibromo methyl -1, 2, 3- triazole 
-4- yl , 4- methyl -1, 2, 3- thiadiazole -5-yl , 4- ethyl -1, 2, 3- 
thiadiazole -5-yl , 1, 2, 3- thiadiazole -5-yl , 1, 2, 3- 
thiadiazole -4- yl , pyridine -2- yl , pyridine -3- yl , pyridine 
-4- yl , 6-methylpyridine -3- yl , 6-chloropyridine -2- yl , 
6-phenoxy pyridine -2- yl , 2- chloropyridine -4- yl , 2- fluoro 
pyridine -4- yl , 2, 6-dichloropyridine -4- yl , 2- methoxy 
pyridine -4- yl , 3, 6-dichloropyridine -2- yl , 2- chloro 
-6-methylpyridine -4- yl , 3- fluoro pyridine -2- yl , 3- fluoro 
pyridine -4- yl , quinoxaline -2- yl , 6-chloro quinoxaline -2- 
yl , 6-fluoro quinoxaline -2- yl , 6-methoxy quinoxaline -2- 
yl , 5-chIoro quinoxaline -2- yl , 5-fluoro quinoxaline -2- yl , 

5- methoxy quinoxaline -2- yl , 1- methyl indole -3- yl , 1- 
methyl -2- chloro indole -3- yl , 1- methyl -2- fluoro indole 
-3- yl , benzothiazole -2- yl , 5-fluoro benzothiazole -2- yl , 

6- fluoro benzothiazole -2- yl , quinoline -4- yl , pyrazine -2- 
yl , 3- chloro pyrazine -2- yl , 3- methyl pyrazine -2- yl , 3- 
ethyl pyrazine -2- yl , 2- phenyl -4- methyl pyrimidine -5-yl , 
2, 4- dimethyl pyrimidine -5-yl , 4- trifluoromethyl 
pyrimidine -5-yl , 4- di fluoro chloromethyl pyrimidine -5-yl , 
4- pentafluoroethyl pyrimidine -5-yl , 4- methylthio 
pyrimidine -5-yl , 4- bromo difluoromethyl pyrimidine -5-yl 
and 2 -methyl -4- chloro difluoromethyl pyrimidine -5-yl etc. 



[0093] 

As optionally substitutable heteroaryl 

C<sub>l</sub>~C<sub>6</sub>alkoxy with R<sup>c</sup> 
in defining Y*, you can list the pyridine -2- yl methyl oxy , 
5-chloro thiophene -2- yl methyl oxy , 1- methyl -3- chloro 
pyrazole -5-yl methyl oxy , 2- (3 -methyl furan -2- yl ) ethyl 
oxy , 3- (6 -trifluoromethyl pyridine -2- yl ) propyl oxy , 4- 
(pyrimidine -2- yl ) butyl oxy , 5- (triazole -1- yl ) pentyloxy 
and 6 - (pyrrole -1- yl ) hexyloxy etc as heteroaryl alkoxy of 
straight chain or branched . 
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[0094] 

7'J-;u c n c 6 7;u*;kR c r-s&£*va>T 
;u.r c T-B&£ftTi^Tt<fci^xP7'j--;u 

<H^xP7'J-;U C,~C 6 7JU*;U7JU/1-x 

-Jk R c 'CJB»**iTi^rti<ki^T'P7 l j— ;u 

C,~C 6 7JU+JU* JI/tK- jufcj;^ R c "Cilft^tl 
Tl>T : tJ:t^ J fP7 , J-;U C|-C 6 7;^U* 

jM?^u***>T?S***i*, R c TrS&£*iT 
t^rtcki^x ;u c,~c 6 7;u*;u<!:LT 
li, lI«*fd*#tttt(D^xP7y-;u7;u* 

:/-2--ow*;k i-y^;u-3-^pptf7!/— ;u-s- 

s^-h'j^^u^-p^^^e'jv^^-f^^pt 0 
4-(fcf> j5v>-2->ou)?*;k s-(h'J77-;u 
-i--r;u)^>^;ufcj:i; 6-(t t, p-;u-i.^;u)^ 



[0095] 

Y' Iz33(t4, R c TfB***iTl^Tt»J:t^xP 
7U-;u**5/fc«fctf R c -CBftStl-Cl^Tticfe 

R c T*S^tlTLNrt<fct^ J fP7 l J-;U*' 
3 9 5-*J**JU??y-2-<{ % 3-v7/ 

-i-^^ufp-ju-i-^iu**^, **v-v-)i> 
-2--f ;u**v. 2-^;ux;u7x-;u^-+-yy— 

JM-^;i/t*v,4->f^f7!/-Jl/-2-t';i/t 

2-h'J7;u^-p> : 5 1 ;u^5^7— ;u-4->f;u 

s J—iv~s-<uvtt*s % i-^>v;u-3-7x-;ut° 
^;u^^,2->^;u7 k ;u7tx^.;i/-i,3,4-*'*"ti-y 

7 % -/— JW-OUsMrS/, 2-^P^E-l, 3,4-^7^7 

-3--()lt^s l,2,4-^7v7l/-;U-5--<;^ 
i,2,4-h'J7V r -;u-3-^;U7t-^v. 1,2,3-^ 
7v7V-;u-5-^;l,tMt*x i,2 ) 3-h , J7 x y— ;u 

-S-'OUMrS/* l,2,3,4--rh7 % -/-;U-5-<;U^-+ 

vt 0, jsv>-2--r;u^+v, e^s^-ou** 

V, \**)9*} % s-l-4l\,1t**s+ l,3,5-HJ7vl/-2- 
'OUiMrS'fccfct; l,2,4-HJ7v>-6->OU**v 



[0094] 

You can list pyridine -2- yl methyl , 5-chloro thiophene -2- yl 
methyl , 1- methyl -3- chloro pyrazole -5-yl methyl , 2- (3 
-methyl furan -2- yl ) ethyl , 3- (6 -trifluoromethyl pyridine 
-2- yl ) propyl , 4- (pyrimidine -2- yl ) butyl , 5- (triazole -1- 
yl ) pentyl and 6 - the(pyrrole -1- yl ) hexyl etc as heteroaryl 
alkyl of straight chain or branched as optionally substitutable 
heteroaryl C<sub>l</sub>~C<sub>6</sub>alkyl with 
R<sup>c</sup>, in Y*, with R<sup>c</sup> with optionally 
substitutable heteroaryl 

C<sub>l</sub>~C<sub>6</sub>alkyl , R<sup>c</sup> with 
optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 
R<sup>c</sup> with optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfinyl , 
R<sup>c</sup> with optionally substitutable heteroaryl 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 
R<sup>c<7sup> with optionally substitutable heteroaryl 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl and 
R<sup>c</sup> it is defined with the optionally substitutable 
heteroaryl C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl 
oxy . 

[0095] 

In Y*, with R<sup>c</sup> with optionally substitutable 
heteroaryloxy and R<sup>c</sup> it isdefined with optionally 
substitutable heteroaryloxy carbonyl , you can list 5 -chloro 
thiophene -2- yloxy , 3, 5-dimethyl furan -2- yloxy , 3- cyano 
-1- methyl pyrrole -1- yloxy , oxazole -2- yloxy , 2- methyl 
sulfenyl oxazole -4- yloxy , 4- methyl thiazole -2- yloxy , 2- 
trifluoromethyl imidazole -4- yloxy , isoxazole -3- yloxy , 3- 
chloro isoxazole -4- yloxy , 3- methyl isothiazole -5-yloxy , 1- 
benzyl -3- phenylpyrazole -5-yloxy , 1- methyl pyrazole 
-5-yloxy , 2- methyl sulfonyl -1, 3, 4- oxadiazole -5-yloxy , 2- 
bromo -1, 3, 4- thiadiazole -5-yloxy , 1, 2, 4- oxadiazole -3- 
yloxy s 1, 2, 4- thiadiazole -5-yloxy , 1, 2, 4- triazole -3- 
yloxy , 1, 2, 3- thiadiazole -5-yloxy , 1, 2, 3- triazole 
-5-yloxy , 1, 2, 3, 4- tetrazole -5-yloxy , 6-phenoxy pyridine 
-2- yloxy , 6-methoxy pyrimidine -2- yloxy s pyrazine -2- 
yloxy , pyridazine -3- yloxy ,1,3, 5-triazine -2- yloxy and 1, 
2 and 4 -triazine -6-yloxy etc with R<sup>c</sup> as 
optionally substitutable heteroaryloxy . 
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R c Y' Kfclf* R b T?««**LTl^Tt * 

c,~c 6 7JMrJUxn,:7x^;k 

R b -e«**jiTivcfc«fci* c,~c 6 7;Mr;ux;u 
R b r*M^^ri^rtcfct^ Cr-c 6 7;u*;i/rt;u 

R b ■C«a*ftTl*-Cfccfcl* C,~C 6 TJl*)\>bL 

i-7Ptf;k 
i-^k 

s-3^k 

n-'O^k 
i,2-v^;u^;k 



2003-6-20 

[0096] 

It can increase l -naphthyl and 2 -naphthyl as naphthyl in 
defining the Y*. 

[0097] 

With R<sup>b</sup> in R<sup>c</sup> and Y* optionally 
substitutable C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>-C<sub>6</sub>alkyl sulfmyl , 

With R<sup>b</sup> optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfonyl , 

With R<sup>b</sup> with optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkyl carbonyl and 
R<sup>b</sup> it is defined with the optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkyl carbonyl oxy , 

With R<sup>b</sup> as optionally substitutable 
C<sub> l </sub>-C<sub>6</sub>alky l , 

As alkyl of straight chain or branched methyl , 

ethyl , 

n- propyl , 

i-propyl , 

n- butyl , 

i- butyl , 

t-butyl , 

s-butyl , 

n- pentyl , 

n- hexyl , 

2 -ethyl propyl , 

2 and 2 -dimethyl propyl , 

l and 2 -dimethyl propyl , 

l, l and 2 -trimethylpropyl , 

l, 2 and 2 -trimethylpropyl , 

l -ethyl -I- methylpropyl , 

l -ethyl -2- methylpropyl , 

1 -methyl butyl , 

2 -methyl butyl , 

3 -methyl butyl , 

l and l -dimethylbutyl , 
l and 2 -dimethylbutyl , 
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1 and 3 -dimethylbutyl , 


2,2-v^;u:7^k 


2 and 2 -dimethylbutyl , 


2,3-v^/i^/u, 


2 and 3 -dimethylbutyl , 




3 and 3 -dimethylbutyl , 




1 -ethyl butyl , 


2-x^;u^;u. 


2 -ethyl butyl , 


l-^u^^k 


1 -methyl pentyl , 


2-^U'<>^u. 


2 -methyl pentyl , 




3 -methyl pentyl , 


4-^U'O^k 


4 -methyl pentyl , 


7;u*p>^;u. 


fluoromethyl , 




chloromethyl , 


?p^^k 


bromomethyl , 




iodomethyl , 




difluoromethyl , 




chloro difluoromethyl , 




bromo difluoromethyl , 




trifluoromethyl , 




dichloro methyl , 


HJ^PP^k 


trichloromethyl , 




1 -chloroethyl , 


l-^P^EX^Jk 


1 -bromoethyl , 


1-3-Kx^k 


1 -iodoethyl , 




1 -fluoro ethyl , 




2 -chloroethyl , 


2-^p^ex^;u, 


2 -bromoethyl , 


2-3— Kx?Jk 


2 -iodoethyl , 




2 -fluoro ethyl , 




2 and 2 -difluoro ethyl , 


2,2,2-hU^;u^Px^;u, 


2, 2 and 2 -trifluoroethyl , 


2,2,2-hU^PPX^;U, 


2, 2 and 2 -trichloroethyl , 




pentafluoroethyl , 


2 s 2,2-h l J7;i/tP-l-^PPXfJk 


2, 2 and 2 -trifluoro -1- chloroethyl , 


3-7;i^tP^Ptf;k 


3 -fluoropropyl , 


3-^pn^Pt°;L/. 


3 -chloropropyl , 
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i->7PP-i-:7ptf;k 

1, 1,2,2,3 j-^ttyjisto-jaeji,, 

5- 7;u^p^>^;u> 

6- 7JM"P'\*vJK 

n-^P7K+v>^;U. 
i-^P7K^rV^;U, 
n-?MrV>5^K 

i-?h*v>^;k 
t-?h*v*^k 

n-^>TJU:t4rV>^k 
3-Xh+V^Pt°;U, 

3- yh+v^Pt°;u, 
n-^pt°;u^>^;u, 

i-^pt: ju^^k n-^;u^>^ju. i-? 

4- t-^;u^>v;u, 2-y^;u^<>v;u, 2-*K* 
v"Ov;k i-7i-;nfjk i-(3-^pp7x 

l.(3^PP7iZjb).l^fjHfjk l-7x 

x;u^Pt°;u, 2-^xx;u^Pt°;u, 3-7i- 
PtfJk l-7ix;^fjk 2-7i-i^fik 3- 
7i-;^f;k4-7i-j^fjk i-y^;u-i- 

7i-i^Pt 4 ;k l->^JU-2-^xx;u^Pt° 



1 -fluoro -i-propyl , 

1 -chloro -i-propyl , 
heptafluoro propyl , 

1, 1, 2, 2, 3 and 3 -hexafluoropropyl , 
4 -chloro butyl , 

4 -fluoro butyl , 

5 -chloro pentyl , 

5 -fluoro pentyl , 

6 -chloro hexyl , 
6 -fluoro hexyl s 
methoxymethyl , 
ethoxymethyl , 

n- propoxy methyl , 
i- propoxy methyl , 
n- butoxy methyl , 
i- butoxy methyl , 
s-butoxy methyl , 
t-butoxy methyl , 
n- pentyloxy methyl , 

2 -methoxy ethyl , 

3 -ethoxy propyl , 
3 -methoxypropyl , 
methylthio methyl , 
ethyl thio methyl , 

n- propyl thio methyl , 

i-propyl thio methyl , n- butyl thio methyl , i- butyl thio 
methyl , s-butyl thio methyl , t-butyl thio methyl , n- pentyl 
thio methyl , 2- methylthio ethyl , 3- ethyl thio propyl , 3- 
methylthio propyl , benzyl , 2- chloro benzyl , 3- bromo 
benzyl , 4- chloro benzyl , 4- methylbenzyl , 4- t-butyl 
benzyl , 2- methylbenzyl , 2- methoxy benzyl , 1- 
phenylethyl , 1- (3 -chlorophenyl ) ethyl , 2- phenylethyl , 1- 
methyl -1- phenylethyl , 1- (4 -chlorophenyl ) - 1 
-methylethyl , 1- (3 -chlorophenyl ) - 1 -methylethyl , 1- 
phenyl propyl , 2- phenyl propyl , 3- phenyl propyl , 1- phenyl 
butyl , 2- phenyl butyl , 3- phenyl butyl , 4- phenyl butyl , 1- 
methyl -1- phenyl propyl , 1- methyl -2- phenyl propyl , 1- 
methyl -3- phenyl propyl , 2- methyl -2- phenyl propyl , 2- (4 
-chlorophenyl ) - 2 -methylpropyl , 2- methyl -2- (3 
-methylphenyl ) propyl , 1- phenyl pentyl , 2- phenyl pentyl , 
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□tf;u,2->^;u-2-(3-^;u7x-;u)^Di?;u, 

-;u^>^;i/, 4-^x-;u^>^;u. 5-7x-ju 
i->^;u-i-3?x-;u^;u % i->t;u 
-2-7x-;u?*;i^ i->^;u-3-^x-;u^;u, 
i-^;u-4-7xx.;u^5 1 ;L, N 2-y^;u-2-7x-;u 
-J=f-)\, % 2-(4-^QP7x-;u>2-y^;u^5 1 ;u % 2- 

^^^U^-y^^U^x-^)^^. 
^*v;U. 2-^xz:;u/\+v;U. 3-7xz;^+ 
v;U, 4-^x- ;U^^rv;U, 5-7i-il/'N*v 

)\, % 6-7i-;^^v;k i->^;u-i.^x-;u^ 

i->^;u-2-^x-;u^>^;u. 
-3-7x-;u^i/^;u. i->^;u-4-7x-;u^>^ 

2->^;U-2-^x- 2-(4-^P P7 

^x-;u)^>^;u, t?U5/:/-2--OU*y;k 5-£ 
□ a*tf-?x>-2"f;uy*;u % l^f^nn 

/U-5--fJU^;U,2-(3-^9 L *75>-2--f 
;U)l*;U % 3-(6-h'J^;U^P^^t°g v>-2--T 

;u)^Qt°;u. 4-(t°U£v>-2->ou):^u v 5-(h 

[0098] 

;u7xn;u, 

C 2 ~C 6 7;U^-;UX;U*-;UT*£8£;K6, 



R b T*B&£;h/C^TicJ;^ C 2 ~C 6 TJU^-JUt 

if-ik i-^p^-;u, 2-^n^-;u s i-^t- 
2-^-r-;u, 3-^x-;u. l-'^f - ;k 2- 
3-^>x-jk 4-^>x-;u, 1-^ 
*-tr-;k 2-^-t-;u, 3-^-tr-;k 4-^* 
•fe- ju s 5_/\^-tr-;u v i->^;u-2-^p^<-;u, 
2-^^-2-^^-^, i,i-v>^;u-2-^p^- 

1.2- i/^T;u-2-^p^-;u, i-x^;u-2-^p 
;u % i-^;u-2-:?-f-;k 2->^ 1 ;u-2-^ J f- 
3->^;u-2-^x-;u. i->^;u-3-^x-;u. 

2->^;u-3-^x-;u, 3->^;u-3-^x-;u, u- 
y^;u-2-^-f-;u. i,i-v^u-3-^f-;k 
i,2-v^;u-2-:?x-;u, i,2-v>^;u-3-7^f- 

1.3- S/^;u-2--?t--ju. i,3-v>^;u-3-^ 

X-JK 2,3-V>^;U-2-^x-;U, 2,3-V^JU 
-3-^T"->U, 3,3-5?** ;U-2-3^fxJl, % 
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3- phenyl pentyl , 4- phenyl pentyl , 5-phenyl pentyl , 1- 
methyl -1- phenyl butyl , 1- methyl -2- phenyl butyl , 1- 
methyl -3- phenyl butyl , 1- methyl -4- phenyl butyl , 2- 
methyl -2- phenyl butyl , 2- (4 -chlorophenyl ) - 2 -methyl 
butyl , 2- methyl -2- (3 -methylphenyl ) butyl , 1- phenyl 
hexyl , 2- phenyl hexyl , 3- phenyl hexyl , 4- phenyl hexyl , 
5-phenyl hexyl , 6-phenyl hexyl , 1- methyl -1- phenyl 
pentyl , 1- methyl -2- phenyl pentyl , 1- methyl -3- phenyl 
pentyl , 1- methyl -4- phenyl pentyl , 2- methyl -2- phenyl 
pentyl , 2- (4 -chlorophenyl ) - 2 -methyl pentyl , 2- methyl 
-2- you can list (3 -methylphenyl ) pentyl , pyridine -2- yl 
methyl , 5-chloro thiophene -2- yl methyl , 1- methyl -3- 
chloro pyrazole -5-yl methyl , 2- (3 -methyl furan -2- yl ) 
ethyl , 3- (6 -trifluoromethyl pyridine -2- yl ) propyl , 4- 
(pyrimidine -2- yl ) butyl , 5- (triazole -1- yl ) pentyl and 6 - 
(pyrrole -1- yl ) hexyl etc. 



[0098] 

With R<sup>b^/sup> in R<sup>c</sup> and Y* optionally 
substitutable C<sub>2</sub>~C<sub>6</sub>alkenyl oxy , 

With R<sup>b</sup> optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfenyl , 

With R<sup>b</sup> with optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfinyl and 
R<sup>b</sup> it is defined with the optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyl sulfonyl , 

As optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkenyi with 
R<sup>b</sup>, you can list ethenyl , 1- propenyl , 2- 
propenyl , 1- butenyl , 2- butenyl , 3- butenyl , 1- pentenyl , 2- 
pentenyl , 3- pentenyl , 4- pentenyl , 1- hexenyl , 2- hexenyl , 
3- hexenyl , 4- hexenyl , 5-hexenyl , 1- methyl -2- propenyl , 
2- methyl -2- propenyl , 1, 1- dimethyl -2- propenyl ,1,2- 
dimethyl -2- propenyl , 1- ethyl -2- propenyl , 1- methyl -2- 
butenyl , 2- methyl -2- butenyl , 3- methyl -2- butenyl , 1- 
methyl -3- butenyl , 2- methyl -3- butenyl , 3- methyl -3- 
butenyl ,1,1- dimethyl -2- butenyl ,1,1- dimethyl -3- 
butenyl ,1,2- dimethyl -2- butenyl ,1,2- dimethyl -3- 
butenyl ,1,3- dimethyl -2- butenyl ,1,3- dimethyl -3- 
butenyl , 2, 3- dimethyl -2- butenyl , 2, 3- dimethyl -3- 
butenyl , 3, 3- dimethyl -2- butenyl , 1- ethyl -2- butenyl , 1- 
ethyl -3- butenyl , 2- ethyl -2- butenyl , 2- ethyl -3- butenyl , 
1- methyl -2- pentenyl , 2- methyl -2- pentenyl , 3- methyl -2- 
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-2-^-;u % \-JL=f-)\,-3-?^r-)\, s 2-x^;U-2- 

^T-— 2-x^;u-3-^x-;u, i->^;u-2-^ 

2->^;U-2-^>x-;U, 3-^)1-2'^ 
7^zi;u % 4->^U-3-'<>t-xjk i->^;U-4-K> 

x x;u, 2->^;u-4-^>^_;u. 3->^;u-4-^> 
-2-^p^-^, l-x^u-i-^f^u^-^p^x 

WPPXf-Jk 2-:7P : EXf x;u, 2,2-v 
^□□xf-ik 3-^n □-2-"^p^x;u s 3-?;u 
^P^-^P^x;^ S-^P^-^P^x;^ 3-3 
-K-2-^P^<x;u, 3,3-v^7PP-2-^P^xjU, 
3 s 3-v^;U^-P-2-^P^xjU v 4^PP-2-^f- 
;k 4 5 4-v^PP.3^f-^fcJ:i; 4,4-v?JU;j- 

[0099] 

R c fc£tf Y'|Cfclf£ R b T'S^tlT^Ttefc 

Ttcfcl^ c 2 ~c 6 t;u^x;ux;u^xx;u, R b -e 
Bft**iTl*T t CH^T JU^xjutju:^ 
x;Kfc\fctf R b T*B&£ftT^Ti<fcl^ C 2 ^C 6 

7;u*-;ux;u*-;ut? S«*tt*. R b T*B& 

**lTl^Tt*l^ CH^TJU+xju^LTfi, E 

i-^pex;u,2-^Pt°x;u, l-^fj^ne 
x;u % i,i-v^^;u-2-^Pt 0 x;u % i-y^u-i-x 
^;U-2-^Pt°x;u, ju % 2-^x;u, 3- 

7^x;K l->^;U-2-^x;u, \-*?)\,-3-Z?? 

x;u, 2->^;u-3-^-;u. i,i-v*^;u-2-^ 
x;u, l.i-S/j^w-^-jk i,2-v>^;u-3- 
^x;u, 2,2-i^JU-3-:7^x;L, s i-x^U-2- 
i-x^;u-3-^x;u,2-x^;i/-3-^ 
^-JK l-^f^ik 2-^>^x;u x 3-^>T 
x;u % 4-*>*=JU % l-^^;U-3-^>^x;U, 1- 
^^;L/-4-^>^x;u, 2-^^;U-3-^>^x;u > 2- 
^j-)l-A-^=f-)i s 3->^;u-4-^>^x;u % 4- 
^ ;L/ _2-/<>^-;u % /\^v-;u, -J7PPXTX 
jk^p«fz;k 3-Kx^x;u, 3-£pp-2- 
^P tfxjK 3-^P^E-2-^ , Pt°x;u > 3-3-K-2- 
^PtfxJK 4-?P^-3-^f-ik 4-3-K-3-? 

[0100] 

R c fc\fctf Y'lZfclt* R b T?lBJJI*hTl*"C* <fc 
R b r*S^tlT^Ttcfe^C^C 6 7;HJ+vi:L 



pentenyl , 4- methyl -2- pentenyl , 1- methyl -3- pentenyl , 2- 
methyl -3- pentenyl , 3- methyl -3- pentenyl , 4- methyl -3- 
pentenyl , 1- methyl -4- pentenyl , 2- methyl -4- pentenyl , 3- 
methyl -4- pentenyl , 4- methyl -4- pentenyl ,1,1,2- 
trimethyl -2- propenyl , 1- ethyl -1- methyl -2- propenyl , 2- 
chloro ethenyl , 2- bromo ethenyl , 2, 2- dichloro ethenyl , 3- 
chloro -2- propenyl , 3- fluoro -2- propenyl , 3- bromo -2- 
propenyl , 3- iodo -2- propenyl ,3,3- dichloro -2- propenyl , 
3, 3- difluoro -2- propenyl , 4- chloro -2- butenyl , 4, 4- 
dichloro -3- butenyl and 4 and 4 -difluoro -3- butenyl etcas 
alkenyl of straight chain or branched . 



[0099] 

With R<sup>b</sup> in R<sup>c</sup> and Y* with 
optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl oxy , 
R<sup>b</sup> with the optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>aIkynyl sulfenyl , 
R<sup>b</sup> with optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfinyl , and 
R<sup>b</sup> it is defined with optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl sulfonyl , as 
optionally substitutable 
C<sub>2</sub>~C<sub>6</sub>alkynyl with 
R<sup>b</sup>, you can list ethinyl , 1- propinyl , 2- 
propinyl , 1- methyl -2- propinyl ,1,1- dimethyl -2- propinyl , 
1- methyl -1- ethyl -2- propinyl , 1- butinyl , 2- butinyl , 3- 
butinyl , 1- methyl -2- butinyl , 1- methyl -3- butinyl , 2- 
methyl -3- butinyl ,1,1- dimethyl -2- butinyl ,1,1- dimethyl 
-3- butinyl , 1, 2- dimethyl -3- butinyl , 2, 2- dimethyl -3- 
butinyl , 1- ethyl -2- butinyl , 1- ethyl -3- butinyl , 2- ethyl -3- 
butinyl , 1- pentinyl , 2- pentinyl , 3- pentinyl , 4- pentinyl , 1- 
methyl -3- pentinyl , 1- methyl -4- pentinyl , 2- methyl -3- 
pentinyl , 2- methyl -4- pentinyl , 3- methyl -4- pentinyl , 4- 
methyl -2- pentinyl , hexinyl , chloro ethinyl , bromo ethinyl , 
iodo ethinyl , 3- chloro -2- propinyl , 3- bromo -2- propinyl , 
3- iodo -2- propinyl , 4- bromo -3- butinyl , 4- iodo -3- butinyl 
and 6 -iodo -5-hexinyl etc as alkynyl of straight chain or 
branched . 

[0100] 

With R<sup>b</sup> in R<sup>c</sup> and Y* it is defined 
with the optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkoxy carbonyl , 

With R<sup>b</sup> as optionally substitutable 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 
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xMrv, 

n-?MrV, 
i-?MrV, 
s-?h*v, 

n-'O^U^+v, 
n-^+v^+v. 

1.1- v^;U^P7t>°+v, 

1.2- v^U?PtK*v, 
2,2-V^U^P/K^X 
l-X^^^P/K+v. 

l^^-h'J^^PTK+V, 

l,2,2-H'J^;U^P7t<4v, 

l-x^^u-i-^^^P/K+v. 

1- x^;u-2-y^;^p^v i-y^;u^h+Vs 

2- ^;u?Mrv, 

3- ^;i^MrV, 

1- x^;u^h^v. 

2- x^;u3fh+v, 

1.1- v^;u:?Mrv, 

l 3 2-v>5^:?MPv, 

2.2- v^;i^Mr*x 

2.3- V^;L^MrV. 
3,3-v^l,?MrV, 

2-^;i^>^?Mrv, 

4- ^;u^>^;u**v, 
^;u^-p>h+v, 

^PP^MrV, 
?P^MrV, 
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As alkoxy of straight chain or branched methoxy , 

ethoxy , 

n- propoxy , 

i- propoxy , 

n- butoxy , 

i- butoxy s 

s-butoxy , 

t-butoxy , 

n- pentyloxy , 

n- hexyloxy , 

1 and 1 -dimethyl propoxy , 

1 and 2 -dimethyl propoxy , 

2 and 2 -dimethyl propoxy , 
1 -ethyl propoxy , 

1 , 1 and 2 -trimethyl propoxy , 
1 , 2 and 2 -trimethyl propoxy , 
1 -ethyl -1- methyl propoxy , 

1 -ethyl -2- methyl propoxy 1- methyl butoxy , 

2 -methyl butoxy , 

3 -methyl butoxy , 

1 -ethyl butoxy , 

2 -ethyl butoxy , 

1 and 1 -dimethyl butoxy , 

1 and 2 -dimethyl butoxy , 
1 .3 -dimethyl butoxy , 

2 and 2 -dimethyl butoxy , 

2 and 3 -dimethyl butoxy , 

3 and 3 -dimethyl butoxy , 

1 -methyl pentyloxy , 

2 -methyl pentyloxy , 

3 -methyl pentyloxy , 

4 -methyl pentyloxy , 
fluoro methoxy , 
chloro methoxy , 
bromo methoxy , 
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V>7PP>Mr*X 

h'J$PP*Mr*X 

HJ7;M-p>Mrv. 
<7PPv?;u*p>Mrv* 

?P^v7;U*P>h*V, 
V^PP7Jl^P;*MrV. 
l-^ppih+v, 

1- ^U^PXMrS/* 

2- ^PPXh+V, 
2-^P^Xh*^ 

2- 3-Kxh+v. 

2,2 s 2-hU7;U^|-PXh^rv, 
2,2,2-MJ^PPXMrV, 

2,2,2-hU:7JU*P-l-^PPXMr*X 
l,l,2,2-«rK i 7^;U^PXh^i/, 

3- ^P^P^v, 
i-:7;u*p-i-?P7K*v\ 

l-£PP-i-?P7K*v s 

3-7;u^-p^ptK+v. 

3- <7PP?PtK*V, 

^^7;u^p^ptK+v, 

4- <7PP?MrV, 

4- ^;u^-p^h*v. 

5- <7PP^>^U**V, 

5- 7;u^p^>^;u^v, 

6- ^pp^*v;u**v % 



iodo methoxy , 
dichloro methoxy , 
trichloro methoxy , 
difluoro methoxy , 
trifluoromethoxy , 
chloro difluoro methoxy , 
bromo difluoro methoxy , 
dichloro fluoro methoxy , 
1 -chloro ethoxy , 
1 -bromo ethoxy , 
1 -iodo ethoxy , 

1 -fluoro ethoxy , 

2 -chloro ethoxy , 
2 -bromo ethoxy , 
2 -iodo ethoxy , 

2 -fluoro ethoxy , 

2 and 2 -difluoro ethoxy , 

2, 2 and 2 -trifluoro ethoxy , 

2, 2 and 2 -trichloro ethoxy , 

penta fluoro ethoxy , 

2, 2 and 2 -trifluoro -1- chloro ethoxy , 

1,1,2 and 2 -tetrafluoro ethoxy , 

3 -bromo propoxy , 

1 -fluoro -i- propoxy , 
1 -chloro -i- propoxy , 
3 -fluoro propoxy , 

3 -chloro propoxy , 
heptafluoro propoxy , 

1, 1, 2, 2, 3 and 3 -hexafluoro propoxy , 

4 -chlorobutoxy , 

4 -fluoro butoxy , 

5 -chloro pentyloxy , 

5 -fluoro pentyloxy , 

6 -chloro hexyloxy , 
6 -fluoro hexyloxy , 
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4-^PP*>v;u;j-*v, 

i-(3^nP7x - ;b)xf ji,t+v, 2-7i 

ju^^u^v, 4-37xx;u^;u++v, 1-* 
T;u-i-7xx;u^pt°;u^-+v, i-/^;u-2-7x 

x;u^Ptf;u^v, l-y^;U-3-7xx;u^Pt° 
il/t+v, 2-y^;U-2-^xx;u^Pt°;U^v, 
2-(4-^7PP^xx;u)-2-p«^;u^Pt 0 ;u^v, 
2->^;u-2-(3->^;u37xx;u)^pe;u?J-+v. 

1- 7x-;u^>t;u^-+v, 2-7x->iu/<>^;u 

3-7xx;b^>^;U7)-+v. 4-"7xxJU 

^<>y;b**^ % 5-7x-ju^<>^;u**^ % 1- 
>^;u-i-7xxju:f^;L/7|-+v, i-y^;u-2-7x 
—lv3*Mt**s+ l-^;U-3-7xx;u^;u^- 
l->^;U-4--7xx;u^;u^i/ % 2->^ 
Jl/-2-7i-i^fJl/t*y,2-(4^DP7i- 

;u)-2->^;i/^;i/^i/,2-^ju-2-(3-y^;u 
;u^>t;u^-4tv, i-^;1/-4-:7xx;uk>^u 

2.(4^PP7i-^)-Wf;^>f^t*i/, 

2- >f^-2-(3->f;i/7x-;^>f^t*v^ 
t°Uv>-2--f ju^n^+v, 5-^naf^7i 
>-2-^;u^;u^*v. i^f^-B^nne^y 

^;u)x^;u^-+v, 3-(6-hU7;u^-p>^;ue'j 

V^^-^JU^Pe^^^rV^Ktf'J^V^.-f 

;i/)^^t+vj-(i,2 5 4-h'J7y-;i/-i-fib) 
^>^;u**vfcj:tf 6-(ep-;i/-i--r;u)^+ 

[0101] 



benzyloxy , 

2 -chloro benzyloxy , 

3 -bromo benzyloxy , 

4 -chloro benzyloxy , 
4 -methyl benzyl oxy , 
4 -t-butyl benzyloxy , 
2 -methylbenzyl oxy , 

2 -methoxy benzyloxy , 1- phenylethyl oxy , 1- (3 
-chlorophenyl ) ethyl oxy , 2- phenylethyl oxy , 1- methyl -1- 
phenylethyl oxy , 1- (4 -chlorophenyl ) - 1 -methylethyl oxy , 
1- (3 -chlorophenyl ) - 1 -methylethyl oxy , 1- phenyl propyl 
oxy , 2- phenyl propyl oxy , 3- phenyl propyl oxy , 1- phenyl 
butyl oxy , 2- phenyl butyl oxy , 3- phenyl butyl oxy , 4- 
phenyl butyl oxy , 1- methyl -1- phenyl propyl oxy , 1- methyl 
-2- phenyl propyl oxy , 1- methyl -3- phenyl propyl oxy , 2- 
methyl -2- phenyl propyl oxy , 2- (4 -chlorophenyl ) - 2 
-methylpropyl oxy , 2- methyl -2- (3 -methylphenyl ) propyl 
oxy , 1- phenyl pentyloxy , 2- phenyl pentyloxy , 3- phenyl 
pentyloxy , 4- phenyl pentyloxy , 5-phenyl pentyloxy , 1- 
methyl -1- phenyl butyl oxy , 1- methyl -2- phenyl butyl oxy , 
1- methyl -3- phenyl butyl oxy , 1- methyl -4- phenyl butyl 
oxy , 2- methyl -2- phenyl butyl oxy , 2- (4 -chlorophenyl ) - 2 
-methyl butyl oxy , 2- methyl -2- (3 -methylphenyl ) butyl 
oxy , 1- phenyl hexyloxy , 2- phenyl hexyloxy , 3- phenyl 
hexyloxy , 4- phenyl hexyloxy , 5-phenyl hexyloxy , 6-phenyl 
hexyloxy , 1- methyl -1- phenyl pentyloxy , 1- methyl -2- 
phenyl pentyloxy , 1- methyl -3- phenyl pentyloxy , 1- methyl 
-4- phenyl pentyloxy , 2- methyl -2- phenyl pentyloxy , 2- (4 
-chlorophenyl ) - 2 -methyl pentyloxy , 2- methyl -2- you can 
list (3 -methylphenyl ) pentyloxy , pyridine -2- yl methyl 
oxy , 5-chloro thiophene -2- yl methyl oxy , 1- methyl -3- 
chloro pyrazole -5 -yl methyl oxy , 2- (3 -methyl furan -2- yl ) 
ethyl oxy , 3- (6 -trifluoromethyl pyridine -2- yl ) propyl oxy , 
4- (pyrimidine -2- yl ) butyl oxy , 5- (1, 2 and 4 -triazole -1- 
yl ) pentyloxy and 6 - (pyrrole -1- yl ) hexyloxy etc. 



[0101] 
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xt^ ch: I2 7)^jitLXit, 

i-?Ptf;k 

1- ^k 
t-?T;k 

n-M^vJk 

n-*^;k 

2- x^;u3fpt°;k 

i,2-v^;u^Pt°;k 
i,i 5 2-hU^u^oe;u, 

1- x^;u2.^;u^pe;u, 

2- >^;u^;u, 

3- >^;u:?^;k 

1.2- v^7U^;u, 

1.3- v^;u:?^k 

2.2- v>^;u^;u, 

2.3- v^u^k 

2-x^;u:?^;k 



2003-6-20 

With R<sup>b</sup> in defining R<sup>c</sup> and Y* as 
optionally substitutable 
C<sub>l</sub>~C<sub>12</sub>alkyl , 

As alkyl of straight chain or branched methyl , 

ethyl , 

n- propyl , 

i-propyl , 

n- butyl , 

i- butyl , 

t-butyl , 

s-butyl , 

n- pentyl , 

n- hexyl , 

n- heptyl , 

n- octyl , 

n- nonyl , 

n- decanyl , 

2 -ethyl propyl , 

2 and 2 -dimethyl propyl , 

1 and 2 -dimethyl propyl , 

1, 1 and 2 -trimethylpropyl , 

1, 2 and 2 -trimethylpropyl , 

1 -ethyl -1- methylpropyl , 

1 -ethyl -2- methylpropyl , 

1 -methyl butyl , 

2 -methyl butyl , 

3 -methyl butyl , 

1 and 1 -dimethylbutyl , 
1 and 2 -dimethylbutyl , 

1 and 3 -dimethylbutyl , 

2 and 2 -dimethylbutyl , 

2 and 3 -dimethylbutyl , 

3 and 3 -dimethylbutyl , 

1 -ethyl butyl , 

2 -ethyl butyl , 

1 -methyl pentyl , 
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2 -methyl pentyl , 




3 -methyl pentyl , 




4 -methyl pentyl , 




2 -ethylhexyl , 




fluoromethyl , 


<7PP>^U % 


chloromethyl , 




bromomethyl , 




iodomethyl , 




difluoromethyl , 


^ppv^loj-p^k 


chloro difluoromethyl , 


?p^v7;u*p>^k 


bromo difluoromethyl , 


hU:7;M-p^k 


trifluoromethyl , 


v^pp>^;u. 


dichloro methyl , 


HJ^pp^k 


trichloromethyl , 


i-^ppx^;u, 


1 -chloroethyl , 


i-^p^ex^;u, 


1 -bromoethyl , 


1-3— Kx?jk 


1 -iodoethyl , 




1 -fluoro ethyl , 




2 -chloroethyl , 


2-^p^ex^;u % 


2 -bromoethyl , 


2-3-Kx^;u % 


2 -iodoethyl , 




2 -fluoro ethyl , 


2,2-v7JbtPlfJk 


2 and 2 -difluoro ethyl , 


2,2,2-h , J7;U^PX5 L JU. 


2, 2 and 2 -trifluoroethyl , 


2,2,2-h'J<7PPXT;Us 


2, 2 and 2 -trichloroethyl , 




pentafluoroethyl , 


2,2 3 2-hU7;U^P-l-^PPX^L/, 


2, 2 and 2 -trifluoro -1- chloroethyl , 


3-7;u^-p^Pt°;u, 


3 -fluoropropyl , 


3-£pp7pl°;k 


3 -chloropropyl , 


l-^^^-P-i-^Pt^U. 


1 -fluoro -i-propyl , 


l-^PP-i-^Ptf^k 


1 -chloro -i-propyl , 


^^7;u7f-p^Pt°;u, 


heptafluoro propyl , 


1,1,2,2,3 ,3-^*-tK7^p:/Ptf;u, 


1, 1, 2, 2, 3 and 3 -hexafluoropropyl , 


4-^pp^;u, 


4 -chloro butyl , 




4 -fluoro butyl , 
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s-^pp^^k 


5 -chloro pentyl , 




5 -fluoro pentyl , 




6 -chloro hexyl , 




6 -fluoro hexyl , 




7 -fluoro heptyl , 




8 -chloro octyl , 




methoxymethyl , 


xm^»^;u % 


ethoxymethyl , 




n- propoxy methyl , 




i- propoxy methyl , 




n- butoxy methyl , 




i- butoxy methyl , 




s-butoxy methyl , 




t-butoxy methyl , 


n-^>^u**v>^;u. 


n- pentyloxy methyl , 


2->Mrvx^;k 


2 -methoxyethyl , 


3-xh*v?Pt?;k 


3 -ethoxy propyl , 


3->Mrv7PL°;k 


3 -methoxypropyl , 




methylthio methyl , 




ethyl thio methyl , 




n- propyl thio methyl , 


i-^pt°;u^^;u. 


i -propyl thio methyl , 




n- butyl thio methyl , 




i- butyl thio methyl , 




s-butyl thio methyl , 




t-butyl thio methyl , 




n- pentyl thio methyl , 




2 -methylthio ethyl , 


3-x^;uT^pe;u, 


3 -ethyl thio propyl , 


3-^;uT^Pt°;u, 


3 -methylthio propyl , 




benzyl , 


2-£pp'Ov;k 


2 -chloro benzyl , 




3 -bromo benzyl , 




4 -chloro benzyl , 




4 -methylbenzyl , 
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i-(3-£pp:7xx;u)x^u % 
i-(4-^PQ7xx;u>i-y^;ux^u, 

l.(3^PP7x-/L,)-l-^fjHf;k 

1- 7x-ju^pe;i/, 

2- ^xx;u^Pt°;U. 

3- *7x-;u^Pt°;u, 

3- 7xx;u?^;k 

4- ^xx;u^;u, 

l-^jU-2-^xx;u^Pt°;U, 

1- ^;U-3-7xx;u^Pt°;U, 

2- ^f;i/-2-7xZj^P e^U, 
2-(4-^PP^xx;U)-2-^;U^Pt°;U, 

2-^5 1 ;u-2-(3-^;i/7xx;u)3fpt 0 ;u, 

1- 7xx;u^>t;u, 

2- 7xx;uK>^;u % 

3- 7xx;u^>t;u % 

4- 7xx;u^>^;u % 

i.^f;ki-7i-j^fjk i->^;u-2-7x-;i/ 
7i-;^fJk 2.>f;i/-2-7i-ji/?f;k 

2-(4-^7PP7xx;u)-2-y^;U^T/U,2-y^;U 

-2-(3^fj^i-;i/)?f;k i-7i-;^^> 

2-^xx;u/s^i/;u, 3-7xx > il,/\+i/;u, 
4-7i-;i/^+^Jk 5-7i-i^+v;k 6-7x 

-i^+v;k i-^f^-i-7i-j^>fik l- 
^fjk2-7x-;^>f;k i->^ju-3-7xx;u 

^>^;U, l-^fJk4-7i-i^>fJk 2->^ 
;k2-7x-;^>fJk 2-(4-^7PP7xx;U)-2- 
y^U^f- ;U,2->^^-2-(3->^;U7xx;U) 



4 -t-butyl benzyl , 
2 -methylbenzyl , 
2 -methoxy benzyl , 
1 -phenylethyl , 

1 - (3 -chlorophenyl ) ethyl , 

2 -phenylethyl , 

1 -methyl -1- phenylethyl , 

1 - (4 -chlorophenyl ) - 1 -methylethyl , 

1 - (3 -chlorophenyl ) - 1 -methylethyl , 

1 -phenyl propyl , 

2 -phenyl propyl , 
3 -phenyl propyl , 

1 -phenyl butyl , 

2 -phenyl butyl , 

3 -phenyl butyl , 

4 -phenyl butyl , 

1 -methyl -1- phenyl propyl , 
1 -methyl -2- phenyl propyl , 

1 -methyl -3- phenyl propyl , 

2 -methyl -2- phenyl propyl , 

2 - (4 -chlorophenyl ) - 2 -methyl propyl , 
2 -methyl -2- (3 -methylphenyl ) propyl , 

1 -phenyl pentyl , 

2 -phenyl pentyl , 

3 -phenyl pentyl , 

4 -phenyl pentyl , 

5 -phenyl pentyl , 

1 -methyl -1- phenyl butyl , 1- methyl -2- phenyl butyl , 1- 
methyl -3- phenyl butyl , 1- methyl -4- phenyl butyl , 2- 
methyl -2- phenyl butyl , 2- (4 -chlorophenyl ) - 2 -methyl 
butyl , 2- methyl -2- (3 -methylphenyl ) butyl , 1- phenyl 
hexyl , 2- phenyl hexyl , 3- phenyl hexyl , 4- phenyl hexyl , 
5-phenyl hexyl , 6-phenyl hexyl , 1- methyl -1- phenyl 
pentyl , 1- methyl -2- phenyl pentyl , 1- methyl -3- phenyl 
pentyl , 1- methyl -4- phenyl pentyl , 2- methyl -2- phenyl 
pentyl , 2- (4 -chlorophenyl ) - 2 -methyl pentyl , 2- methyl 
-2- (3 -methylphenyl ) pentyl , pyridine -2- yl methyl , 
5-chloro thiophene -2- yl methyl , 1- methyl -3- chloro 
pyrazole -5-yl methyl , 2- (3 -methyl furan -2- yl ) ethyl , 3- (6 
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^xI^-fA^/K l-y^iz-s-^potf^/— 
jis-J )\,*? ;u, 2-(3->^;u7v>-2--f;i/)x^ 
;u,3-(6-h l J^;u^-p^;ue'jv>-2--i';u)^ , p 

t°JU. 4-(bfU5S?>-2-f;U)?*JU» 5-(l,2,4-hV 

7 , /-^-i-fji/)'<>f;k 6-(t°p— 

v^p^Pt°;i/^^;u. ->^p^;u 

Z^-v^PPv^P^Pt'jU^^. l-7i 

;k 2-v^ju^-p^h+vx5 : ;u, 2-^U7Ji-7 
x=^x?ju. 3-->T/^Pt°;u. 2-t|x;u5;u-2- 

;u-i->h+i^>^;u. l-^x^u-i-ih+i^ 
;u, i-(2-<7PP7x^.;u)-i->h^->^;u < i-(3- 
^□o7i-;i-)-i->h+^f;k i-(4-^pp7 

n-fryx-th**/*?)^ l-(2-7^tD7i- 
;U)-l-/h^>^^, 1-(3-"7;U^-P-7x=.,/U)-1. 

th**/*?^, i-(4--7;u^-P7x-;u)-i-^h4 
l^-^^^^x^yu^i-^h+vjt^ 

JU, H3-* : ?ll>-?x-)l,yi-*b*ri'*?)l, > l-(4- 

^;u7x=.;u)-i->h+*» : ? L ;u, i-7xcl;u-i- 
^pp/f/k l-^x^u-u-S/yh^^ufc 

[0102] 



1- ^p^-^k 

2- ^P^-;U, 

2-:?t-jk 

2- ^>-r-;u, 

3- ^<>T-;b. 

4- ^>x-;u, 



2003-6-20 

-trifluoromethyl pyridine -2- yl ) propyl , 4- (pyrimidine -2- 
yl ) butyl , 5- (1, 2 and 4 -triazole -1- yl ) pentyl , 6- (pyrrole 
-1- yl ) hexyl , cyclopropyl methyl , cyclobutyl methyl , 
cyclopentyl methyl , cyclohexyl methyl , 2, 2- dichloro 
cyclopropyl methyl , 1- phenylpyrazole -5 -carboxy methyl , 
tetrahydropyran -2- yl methyl , imidazole -1- yl methyl , 2- 
difluoro methoxyethyl , 2- methyl sulfenyl ethyl , 3- 
cyanopropyl , 2- formyl -2- methytpropyl , 4- 
methoxycarbonyl -4- cyano butyl , 5- (2 -chlorophenyl ) 
pentyl , 1- phenyl -1- methoxymethyl , 1- phenyl -1- 
ethoxy methyl , 1- (2 -chlorophenyl ) - 1 -methoxymethyl , 1- 
(3 -chlorophenyl ) -1 -methoxymethyl , 1- (4 -chlorophenyl ) - 
1 -methoxymethyl , 1- (2 -fluorophenyl ) - 1 
-methoxymethyl , 1- (3 -fluorophenyl ) - 1 -methoxymethyl , 
1- (4 -fluorophenyl ) - 1 -methoxymethyl , 1- (2 
-methylphenyl ) -1 -methoxymethyl , 1- (3 -methylphenyl ) - 
1 -methoxymethyl , 1- (4 -methylphenyl ) - you can list 1 
-methoxymethyl , 1- phenyl -1- chloromethyl , 1- phenyl -1, 
1- dimethoxy methyl and 6 -morpholino hexyl etc. 



[0102] 

With R<sup>b</sup> in defining R<sup>c</sup> and Y* as 

optionally substitutable 

C<sub> 1 </sub>~C<sub> 1 2</sub>alkenyl , 

As alkenyl of straight chain or branched ethenyl , 

1 -propenyl , 

2 -propenyl , 

1 -butenyl , 

2 -butenyl , 

3 -butenyl , 

1 -pentenyl , 

2 -pentenyl , 

3 -pentenyl , 

4 -pentenyl , 
1 -hexenyl , 

2 - hexenyl , 

3 - hexenyl , 
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9- J r-fex;u, 

i,i-i;>^;i/-2-^o/<-;u, i,2-v^;u-2-^p 

1- x^;u-2-^p^-;u. i->^;u-2-^f- 
2->*;u-2-:?x-;k 3-**;u-2-:7f-- 

3->t ;u-3-^->iu. i,i-v^^;u-2-^f--;u, 
i,i-v>^;u-3-^-r^;u, l,2-v>^;U-2-^x- 
)i % l^-v^;^-^-;^ i 5 3-v>t;L/-2-^ 

x-;U, l,3-5/>*;U-3-?^A^ 2,3-v^U 
-2-3fx-;U, 2,3-v>^;L/.3.^x-;U, 3,3-v> 
^;u-2-^-;u, l-X^;U-2-^x-;U. 
;u-3-^f--;u, 2-x^;u-2-^ J f-;i/, Mf;i/ 

-3-T?x-Jk l-^;U-2-^>T-x;i,,2-*^l, 
-3-^>f-Jk 3->^;U-3-^> J r-;U. 

-4-^>x~;u, 3-y^;u-4-^>^-;u, 4-^;u 
-4-^>x-;u, i,i,2-h'j>^;u-2-^a^<-;i/, 

1- x^-i-^u^-^P^x;^ 2-5PPif- 

)l % 2.^P : BXf-;k 2,2-V^PDIf-;k 3- 

3-?Q=E-2-Z?n'<-)l, s 3-3-K-2-^P^-;U, 
3^-v^PP-2-^P^-;U,3,3-i/-7;U7|-P-2.^ 
P^z;k4.5PP-2^f-ik4,4.y^PP.3- 
3fxx;u,4,4-v^;U7|-P-3^xx;u 2-T7xx;u 

If-ik 3-v7A2-^P^-;k 4-(4-^PP7 
xx;u)-4-xh+v*JU7K-;U-3-^xx;u, 3-(^ 
7y-;U-2-*;U7tt^;U*^ri/)-4->h^ri/-3-^ 

2- 7i-iHf^ik 2-(4-^PP7x- 

ii)if-ik 2-(3-^pp7i-^)if-;k 

2- (2-^PP7i-;i/)Xf-ik2.(4-7JbtP7i 
-il/)lf-ik 2-(3-7^*P7iXjb)Ifx 

2-(2-7;^P7ix;i,)If-jk 2-(4->T 
jb7i-;i/)lfxjk 2-(3->^;U7xx;U)xf- 
x;U, 2-(2->fil,7iXJl,)lfXik 2-?xx;U 

-l^p^ifzjifc^u: 6-(e^7-;u-i-f 

[0103] 



4 - hexenyl , 

5 - hexenyl , 

6 -heptenyl , 

7 -octenyl , 

8 - nonenyl , 

9 - decenyl , 

1 -methyl -2- propenyl , 

2 -methyl -2- propenyl , 

1 and 1 -dimethyl -2- propenyl ,1,2- dimethyl -2- propenyl , 
1- ethyl -2- propenyl , 1- methyl -2- butenyl , 2- methyl -2- 
butenyl , 3- methyl -2- butenyl , 1- methyl -3- butenyl , 2- 
methyl -3- butenyl , 3- methyl -3- butenyl ,1,1- dimethyl -2- 
butenyl , 1, 1- dimethyl -3- butenyl , 1, 2- dimethyl -2- 
butenyl ,1,2- dimethyl -3- butenyl ,1,3- dimethyl -2- 
butenyl ,1,3- dimethyl -3- butenyl , 2, 3- dimethyl -2- 
butenyl , 2, 3- dimethyl -3- butenyl , 3, 3- dimethyl -2- 
butenyl , 1- ethyl -2- butenyl , 1- ethyl -3- butenyl , 2- ethyl 
-2- butenyl , 2- ethyl -3- butenyl , 1- methyl -2- pentenyl , 2- 
methyl -2- pentenyl , 3- methyl -2- pentenyl , 4- methyl -2- 
pentenyl , 1- methyl -3- pentenyl , 2- methyl -3- pentenyl , 3- 
methyl -3- pentenyl , 4- methyl -3- pentenyl , 1- methyl -4- 
pentenyl , 2- methyl -4- pentenyl , 3- methyl -4- pentenyl , 4- 
methyl -4- pentenyl ,1,1,2- trimethyl -2- propenyl , 1- ethyl 
-1- methyl -2- propenyl , 2- chloro ethenyl , 2- bromo 
ethenyl , 2, 2- dichloro ethenyl , 3- chloro -2- propenyl , 3- 
fluoro -2- propenyl , 3- bromo -2- propenyl , 3- iodo -2- 
propenyl , 3, 3- dichloro -2- propenyl , 3, 3- difluoro -2- 
propenyl , 4- chloro -2- butenyl , 4, 4- dichloro -3- butenyl , 4, 
4- difluoro -3- butenyl 2- phenyl ethenyl , 3- cyano -2- 
propenyl , 4- (4 -chlorophenyl ) - 4 -ethoxy carbonyl -3- 
butenyl , 3- (thiazole -2- carbonyl oxy ) - 4 -methoxy -3- 
butenyl , 2- phenyl ethenyl , 2- (4 -chlorophenyl ) ethenyl , 2- 
(3 -chlorophenyl ) ethenyl , 2- (2 -chlorophenyl ) ethenyl , 2- 
(4 -fluorophenyl ) ethenyl , 2- (3 -fluorophenyl ) ethenyl , 2- 
(2 -fluorophenyl ) ethenyl , 2- (4 -methylphenyl ) ethenyl , 2- 
(3 -methylphenyl ) ethenyl , 2- (2 -methylphenyl ) ethenyl , 2- 
phenyl -1, 2- dibromo ethenyl and 6 - (pyrazole -1- yl )- you 
can list 3 -hexenyl etc. 



[0103] 

As optionally substitutable 

C<sub> 1 </sub>~C<sub> 1 2</sub>alkyny 1 with 
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l*»tttt©7;u*-iUi:Lrx^zi;u, i-7p 

i,i-v>^;u-2-^at°-;u. i->^;i/-i-x^u 
-2-^ae~;u, 2-?*:=.;k 3-?* 

i-^;u-2-:?^x;k i-y^;u-3-:7*- 
2-^;u-3-?^-;k ;u-2-^- 
ju, i,i-v>^;u-3-^x;u v 1,2-5? 
*^ik 2,2-v^^;u-3-^-;u, i-x^;u-2-^ 
^x;k i-x^;u-3-^- 2-x^u-3-:7 : ? 1 
2-^>f-jk 3 -^>^x 
;u,4-^>^x;u s i-y^;u-3-^>^x;u H i.y 

^;U-4.K>^- 2-^ ;U-3-^>^x;u % 2-> 

fiM^>fiJk 3->^;u-4.^>^-;u, 4-y 

fll.2^>flik ^V-ik ^PPX^~ 

;k tJp^ex^- a-Kx^-;u, 3-£pp-2- 
^Pfcf-JU, 3-^P^-2-^Pt°x;u, 3-3-K-2- 
•^Pt°x;u, 4-?P : E-3-:^-JK 4-3-K-3-^ 
^-Jk 6-3-K-5-^+y-ik 4-(2-^P P^T 

6.>f;^;i/7i-jk5-^y-Jk 2-7 

[0104] 

R c fcJ:tf Y'(D5£8l::fclt6 R b TrS^+lT^ 
Ttctl^ C,~C 12 T;U=i+v<tLTIi , 



xMrV, 
n-?P*°*v. 

i-^PT^X 

n-?Mr*X 
s-?h*v, 
n-'O^U^+v. 

1.1- V^U^PTK+V, 

1.2- i^;u?P7te*v, 
2,2-v^U?ptK*v. 
i-x^;u^P7K+v v 
1,1,2-MJ^l^PTt^v. 
i,2,2-hU>^;u^P7K*v. 
i-xt;u.i-^;u^P7K+v, 
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R<sup>b</sup> in defining R<sup>c</sup> and Y* s the 
ethinyl , 1- propinyl , 2- propinyl , 1- methyl -2- propinyl , 1, 
1- dimethyl -2- propinyl , 1- methyl -1- ethyl -2- propinyl , 1- 
butinyl , 2- butinyl , 3- butinyl , 1- methyl -2- butinyl , 1- 
methyl -3- butinyl , 2- methyl -3- butinyl ,1,1- dimethyl -2- 
butinyl , 1, 1- dimethyl -3- butinyl ,1,2- dimethyl -3- 
butinyl , 2, 2- dimethyl -3- butinyl , 1- ethyl -2- butinyl , 1- 
ethyl -3- butinyl , 2- ethyl -3- butinyl , 1- pentinyl , 2- 
pentinyl , 3- pentinyl , 4- pentinyl , 1- methyl -3- pentinyl , 1- 
methyl -4- pentinyl , 2- methyl -3- pentinyl , 2- methyl -4- 
pentinyl , 3- methyl -4- pentinyl , 4- methyl -2- pentinyl , 
hexinyl , chloro ethinyl , bromo ethinyl , iodo ethinyl , 3- 
chloro -2- propinyl , 3- bromo -2- propinyl , 3- iodo -2- 
propinyl , 4- bromo -3- butinyl , 4- iodo -3- butinyl , 6-iodo 
-5-hexinyl , 4- (2 -chloro thiazole -5-yl ) - you can list 3 
-butinyl , 5-formyl -3- pentinyl , 6-methyl sulfenyl 
-5-hexinyl , 2- phenyl ethinyl and 3 -cyano -5-hexinyl etc as 
alkynyl of the straight chain or branched . 



[0104] 

With R<sup>b</sup> in defining R<sup>c</sup> and Y* as 

optionally substitutable 

C<sub> 1 </sub>~C<sub> 1 2</sub>alkoxy , 

As alkoxy of straight chain or branched methoxy , 

ethoxy , 

n- propoxy , 

i- propoxy , 

n- butoxy , 

i- butoxy , 

s-butoxy , 

t-butoxy , 

n- pentyloxy , 

n- hexyloxy , 

1 and 1 -dimethyl propoxy , 

1 and 2 -dimethyl propoxy , 

2 and 2 -dimethyl propoxy , 
1 -ethyl propoxy , 

1, 1 and 2 -trimethyl propoxy , 
1, 2 and 2 -trimethyl propoxy , 
1 -ethyl -1- methyl propoxy , 



Page 108 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 

1- X^U^MrV, 

2- x^;u:JMrv. 

2.2- VP<^U:?Mr-X 

2.3- v^U?Mri>, 

?;i/;j-p/MrX 

^ppyMrv. 
?p*>h*X 

v^pp/h+X 

HJ7JU*P>Mrv. 

^PPi^l^f-p^MrX 

^p^e-^M-p^MpX 

S?$PP7;U*-Pj<Mr<>, 

1->7PPXM^>, 

l-^P^XMrX 

1-3-KxMpi^ 
i-7;u^)-pxh^>. 
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1 -ethyl -2- methyl propoxy , 

1 -methyl butoxy , 

2 -methyl butoxy , 

3 -methyl butoxy , 

1 -ethyl butoxy , 

2 -ethyl butoxy , 

1 and 1 -dimethyl butoxy , 

1 and 2 -dimethyl butoxy , 
1.3 -dimethyl butoxy , 

2 and 2 -dimethyl butoxy , 

2 and 3 -dimethyl butoxy , 

3 and 3 -dimethyl butoxy , 

1 -methyl pentyloxy , 

2 -methyl pentyloxy , 

3 -methyl pentyloxy , 

4 -methyl pentyloxy , 
n- heptyl oxy , 

n- octyloxy , 
n- nonyl oxy , 
n- decanyl oxy , 
fluoro methoxy , 
chloro methoxy , 
bromo methoxy , 
iodo methoxy , 
di chloro methoxy , 
trichloro methoxy , 
difluoro methoxy , 
trifluoromethoxy , 
chloro difluoro methoxy , 
bromo difluoro methoxy , 
dichloro fluoro methoxy , 
1 -chloro ethoxy , 
1 -bromo ethoxy , 
1 -iodo ethoxy , 
1 -fluoro ethoxy , 



Page 109 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



2-£PPXh*V, 

2- ?P^XMrV, 

2,2-v3?;U7|-PXh^V, 

2,2 s 2-hU7;U*PXMrV. 

2,2,2-MJ^PPXh+V, 

^>^JU^PXh*V. 

2 J 2,2-h , J7;i/^P-l-^PPXh^>, 

l,l,2,2-xh^7;U*PXMr*X 

3- ^P^PtK^tV. 
l-^U^P-i-^Ptf^X 

1- >7PP.i-^P7K4rV. 

3- >7PP^P7K+V. 

^^;1/^p^ptK+v, 
Ul^S^-^+^^^-P^P/K+i/. 

4- ^PP3?h*v, 

4- ^;U7|-P^h+V, 

s-^pp^/^utMtv, 

5- 7;u*p^>^;u**v. 

6- <7PP^v;u^v, 
6-?;u*p^*v;M-*v, 

3-?p^>v;u**v, 

2- >^;u^v;u^v, 
2-*h*v*>v;u**v, 

l-7x^;UX^;U7|-^rV % 

1- (3-^pp^xzl;u)x^;U71-^v. 

2- 7x-;ux^;u^v, 
i-y^;u-i-7x-;ux^;i/^v. 



2 -chloro ethoxy , 
2 -bromo ethoxy , 
2 -iodo ethoxy , 
2 -fluoro ethoxy , 

2 and 2 -difluoro ethoxy , 

2, 2 and 2 -trifluoro ethoxy , 

2, 2 and 2 -trichloro ethoxy , 

penta fluoro ethoxy , 

2, 2 and 2 -trifluoro -1- chloro ethoxy , 

1,1,2 and 2 -tetrafluoro ethoxy , 

3 -bromo propoxy , 

1 -fluoro -i- propoxy , 

1 -chloro -i- propoxy , 
3 -fluoro propoxy , 

3 -chloro propoxy , 
heptafluoro propoxy , 

1, 1, 2, 2, 3 and 3 -hexafluoro propoxy , 

4 -chlorobutoxy , 

4 -fluoro butoxy , 

5 -chloro pentyloxy , 

5 -fluoro pentyloxy , 

6 -chloro hexyloxy , 
6 -fluoro hexyloxy , 
benzyloxy , 

2 -chloro benzyloxy , 

3 -bromo benzyloxy , 

4 -chloro benzyloxy , 
4 -methylbenzyl oxy , 
4 -t-butyl benzyloxy , 
2 -methylbenzyl oxy , 

2 -methoxy benzyloxy , 
1 -phenylethyl oxy , 

1 - (3 -chlorophenyl ) ethyl oxy , 

2 -phenylethyl oxy , 

1 -methyl -1- phenylethyl oxy , 
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i-7x-;u:7pt>**v, 

3-^x-;u^De;u^v. 

1- 7x-;u^;u^-+v % 

2- ^x-;u^;u++v, 3-7x-;u^ju^ 
i/ s 4-7x- ;u^;u^-+v, i->^;u-i-7x- 
;u^ntf;u^-*i/, i->^;u-2-^x-;u^at°;u 

l^fjl/-3^iz;^pemv, 2- 
>^U-2-?xzl;u^PL°JU**v, 2-(4^PP7 

i-;i/>2-^;^Pt 0 ji/t*v,2->f;i/-2-(3. 
y^;u7x-jU)^Pt°;U7h+v, i-^x-;u^> 

fil't+v, 2-7x~ M^I/f^U**^ 3-?x 

-;u^>^;u^^rv. 4-7x-ji/^>f;i/t+ 
5-?x- ;u^>^;u^v. i-^;u-i-:7x 

i-y^;u-3-7x-;u^;u7|-^rv, I-** 
;u-4-7x- ;u^;L/^-+v, 2->^;u-2-^x- ;u 
^^;utI-+v, 2-(4-^7pp^x-;u)-2-^;u^ 

;u**v, i-7i-;^+vji/t+y,2-7i- 
;u^*v;u?Mr*X 3-?x- ;u^*v;u**v, 

7x-;u^>^ju^-+i/, i-^;u-2-7x-;u^ 

;U-2-7x-;U^>^;U^-+v, 2-(4-<7PP?xll 

;u).2-^;u^>^;u^v, 2-/^ju-2-(3->^ 

;u**v, 5-^ppft7i>-2-'fiWf;i/t+ 
v. i->^;u-3-^7PPt 0: 77-;u-5--r;L/y^;u^ 
2<3-/*;u7^>-2-*OU)i*;u3*-*S/ % 

3- (6-hU^;u7l-p^;i/t 0, jv>-2--r;u)^ , pt <> ;u 
**v. 4-(t 0| j5v>-2-^;u)^^;u++i/, 
5-(h , J7y-;u-i--r;u)^>^;u^v s 6-(t 0 p 
-;u-i-^U)^*v;u**v, i-^x~;ut°^/ 
-;u-5-^;u7n>v/^;u^^>. xh^tKPt 0 
^>-2-^;u>^;u^v, ^£V-;u-w;u;* 

2->^;ux;u^x- ;ux^;i,7|-4rv, 3-i/T^ 
^ptf;u^v, 2-7tx;u5;u-2->^;u^ , Pt°;u^- 
4->h^rv*;U7K-;u.4-vTy^^;u^ 
> % 5-(2-^pP7x-;u)^>^;U7h^rvfcJ:i; 

[0105] 

R c fccfcZ/ Y' <D5tglZfcl+£ R b -cs&£;h,-c^ 
Tt<fcl> C-Q 7;U=i*S/ C,~C 6 7;UP+v<t L 



1 - (4 -chloropheny! ) - 1 -methylethyl oxy , 
1 - (3 -chloropheny! ) - 1 -methylethyl oxy , 

1 -phenyl propyl oxy , 

2 -phenyl propyl oxy , 

3 -phenyl propyl oxy , 

1 -phenyl butyl oxy , 

2 -phenyl butyl oxy , 3- phenyl butyl oxy , 4- phenyl butyl 
oxy , 1- methyl -1- phenyl propyl oxy , 1- methyl -2- phenyl 
propyl oxy , 1- methyl -3- phenyl propyl oxy , 2- methyl -2- 
phenyl propyl oxy , 2- (4 -chlorophenyl ) - 2 -methylpropyl 
oxy , 2- methyl -2- (3 -methylphenyl ) propyl oxy , 1- phenyl 
pentyloxy , 2- phenyl pentyloxy , 3- phenyl pentyloxy , 4- 
phenyl pentyloxy , 5-phenyl pentyloxy , 1- methyl -1- phenyl 
butyl oxy , 1- methyl -2- phenyl butyl oxy , 1- methyl -3- 
phenyl butyl oxy , 1- methyl -4- phenyl butyl oxy , 2- methyl 
-2- phenyl butyl oxy , 2- (4 -chlorophenyl ) - 2 -methyl butyl 
oxy , 2- methyl -2- (3 -methylphenyl ) butyl oxy , 1- phenyl 
hexyloxy , 2- phenyl hexyloxy , 3- phenyl hexyloxy , 4- 
phenyl hexyloxy , 5-phenyl hexyloxy , 6-phenyl hexyloxy , 1- 
methyl -1- phenyl pentyloxy , 1- methyl -2- phenyl 
pentyloxy , 1- methyl -3- phenyl pentyloxy , 1- methyl -4- 
phenyl pentyloxy , 2- methyl -2- phenyl pentyloxy , 2- (4 
-chlorophenyl ) - 2-methyl pentyloxy , 2- methyl -2- (3 
-methylphenyl ) pentyloxy , pyridine -2- yl methyl oxy , 

5- chloro thiophene -2- yl methyl oxy , 1- methyl -3- chloro 
pyrazole -5-yl methyl oxy , 2- (3 -methyl furan -2- yl ) ethyl 
oxy , 3- (6 -trifluoromethyl pyridine -2- yl ) propyl oxy , 4- 
(pyrimidine -2- yl ) butyl oxy , 5- (triazole -1- yl ) pentyloxy , 

6- (pyrrole -1- yl ) hexyloxy , 1- phenylpyrazole 
-5-carboxymethyl oxy , tetrahydropyran -2- yl methyl oxy , 
imidazole -1- yl methyl oxy , 2- difluoro methoxyethyl oxy , 
2- methyl sulfenyl ethyl oxy , 3- cyanopropyl oxy , 2- formyl 
-2- methylpropyl oxy , 4- methoxycarbonyl -4- cyano butyl 
oxy , 5- (2 -chlorophenyl ) pentyloxy and you can list 6 
-morpholino hexyloxy etc. 



[0105] 

You can list methoxy methoxy , ethoxy methoxy , n- propoxy 
methoxy , i- propoxy methoxy , n- butoxy methoxy , i- butoxy 
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t-?Mr*»h**>. n-'O^U^v/Mf v. 2- 
/M^>xMrv, 3-ih^'/^a^*y, 3->Mr 
♦>^BjK**>, vTy>h^»h+i/» 2-(2--h 

a x Mri/)i h**> , 3-( i T ;u tf ^'./—/u-s-'f 
;u^h+*»7ne^u^-+i/,4-(3-i/7/-2-^;u 
?Pt>**<»:7h**X 5-*>i^i~J-*i"<> 

[0106] 

2 fflO) Y l=J:yttft*JI*tfctl=il«WTF, 
a*BK**fcl*fl«II* * 1 3b^6 3 ®$A, 
WC*J:l* 3 £ 7 IStl/Cli. ^IWJuM 
)l>. 2,2-i??PP'>?P:7pfc?JU, S/^P^iU, 
****>fc«fctfv?P*>*;Uf|A<£lf£>*i 

•So 

[0107] 

R 2 R 3 0**l=*ilt4» R 2 fccfct/ R 3 

-Hl:^?tiIIf > S*fl(?£*:l*%ft 
Jl^frbiltfft*: 1 4 fla^o W^t* 
A/WCt*l* 3 frb 7 jmturtt^TSJ'js? 

[0108] 

U' t$£tf U 2 ©S«(c*lt4» U 1 fcjxtf U 2 

fcliiMtfll* **&iBI#h.fc 1 4*6 4 i©AfP 
W**#A/T?l*Tt»*l* 3 fr£> 7 RmtLX 14 , 

[0109] 

A 1 fcLTI*» 5 aig^xPiifcct^e MiS'VfP 



[0110] 
[ft 17] 
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methoxy , s-butoxy methoxy , t-butoxy methoxy , n- 
pentyloxy methoxy , 2- methoxy ethoxy , 3- ethoxy propoxy , 
3- methoxy propoxy , cyano methoxy methoxy , 2- (2 -nitro 
ethoxy ) ethoxy , 3- (1 -methyl pyrazole -5-yl methoxy ) 
propyl oxy , 4- (3 -cyano -2- methyl propyl oxy ) butoxy , 
5-benzyloxy pentyloxy and 5 - (2 -trifluoromethyl thiazole 
-5-yl ) methoxy hexyloxy etc with R<sup>b</sup> in 
defining R<sup>c</sup> and Y* as optionally substitutable 
C<sub> 1 </sub>~C<sub>6</sub>a!koxy 
C<sub> 1 </sub>~C<sub>6</sub>a!koxy . 

[0106] 

In defining Y, cyclopropyl , 2, 2- dichloro cyclopropyl , 
cyclobutyl , oxetane and cyclopentyl etc it is listed with Y of 
2 it substitutes on same carbon of A<sup>l</sup> with said 
carbon atom oxygen atom , nitrogen atom or each 1 to 3 as 7 
-member ring sulfur atom from 3 it is possibleto include. 



[0107] 

In defining R<sup>2</sup> and R<sup>3</sup>, 
R<sup>2</sup> and R<sup>3</sup> becomingsimultaneous, 
you can list aziridine , morpholine , hexamethylene imine and 
4 -benzyl piperazine etc 1 to 4 which ischosen from oxygen 
atom , nitrogen atom or sulfur atom as 7 -member ring from 3 
may include the heteroatom . 

[0108] 

In defining U<sup>l</sup> and U<sup>2</sup>, 
U<sup>K/sup> and U<sup>2</sup> becomingsimultaneous, 
you can list aziridine , morpholine , hexamethylene imine and 

4 -benzyl piperazine etc 1 to 4 which itforms, is chosen from 
oxygen atom , nitrogen atom or sulfur atom as 7 -member ring 
from 3 mayinclude heteroatom . 

[0109] 

As A<sup>l</sup>, as A<sup>l</sup> to which you can list 

5 -member ring heterocyclic ring and 6-member ring 
heterocyclic ring , etc is desirable, for example 

[0110] 

[Chemical Formula 17] 
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<>* <>> ^ ^ 

' Ye y« ' Y a 

Va Ya Ya Ye 

Yb Ya ya Ya 

Ya Ye • Ya Yb Ya 

(Y)l ... N-S ... N-S ^-S 



«V 

* a Ya * B * a Y- Ya 

* a Ya 
fa Ya Ya Ya Ya 

f/lr-A |Y) -^' 



Ya YD ' Ya 

°H N \ < N i™<\\ , 

Ya Ya Ye Ya Ya 

[0111] [0111] 

UtlS] [Chemical Formula 1 8] 
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€$.' «Q;t »Cf> ""CcI . 



<n <£c -oV <xr 



( ^#=. & < >= . <> <>" 

Ya »a yb * a ■ o ' 



[0112] [0112] 

A^lf btlv JElCjJ^Ll^ A 1 irLTtt, To be listed, furthermore as desirable A<sup> l</sup>, for 

example 

[0113] [0113] 

lit 19] [Chemical Formula 19] 
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[0114] 

t)<mi 6*U ftl::fcF£L^ A 1 tLXlt. m*.\Z* 

[0115] 
lit 20] 

Ya 

<— S /r-O ivx r-W n-S N-O 

Ya Ya Ya Ya Ya 

m <>* H*- ^V><> 

Yb " ya ya Ya 

Ya YaYa Ya 

™<x -a ™<i ,~a <o. 

Yo Ya 

[0116] 

i— ^ jum. — -r-r- .j. _I_ U. 



[0114] 

As A<sup>l</sup> to which is listed, especially is desirable, 
for example 

[0115] 

[Chemical Formula 20] 



[0116] 
Is listed. 

Furthermore, Y, Ya, d, e, f, g, h, i, j and k display meaning of 
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[01 17] 

A 2 <kLTIi, A 2 a fr*> A 2 y &mi 6*1* o 
[0118] 

B tLTI*. #J*l£, -CH 2 -, -C(=CH-OR 4 )-£*: 
li-C(N=OR 4 )-*^lfbtl^o 



[0119] 

r 1 tLxit, »*l<i*. mm* & 
*y H *l<i*. flJxtf . j^uaw &*i*o 

[0120] 

;u s x^jk n-^ne;u, i-?dtf;u % n-^;u. 

[0121] 

r 3 il/cii, »*L<ii, «5eii. **1R^ >^ 
if;k R a T?«***irt^Tt cfei^i- ;u 
R a T*B^tiri>rt<fei^>v;u^M 
£if 6*i, *y»*L<i*. ftiAtf, frmm+s 
R a -ea^+ir^Ttc>:t^x-^fc<ti;^;u 

[0122] 

r 4 tLxit. m*.i£, y^mm^Fs 

[0123] 

r 5 tLx\ts mz.n* KmmTs *?)\>. t*? 

[0124] 

r 6 tLxit. mzii* Jkm^Ts temi^Ts 

[0125] 

R 7 <tLTIi,0lJ^lS,R a Trg^+irt>Tt«fc^ 



beingsimilar to description above. 
[0117] 

As A<sup>2</sup>, you can list A<sup>2</sup>y from 
A<sup>2</sup>a. 

[0118] 

As B, for example -CH<sub>2</sub>-, -C 
(=CH-OR<sup>4</sup> ) - or -C (N=OR<sup>4</sup> ) - is 
listed. 

[0119] 

As R<sup> l</sup>, you can list preferably , for example 
hydrogen atom , methyl , ethyl , n- propyl , i-propyl , n- 
butyl , i- butyl , s-butyl , n- pentyl , 3- methyl butyl , n- hexyl 
and benzyl , etc can list the more preferably , for example 
methyl . 

[0120] 

As R<sup>2</sup>, you can list preferably , for example 
hydrogen atom , methyl , ethyl , n- propyl , i-propyl s n- 
butyl , i- butyl , s-butyl , n- pentyl , 3- methyl butyl , n- hexyl 
and benzyl , etc can list the more preferably , for example 
methyl . 

[0121] 

As R<sup>3</sup>, with preferably s for example hydrogen 
atom , methyl , ethyl , R<sup>a</sup> you can list optionally 
substitutable phenyl and optionally substitutable benzyl 
etc with R<sup>a</sup>, can list optionally substitutable 
phenyl and methyl with more preferably , for example 
hydrogen atom , R<sup>a</sup>. 

[0122] 

As R<sup>4</sup>, you can list for example hydrogen atom , 
methyl , ethyl and benzyl , etc can list the more preferably , 
for example methyl . 

[0123] 

As R<sup>5</sup>, you can list for example hydrogen atom , 
methyl , acetyl 5 phenyl and benzyl , etc can list the more 
preferably , for example methyl and acetyl etc. 



[0124] 

As R<sup>6</sup>, you can list optionally substitutable 
phenyl and benzyl etc with for example hydrogen atom , 
chlorine atom , methyl , ethyl , methoxycarbonyl , methyl 
sulfenyl , R<sup>a</sup>. 

[0125] 

As R<sup>7</sup>, with for example R<sup>a</sup> with 
optionally substitutable phenyl , R<sup>a</sup> you can list 
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tK^jst , *y 

[0126] 

R 8 fccfctf R 9 <tLTI*> «*tf , tt* 

1ST. x^;u*j«ki;K>5?;Hf *<*if 

[0127] 

R 10 tLri*. , > 
[0128] 

R n tLTI*. **IS^ >*;Ufc<fcl/ 

[0129] 

r 12 tLxit. mz.it. j3cfci;^;u* 

[0130] 

R n tLTIi, Willi, **B^ tt*B*. ft 

[0131] 

d~c 6 7;MF-;k c,~c 6 7;up*v, c,~c 6 /\p 
7jMt;u. c,~c 6 /\p7;up*v, cn, -hnfc 

*U *y »*L<I*. CU F, Br, mj?;i, 

*py^;K >h*v, xMrv, z?a t° 

[0132] 

c,~c 6 7;up+v, q-q 7;u+;ux;L/7x- 

&£*lTl>Tt Ja^7 1 P7U-/l>, CN, xhP 

fccfei; c^c 6 7;up+v*;u^-;Hf^ifb 



[0133] 

R c <tLTIi, »*L<I4. flAlf . 
R a ^S^tlT^rtckt^xz 

tiri^rtcfci^xP7 , J-;u. 
l^tcfct^x-;ux;u^x;u, 

IvCt «fcl* C,~C 6 7JU*;k R b 
«fcl* C 2 ~C 6 7;U^x;u, R b 



./Npy^jii 1 , 

-;u.R a -eS&£ 

R a -CS&£*lT 
R a T*B&£*lT 
R b T*S&£;rXT 



optionally substitutable heteroaryl , hydrogen atom , methyl , 
ethyl , methoxy , benzyloxy , acetyl and optionally 
substitutable benzyl etc with R<sup>a</sup>. 

[0126] 

As R<sup>8</sup> and R<sup>9</sup>, you can list for 
example hydrogen atom , chlorine atom , methyl , ethyl and 
benzyl etc. 

[0127] 

As R<sup>10</sup>, you can list for example hydrogen 
atom , chlorine atom , methyl and methoxy etc. 

[0128] 

As R<sup>l l</sup>, you can list for example hydrogen 
atom , methyl and ethyl etc. 

[0129] 

As R<sup>12</sup>, you can list for example hydrogen atom 
and methyl etc. 

[0130] 

As R<sup>13</sup>, you can list for example hydrogen 
atom , chlorine atom , bromine atom , methyl and methoxy 
etc. 

[0131] 

As R<sup>a</sup>, you can list preferably , for example 
halogen atom , C<sub>l</sub>~C<sub>6</sub>alkyl , 
C<sub> 1 </sub>~C<sub>6</sub>alkoxy , 
C<sub> 1 </sub>~C<sub>6</sub>haloalkyl , 
C<sub>l</sub>~C<sub>6</sub>haloalkoxy , CN, nitro and 
C<sub>l</sub>~C<sub>6</sub>alkoxy carbonyl , etc can list 
the more preferably , for example CI, F s Br, trifluoromethyl , 
methoxy , ethoxy , ethyl , propyl and methyl . 

[0132] 

As R<sup>b</sup>, with preferably , for example halogen 
atom , C<sub>l</sub>~C<sub>6</sub>alkoxy , 
C<sub>l</sub>~C<sub>6</sub>alkyl sulfenyl , 
R<sup>a</sup> you can list optionally substitutable 
heteroaryl , CN, nitro and 

C<sub>l</sub>~C<sub>6</sub>alkoxy carbonyl etcwith 
optionally substitutable phenyl , R<sup>a</sup>. 

[0133] 

As R<sup>c</sup>, with preferably , for example halogen 
atom , R<sup>a</sup> with optionally substitutable phenyl , 
R<sup>a</sup> with optionally substitutable heteroaryl , 
R<sup>a</sup> with the optionally substitutable phenyl 
carbonyl , R<sup>a</sup> with optionally substitutable 
phenyl sulfonyl , R<sup>b</sup> with optionally 
substitutable C<sub>l</sub>~C<sub>6</sub>alkyl , 



Page 117 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



rtcfc^ c 2 ~c 6 t;u+-;u, R b t*§&£*iti^ 

P, OH, SH. SCN fccfctf Q~C 6 7;U:3*v2j;U 



[0134] 

T , c,~c 4 7;u*;u, c,~c 4 7jua**x c,~c 2 

MPTA^U* c,~C 2 /\P7;Up*v, CN. xh 
□ , S-R, NU'U 2 , R a TffiSfc* 4lTl*T**l*7x 

CK F, K Br. >h*v, X^JU % n-^Pt°;U, Xh 



[0135] 

x 2 tun*, »*l<i*. c^c 4 7;u4r 

[0136] 

x 3 fcurtt, »*L<(i % mz.lt s /\p^>JS 
T\ c,~c 4 7;u+;u, C,~C 4 7^UP+v, c,~c 2 
/\P7;u*;k c,~c 2 /\p7;up**x cn, xh 

P , S-R, NU'U 2 , R a ■eH&atfl-Cl^Tfc cfcl V7x 

- )\,-h)\,ifs- ;ufccfci; c,~c 4 7;up+v*;u?K 

-^f^fifbti, cfcy»*u<i*. 

CK F, K Br, >h*V, X^;U % n-^Pt°;U, Xh 
n-^P/K+V, *?uuV7)\,*u*T)\, s h 
U?;U*-p^;i,, HJ7;U5j-nj*h*$/, v?;U 

Pifik xh+v*;U/K-;u, cn, 7-t^ufc 

[0137] 

X 4 fcLTI*. »*L<I4. /\Py>JS 
C n C 4 T)\s*r)l. C,-C 4 7;UP*v. C,~C 2 
/\P7^k C,~C 2 /\P7JUP*V, CN, xh 
P, S-R, NU l U 2 , R a T*S^tLTl^Ttd:l^x 

- ;u^j;ut:- ;ufcj:i; c,~c 4 7;up*i/*;u/t? 



R<sup>b</sup> with optionally substitutable 
C<sub>2</sub>-C<sub>6</sub>alkenyl , R<sup>b</sup> 
with optionally substitutable 

C<sub>2</sub>~C<sub>6</sub>alkynyl , R<sup>b</sup> 
youcan list optionally substitutable 

C<sub>l</sub>~C<sub>6</sub>aIkyl sulfenyl , CN, nitro , 
OH, SH, SCN and C<sub>l</sub>~C<sub>6</sub>alkoxy 
carbonyl etc with optionally substitutable 
C<sub>l</sub>~C<sub>6</sub>alkoxy , R<sup>b</sup>. 

[0134] 

As X<sup>l</sup>, you can list optionally substitutable 
phenyl carbonyl and C<sub>l</sub>~C<sub>4</sub>alkoxy 
carbonyl etc with preferably , for example halogen atom s 
C<sub>K/sub>-~C<sub>4</sub>alkyl , 
C<sub> 1 </sub>~C<sub>4</sub>alkoxy , 
C<sub> K/sub>-C<sub>2</sub>haloalkyI , 
C<sub>l</sub>~C<sub>2</sub>haloalkoxy , CN, nitro , 
S-R, NU<sup>l</sup>U<sup>2</sup>, R<sup>a</sup>,can 
list more preferably , for example CI, F, I, Br, methoxy , 
ethyl , n- propyl , ethoxy , n- propoxy , chloro 
difluoromethyl , trifluoromethyl , trifluoromethoxy , difluoro 
methoxy , methoxycarbonyl , pentafluoroethyl , ethoxy 
carbonyl , CN, acetyl and methyl . 

[0135] 

As X<sup>2</sup>, you can list optionally substitutable 
phenyl with preferably , for example 
C<sub>K/sub>~C<sub>4</sub>alkyl , and R<sup>a</sup> 
canlist more preferably , for example methyl and phenyl etc. 

[0136] 

As X<sup>3</sup>, you can list optionally substitutable 
phenyl carbonyl and C<sub>l</sub>~C<sub>4</sub>alkoxy 
carbonyl etc with preferably , for example halogen atom , 
C<sub> 1 </sub>~C<sub>4</sub>alkyl , 
C<sub> 1 </sub>~C<sub>4</sub>alkoxy , 
C<sub> 1 </sub>~C<sub>2</sub>haloalky 1 , 
C<sub>l</sub>~C<sub>2</sub>haloalkoxy , CN, nitro , 
S-R, NU<sup>l</sup>U<sup>2</sup>, R<sup>a</sup>,can 
list more preferably , for example CI, F, I, Br, methoxy , 
ethyl , n- propyl , ethoxy , n- propoxy , chloro 
difluoromethyl , trifluoromethyl , trifluoromethoxy , difluoro 
methoxy , methoxycarbonyl , pentafluoroethyl , ethoxy 
carbonyl , CN, acetyl and methyl . 

[0137] 

As X<sup>4</sup>, you can list optionally substitutable 
phenyl carbonyl and C<sub>l</sub>~C<sub>4</sub>alkoxy 
carbonyl etc with preferably , for example halogen atom , 
C<sub>l</sub>-C<sub>4</sub>alkyl , 
C<sub>K/sub>~C<sub>4</sub>alkoxy , 
C<sub> 1 </sub>~C<sub>2</sub>haloalky 1 , 
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CI, F. U Br, *b*V, X^JU, n-?Q\f)l. Xh 

n-^P7K*v. ?ppv?;u;*-p^k h 
Pifik xh*v*n-7t-;x;K CN, T-fe^Ufc 



[0138] 

Y' tLXlt, #£L<li, Willi, TKfftJI^ /\ 

py>JS^R b T*B&2ftTi^-ctJ;^ c,~c 6 
7;u*;u.R b T*s&£*iri>Tt<fc^ C,~C 6 7 
;up+v, r c •ca»**iri^Ttp £iv7x- 

^tirt^Tt^L^i-JUC^QT^^U.R'T* 
ttft**lTl^Tt ^I^t-PT'J— JU, CN. xh 

pfccfctf Ci~C6T;u3*S/*^7f?-;u»A<*if 



[0139] 

u 1 tecfci; u 2 £LTIi. »*L<l*. Willi, ** 
ST- , c,-c 4 7ju*;u, d~C 2 /xnj^ik ? 
x- ^fP7'J-ik c n c 4 7;u+;u*;utK 

if 6ti. <fcy»*L<l*. Willi, h, 7i 

4<*lf6tt*o 



[0140] 

D £LTI*. »*L<I*. Willi* 
-C(=Q 2 )-fcJ:i;-C(R 6 )=N-0-A^[fbtl^o 



[0141] 

Z fcLTtt.-OR'.-SR 1 fccfc7j-NR 2 R 3 A^lfb 
[0142] 

Q\ Q\ Q 3 tLTI*. »*L<I*. =0. =S,=N-R 7 

fccfci;=cH 2 "ca5*o 



[0143] 
[0144] 

G tLXlts Willi* G'^^G'.G'.G 6 ^ 7 

G 8 A<¥lf b*U »£L<I*. Willi, G\G 2 ,G 3 
fccfcrj g 4 -cfty . *6C»*L<I*. G 1 T-fc£ 0 
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C<sub>l</sub>~C<sub>2</sub>haloalkoxy , CN, nitro , 
S-R, NU<sup>l</sup>U<sup>2</sup>, R<sup>a</sup>,can 
list more preferably , for example CI, F, I, Br, methoxy , 
ethyl , n- propyl , ethoxy , n- propoxy , chloro 
difluoromethyl , trifluoromethyl , trifluoromethoxy , difluoro 
methoxy , methoxycarbonyl , pentafluoroethyl , ethoxy 
carbonyl , CN, acetyl and methyl . 

[0138] 

As Y*, with preferably , for example hydrogen atom , halogen 
atom , R<sup>b</sup> with optionally substitutable 
C<sub>K/sub>~C<sub>6</sub>alkyl , R<sup>b</sup> with 
optionally substitutable 

C<sub>l</sub>~C<sub>6</sub>alkoxy , R<sup>c</sup> 
with the optionally substitutable phenyl , R<sup>c</sup> 
with optionally substitutable phenoxy , R<sup>c</sup> you 
can list optionally substitutable heteroaryl , CN, nitro and 
C<sub>l</sub>~C<sub>6</sub>alkoxy carbonyl etc with the 
optionally substitutable phenyl 

C<sub>l</sub>~C<sub>6</sub>aIkyl , R<sup>c</sup>. 
[0139] 

As U<sup>l</sup> and U<sup>2</sup>, you can list 
preferably , for example hydrogen atom , 
C<sub>l</sub>~C<sub>4</sub>alkyl , 
C<sub>l</sub>~C<sub>2</sub>haloalkyl , phenyl , 
heteroaryl , C<sub>l</sub>~C<sub>4</sub>alkyl carbonyl 
and C<sub>l</sub>~C<sub>4</sub>alkoxy carbonyl , etccan 
list more preferably , for example H, methyl , phenyl , 
benzyl , acetyl , methoxycarbonyl . 

[0140] 

As D, preferably , for example single bond , -C 
(=Q<sup>2</sup> ) - and -C (R<sup>6</sup> ) you can list 
=N- 0-. 

[0141] 

As Z, you can list -OR<sup>l</sup>, -SR<sup> l</sup> and 
-NR<sup>2</sup>R<sup>3</sup>. 

[0142] 

As Q<sup>l</sup>, Q<sup>2</sup>, Q<sup>3</sup>, 
preferably , =0, =S, =N- R<sup>7</sup> and 
=CH<sub>2</sub> is. 

[0143] 

As Q<sup>4</sup> and Q<sup>5</sup>, preferably , =0 and 
=S is. 

[0144] 

As G, you can list for example G<sup>l</sup>, 
G<sup>2</sup>, G<sup>3</sup>, G<sup>4</sup>, 
G<sup>5</sup>, G<sup>6</sup>, G<sup>7</sup> and 
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[0145] 

n [i#£L<l* 0, 1 Sfcl* 2 -Cfe^o 
[0146] 

p i*» £L<i* o i -efc&o 

[0147] 
[0148] 

**w<b^*fcLri*. s*Jitti::j:y-f5y*s 

[0149] 

^^(Dl^t^S^Pyricularia oryzae)* 

C^$lttt?s(Cochliobolms miyabeanus)* 

S&ttfi^(Rhizoctonia solani)* 

A^SCD^irA/d?^ (Erysiphe graminis 
f.sp.hordeu f.sp.tritici)* 

&ll^(Pyrenophora graminea)* 

(Pyrenophora teres), 

^ fi x tfif^(Gibberella zeae)* 

£ 1$ fa (Puccinia striiformis * P.graminis , 
P.recondita* P.hordei)* 

S)S^(Tipula sp.* Micronectria nivalis), 

}35llf§-fE(Ustilago tritici* U.nuda)* 

T "f X ?K y h (Pseudocercosporella 
herpotrichoides)* 

§ff^^(Rhynchosporium secalis)* 
SttifS(Septoria tritici)* 

^tt^(Leptosphaeria nodorum)* 
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G<sup>8</sup>, with preferably , for example 
G<sup>l</sup>, G<sup>2</sup>, G<sup>3</sup> and 
G<sup>4</sup>, furthermore it is a preferably , 
G<sup>l</sup>. 

[0145] 

n is preferably 0, 1 or 2. 
[0146] 

p is preferably 0 or 1 . 
[0147] 

In addition, you can list for example acetate , hydrobromide , 
hydroiodide , formate salt , acetate , ammonium salt , 
isopropyl amine salt and oxalate etc as acceptable salt as 
pesticide of heterocyclic ring imino aromatic compound of 
invention of this application . 

[0148] 

As the compound of this invention , those where imino bond 
does not change with tautomerism aredesirable. 

[0149] 

Next, 

As plant disease which becomes prevention object of the 
compound of this invention , 

rice blast of rice (Pyricularia oryzae ), 

Cochliobolus miyabeanus (Cochliobolms miyabeanus ), 

Rhizoctania solani (Rhizoctonia solani ), 

powdery mildew of winter cereals (Erysiphe graminis 
f.sp.hordei , f.sp.tritici ), 

leaf stripe (Pyrenophora graminea ), 

net blotch (Pyrenophora teres ), 

Fusarium rot (Gibberella zeae ), 

rust (Puccinia striiformis , P.graminis , P.recondita, P.hordei ), 

Typhula sp., Micronectriella nivalis (Tipula sp., Micronectria 
nivalis ), 

Ustilago tritici, Ustilago nuda (Ustilago tritici, U.nuda ), 
ice pot (Pseudocercosporella herpotrichoides ), 

Rhynchosporium secalis (scald ) (Rhynchosporium secalis ), 

speckled leaf blotch of wheat & barley (Septoria tritici ) 
(Septoria tritici ), 

glume blotch of wheat & barley (Leptosphaeria 

— a ^ /t — * — -i : a 
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*>+ % ;/(D II ^(Diaporthe citri), 

•t?A^(Elsinoe fawcetti)> 
HHl§oSfcji5(Penicillium digitalunn P.italicum)* 

•J^^fCD'E— UT^(Sclerotinia mali), 

)8bA^(Valsa mali), 

oil A/Z^(Podosphaera Icuchotricha), 

Si^^^^(Alternaria mali). 

HM^(Venturia inaequalis), 

^-V<DHS^(Venturia nashicola), 

HSi^(Alternaria kikuchiana)* 

^M^(Gymnosporangium haraenum). 

^(DKM^Sclerotinia cinerea)* 

*! jt^Cladosporium carpophilum), 

7^^37vXJgj&fi*j(Phomopsis sp.). 

3?KOCD^<t5fPi(Plasmopara viticola). 

H<t5^(Elsinoe ampelina), 

Hft®q?S(Glomerella cingulate), 

^t'AfCfi^Uncinula necator), 

£ t/fi5(Phakopsora ampelopsidis), 

^)4r0^-?"^(Gloeosporium kaki). 

M M (Cercospora kaki . Mycosphaerella 
hawae). 

^ U $&<D <<h ^(Pseudoperonospora cubensis) . 

S5(Colletotrichum lagenarium). oil AfZfa 
(Sphaerotheca fuliginea) * O £ 1fi 
(Mycosphaerella melonis) . h 7 h ^) ^ j| 
(Phytophthora infestans) . Iffl 1fi (Alternaria 
solani). H A N If M (Cladosporiumfulvum) . i~7s 
(D ffi ®fc ^ (Phomopsis vexans) . 5 i: A/ C #1 
(Erysiphe cichoracoarum). T^^^"f4if^<Dll 
JSfi^Alternaria japonica). S8J^(Cercosporella 
brassicae). ^^(D^tf^Puccinia allii). ^ 'fX 
CD ^ K ^ (Cercospora kikuchii) , 
(Elsinoe glycines) * H j£ #1 (Diaporthe 
phaseololum). ^>y>(D/iK^ ^(Colletotrichum 
lindemuthianum) , 5y*-fe-f<7>H&*Pi 
(Mycosphaerella personatum) ^ SE ^ 
(Cercospora arachidicola). T-ls\ :ri ?(Doi:A/Zf& 



nodorum ) (Leptosphaeria nodorum ), 

melanose of Citrus spp., Poncirus spp., fortunella spp. (citrus ) 
(Diaporthe citri ), 

scab (Elsinoe fawcetti ), 

Penicillium digitatum, Penicillium italicum (fruit spoilage 
disease ) (Penicillium digitalum, P. italicum ), 

blossom blight of Malus pumila Miller var. domestica 
Schneider (apple ) (Sclerotinia mali ), 

canker (Valsa mali ), 

powdery mildew (Podosphaera lcuchotricha ), 

Alternaria leaf spot (Alternaria mali ), 

scab (Venturia inaequalis ), 

scab of pear (Venturia nashicola ), 

Phoma rot (Alternaria kikuchiana ), 

rust (Gymnosporangium haraenum ), 

brown rot of Prunus persica Batsch. (Sclerotinia cinerea ), 

scab (Cladosporium carpophilum ), 

Phomopsis rot (Phomopsis sp. ) (Phomopsis sp. ), 

downy mildew of grape (Plasmopara viticola ), 

Elsinoe glycines (anthracnose ) (Elsinoe ampelina ), 

ripe rot (Glomerella cingulate ), 

powdery mildew (Uncinula necator ), 

rust (Phakopsora ampelopsidis ), 

anthracnose of persimmon (Gloeosporium kaki ), 

Cercospora kaki, Mycosphaerella nawae (leaf spot ) 
(Cercospora kaki, Mycosphaerella hawae ), 

downy mildew of cucurbitaceous fruit (Pseudoperonospora 
cubensis ), anthracnose (Colletotrichum lagenarium ), 
powdery mildew (Sphaerotheca fuliginea ), Mycosphaerella 
melonis (black rot ) (Mycosphaerella melonis ), Phytophthora 
rot of tomato (Phytophthora infestans ),ring rot (Alternaria 
solani ), Cladosporium fulvum (leaf mold ) 
(Cladosporiumfulvum ), * crest illness of eggplant 
(Phomopsis vexans ), powdery mildew (Erysiphe 
cichoracoarum ), Phoma rot of Brassicacae vegetable 
(Alternaria japonica ), white spot of brassica (Cercosporella 
brassicae ) (Cercosporella brassicae ), rust of onion (Puccinia 
allii ), purple stain of soybean (Cercospora kikuchii ) 
(Cercospora kikuchii ), Elsinoe glycines (anthracnose ) 
(Elsinoe glycines ),melanose (Diaporthe phaseololum ), 
anthracnose of kidney bean (Colletotrichum 
lindemuthianum ), Mycosphaerella personnatum of Arachis 
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(Erysiphe pisi), v**V^<Dg&Js( Alternaria 
solani) ^ ^fJ^^ir^Ci (Sphaerotheca 
humuli) , f 1»(J)|t*>i (Exobasidium 
reticulatum)* SM^(EIsinoe leucospila)* 
0) ^ M. (Alternaria lingipes) * 5 il A/ Z ffi 
(Erysiphe cichoracearum) OH ?fS 

(Colletotrichum tabacum) „ t > "9" -f <D 81 ^ 
(Cercospora beticola) * 7 0 H M ^ 
(Diplocarpon rosae)* 5 <t* A/ C fis (Sphaerotheca 
pannosa) . * £ (D *| 81 ^ (Septoria 
chrysanthemiindici) „ 6 $ 1/ M (Puccinia 
horiana) * 1£X (DftfyOJiJi&frXflR (Botrytis 
cinerea) , fl>^(Df^%ICDM^?S (Sclerotinia 
sclerotiorum)^ f)*%£ If btl-S o 



[0150] 
[0151] 

«HB(1)(D G A< G 1 T* A 2 # A 2 y V*tl? 



[0152] 
[ft 21] 



hypogaea L. (Mycosphaerella personatum ), * mottling illness 
(Cercospora arachidicola ), powdery mildew of Pisum 
sativum L. (garden pea ) (Erysiphe pisi ), Alternaria solani of 
potato (Alternaria solani ), powdery mildew of strawberry 
(Sphaerotheca humuli ), Exobasidium reticulatum of Thea 
sinensis L. (tea ) (Exobasidium reticulatum ), Elsinoe 
leucospila (white star disease ) (Elsinoe leucospila ), rust of 
tobacco (Alternaria lingipes ), powdery mildew (Erysiphe 
cichoracearum ), anthracnose (Colletotrichum tabacum ), * 
mottling illness of Beta vulgaris L. var saccharifera Alef. 
(sugar beet ) (Cercospora beticola ), scab of Rosa (rose ) 
(Diplocarpon rosae ),powdery mildew (Sphaerotheca 
pannosa ), * mottling illness of Chrysanthemum mori folium 
Ramat. (chrysanthemum ) (Septoria chrysanthemiindici ), 
white rust (Puccinia horiana ), gray mold of fruit of various 
crop (Botrytis cinerea ), you can list Sclerotinia rot 
(Sclerotinia sclerotiorum ) etc of various crop . 

[0150] 

On one hand, the compound of this invention for most part 
includes quite useful compound which does not have adverse 
effect vis-a-vis mammals , fish , shellfish and beneficial 
insect . 

[0151] 

Next, G of aforementioned (1) being G<sup> l</sup>, 
A<sup>2</sup> being A<sup>2</sup>y, production method 
of the compound of this invention which is 
displayedrespectively is explained below. 

(production method ) 

[0152] 

[Chemical Formula 21] 
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pi 

j 

I reauaion 



aikytadon 



Q> ( fo' (13 ' < fr*g 



(4) "oo-; 



Dase|cs, 



base- H SdO-Z 
(5) ^ 



co-z 




(10) 



(7) xo-z 



V J -NCS | (8) 

(11) 



^dghydratia 



[0153] 
[ft 22] 



CO-Z * (! H CM t~ * M 



[0153] 

[Chemical Formula 22] 



O L 
(16) 



r 4 T 

-SOaHal 



(16) \\») ^ 

(29) H-L* HO *2 H< 4 ° V^VU 

I sdl I salt ^2 l CO-Z Y3 t M W 

(26) H-L 4 y (1-6) 



y3v ^s 

(28) 

I 



I Xn 

(30) H-L Y (1 . g) h-L 



tese | base 

Xn ' ^ 

I' 1 ) ''(M?" 



V(1-7) 



[0154] 
[ft 23] 



[0154] 

[Chemical Formula 23] 
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[0157] [0157] 

lit 26] [Chemical Formula 26] 

^ _ HCO-L 1 (49) r 4_lI (50) ^VN Y 

\o-z ho-Axw r 4 o-A»z 

(1a) db) (It) 



[0158] 

(A 3 fc\fctf A 4 1*. 341tfZ. KTIS A 1 tm&<D 

*5/e£©atiic**5«-efcy.A s 14, fir 

IE A 1 fcH«fl)Ki*SaUfiU»il5fiR^tt 

£<d or faic^rf s®-e&£o x, n , z, r\ a 1 as 
*i; A 2 (4mjizE<ti^i:mi*^a-roL l i* % 
mmmm^ii, ?vmm*. ax*?, ax* 

?, a^XJS?. ftXft 1-4 (D7J13^>, ?x 

/*S^KX« 1-4 ©7^*;u75A«X» 
i-4 <dvt;u+;ut=/, mi§& 1-4 <dt;u+ 

fci* i-^y'j;u^Trfe^oL 2 fc<fci;L 6 ii, a 

»ftBtt«t*«*tf . J*X& 1-4 (7)T;U3^>, 

gtX& 1-4 (D7;u+;u^, 7x/**x ttff ft 
1-4 <d7;u*;u75A 0tx» 1-4 <dvt;u* 

i4, ax*?, mm*?, a^x*?, gtx& 

1-4 <D7;Lo*v,£tX& 1-4 <7)7;u*;u^ 

7x7^, £tX& 1~40>7;U*;U75A 



[0158] 

(A<sup>3</sup> and A<sup>4</sup> in each independence, 
to display meaningof being similar to aforementioned 
A<sup>l</sup>, however, nitrogen atom withring which it 
possesses in the;al position of leaving group L<sup>K/sup> 
or imino bond ,A<sup>5</sup> to display meaning of being 
similar to theaforementioned A<sup>K/sup>, however, 
oxygen atom , sulfur atom or nitrogen atom it is a ring which 
itpossesses in the;al position of C=M<sup>l</sup> or imino 
bond . X, n, Z, R<sup>4</sup>, A<sup>l</sup> and 
A<sup>2</sup> display same meaning as earlierdescription. 
L<sup>l</sup> alkyl sulfonyloxy , benzene sulfonyloxy , 
toluene sulfonyloxy , 1- pyrazolyl of dialkyl amino , carbon 
number 1-4 of alkyl amino , carbon number 1-4 of alkoxy , 
phenoxy , carbon number 1-4 of thesatisfactory leaving group 
for example fluorine atom , chlorine atom , bromine atom , 
iodine atom , carbon number 1-4 or is 1 -imidazolyl etc. 
L<sup>2</sup> and L<sup>6</sup> dialkyl amino , 1- 
pyrazolyl of alkyl amino , carbon number 1-4 of alkyl thio , 
phenoxy , carbon number 1-4 of the alkoxy , carbon number 
1-4 of satisfactory leaving group for example carbon number 
1-4 or are 1 -imidazolyl etc. L<sup>3</sup>, in each 
independence, dialkyl amino , 1- pyrazolyl of alkyl amino , 
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mz.\f. tkmua** mmm** a^sif, « 

^» 1-4 <I)T)l>*c)W\,*-)\>**i>. *>-tr 

3S i~4 (DT;^;u*, 7x=ju$fefihA"rn< 
mm T*fe-s>. l 8 i*. » MJ>*;b*>wu 

L 9 fcj:tf L ,0 ii, =&/7$ba:ic, y &ncsi* 

1-iWJJU, l-tf^'J^-^^fcii^^U/ts'j/^ 
«1\ V 14, ft*ft i~6 

y\ Y 9 fc«fci; y ,0 i*, «-*asti^ y fcmcsq* 

£«-f o Y\ Y\ Y\ Y 8 fcJ:tf Y" I*, 

fccttf y 6 i*. **w^ , 

1-6 (DTJMrJUS^Tctt R a T'E&$*va^Tt> 

w^*fcii n-y 2 m 1 i*. B*jK?£f= 

**fctt N-Y 9 £«1\ Hal 14. ftSJI?* Jlft 

i*,«raini:«i**«r.) 



tt**Rt?*«SC(3)T»«*ti<B-hP-f7^^ 
ItBfcftlfeli. 3-ci?/<ttltti]H£4l 

(EP-570817 #tt$8), -»-tvX(Synthesis)51 
H(1993 J-JU'*-?-*-*:^*-*- 
57.HJ— (J.Org.Chem.)^ 61 5994 H(1996 



=hn-*-7^uBBMb**(3)j&*&St(9)-ca*li 

f*tiJII4*fR(EP-447118 #4MI),*-*=V^' 

(Organic Functional Group 

Preparations)( Academic tt)SR 1 #.313 H( 1968 

V-9-X-r-f— (J.Am.Chem.Soc.)^ 54 781 H 
(1932 ^),y5*;U-Ut*a— (Chem.Rev.)^ 55 
#, 181 H(1955 *?)«fCtBtta>$&$ffll\ftC 



2003-6-20 

carbon number 1-4 of alkyl thio , phenoxy , carbon number 
1-4 of alkoxy , carbon number 1-4 of satisfactory leaving 
group for example chlorine atom , bromine atom , iodine 
atom , carbon number 1-4 or is 1 -imidazolyl etc. 
L<sup>4</sup> is alkyl sulfonyloxy , benzene sulfonyloxy or 
toluene sulfonyloxy etc of satisfactory leaving group for 
example chlorine atom , bromine atom , iodine atom , carbon 
number 1-4. L<sup>5</sup> is satisfactory leaving group for 
example chlorine atom or bromine atom etc. L<sup>7</sup> 
is alkyl group , phenyl or tolyl group etc of carbon number 
1-4. L<sup>8</sup> is hydrogen atom , trimethylsilyl group , 
tertiary butyl dimethyl silyl group or tertiary butyl 
diphenylsilyl group etc. L<sup>9</sup> and 
L<sup>l(Wsup>, in each independence, display 
samemeaning, or as Y become simultaneous, 1 -imidazolyl , 
1- pyrazolyl , 1- bipyridinyl or display the morpholino . 
Y<sup>l</sup> displays optionally substitutable benzyl 
group with alkyl group or R<sup>a</sup> of carbon number 
1-6. Y<sup>2</sup>, Y<sup>9</sup> and Y<sup>10</sup>, 
in each independence, display samemeaning as Y. 
Y<sup>3</sup>, Y<sup>4</sup>, Y<sup>7</sup>, 
Y<sup>8</sup> and Y<sup>l l</sup>, in each independence, 
display samemeaning as hydrogen atom or Y. 
Y<sup>5</sup> and Y<sup>6</sup>, in each independence, 
display optionally substitutable phenyl group with alkyl group 
or R<sup>a</sup> of hydrogen atom , carbon number 1-6. M 
displays oxygen atom , sulfur atom or N- Y<sup>2</sup>. 
M<sup>l</sup> displays oxygen atom or sulfur atom . 
M<sup>2</sup> displays oxygen atom , sulfur atom or N- 
Y<sup>9</sup>. Hal displays chlorine atom , bromine atom , 
iodine atom or fluorine atom . R<sup>a</sup> displays same 
meaning as earlier description. ) 

European Patent Application disclosure (EP 
-570817disclosure ), Synthesis (0039 - 7881, SYNTBF ) 
(synthesis ) 51 page (1993 ), it can produce nitro 
naphthylacetic acid compound which is displayed with 
Formula (3) which is a starting substance , with known 
method which is stated in Journal of Organic Chemistry (0022 
- 3263, JOCEAH ) (Journal of Organic Chemistry (0022 - 
3263, JOCEAH ) ) Vol.61 , 5994page (1996 ) etc. 

European Patent Application disclosure (EP 
-4471 18disclosure ), organic * functional * group * 
[puripareishonzu ] (organic Functional Group Preparations ) 
(Academic corporation) Volume 1 , 313page (1968 ), journal 
* of * the * American * chemical * society (Journal of the 
American Chemical Society (0002 - 7863, JACSAT ) ) 5 th 
Vol.4 , 781page (1932 years),method which is stated in 
chemical * review (Chemical Reviews ) Vol.55 , 181page 
(1955 years) etc can be used as method which produces 
compound which from nitro naphthylacetic acid compound 
(3) isdisplayed with Formula (9). 
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3t(6)-C«**l*ifc/\5^Kft**tfi«* 
V&Ztlz*\>) % -fV^**>7*-hft**(7)^ 
fc*»Lfc*. -fV**5/7*-Mb£ft(7)£a 

(8)-c«s*i«75>ft^«tfiJE***c:i-e, 

^*^U7fcS«l(9)S«fi-r*Ci:35<ta*«o 
*fc, -f V^>7*-Hb#*(7)lt, 7^y^- 

7^;uBiHb**(4)*a(io)-e***i*y** 
;u#=.;Hb**fcSK*-&4fci^fc*ftc* 

*fc, *3*-^U7<b£tt(9)l*75-/-*-7*;uB 
»ft^*(4)t«(ll)Tf«*tl*-fV^>7* 
-Mb**fcK*4-&*tt^ofc*j*lcJ:-Dr* 

i— i/3>(Synth.Commun.)*25 * 1 43 

M(1995 *)lcEK©*S£Sfflt^T.x;u*>il 
/\5^Kft**(2i)tS**ii-*ctic*y, *;u 

So 

[0159] 

*»Wft**(l-l)fc*tf(l-2)l*, 7*;+7? 
;HHIft^*(4)*Jg»lC7>y/<>7 t ->x5 
-(Angew.Chem.)H 80 799 M(1968 *)[ClB 

r<tt5%*«wft**(i-i)i*. ^to5t(i2)T*a 
**i*ft***7;b*;nbLa(i3)-e«**i* 

7>*-^AJ£<fcL*:t<7>£, fcWcfcCT*** 
BIMb^«l(4)tSlCaF**Ci:lcJ:y«iS-et 



w»c *«wft**(i-2)i4, ^toiC(i4)r*a 
**i*ft*»*7;u*;HbLa(i5)-e«**t4 

ftk«#«T* 75y^^;uBIMb^»(4)fcfi 



With reduction reaction of namely, nitro naphthylacetic acid 
compound (3) to amino naphthylacetic acid compound (4) 
after converting, under base existing, reacting with carbon 
disulfide after it converts to with the dithiocarbamic acid 
compound (5) by, furthermore, by reacting with acid halide 
compound which isdisplayed dithiocarbamic acid compound 
(5), with Formula (6), to isothiocyanate compound (7) 
converting, By fact that it reacts with amine compound which 
is displayed isothiocyanate compound (7) with Formula (8), it 
is possible to produce thiourea compound (9). 

At time of this , as amine compound , by fact that ammonia 
isused, it is possible also to produce thiourea compound (18) 
in same way. 

In addition, to produce even with method that reacts with 
thiocarbonyl compound which is displayed amino 
naphthylacetic acid compound (4) with Formula (10), it is 
possible the isothiocyanate compound (7). 

In addition, to produce even with method that amino 
naphthylacetic acid compound (4) withreacts with 
isothiocyanate compound which is displayed with Formula 
(1 1), it ispossible thiourea compound (9). 

In addition, it can convert thiourea compound (9), to with 
carbodiimide compound (22) byreacting [shinsetiku ] 
♦communication (Synthetic Communications (0039 - 791 1, 
SYNCAV ) ) Vol. 25 1 number, making use of method 
whichis stated in 43 page (1995 ), sulfonic acid halide 
compound (21) with. 

[0159] 

To produce amino naphthylacetic acid compound (4) 
[angebante ] * method which is stated in [shemii ] 
(Angewandte Chemie ) Vol.80 , 799page (1968 ) or according 
to method in starting material it is possible the the compound 
of this invention (1-1) and (1 - 2). 

Namely compound which is displayed beforehand with 
Formula (12) the alkylation it does the compound of this 
invention (1 - 1) and, those which are made ammonium salt 
whichis displayed with Formula (13), in and when according 
to need solvent depending, under catalyst existing, it can 
produce amino naphthylacetic acid compound (4) with by 
reacting. 

In same way, compound which is displayed beforehand with 
the Formula (14) alkylation it does the compound of this 
invention (1-2) and, those which are made the oxonium salt 
or [chiokisoniumu ] salt which is displayed with Formula 
(15), in and when according to need solvent depending, under 
catalyst existing, it can produce amino naphthylacetic acid 
compound (4)with by reacting. 

As solvent , if it should have been a inactivity in reaction, for 
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6*U »£L<I4> *?PP*$>, >7PP*;UA, 
l,2-V?PPX$>§?j!><^lfb*V?>o 

7Jl>*;Hb8JtLTI4, flfcli, 3">fc**/U. 
*p>$>x;u*>IM^ux;*.T-;u3f0>x;u* 
7;u^-p^'t7K^il<Dh | J7;u+;u^y-'!7 

•So 

14,-80 deg C A^b;t^(Dj»^(D^H 
T?ff5C<tA<T*#, 0 deg C frbitjg<D;*#£0>3G 

fij£B*IHI£LTW\ 5 #frt> 300 B$FhKD$eH'C 
fr5Cfcj&«-C#, 1 ftMfrg 168B$|B]a>IBBflft<ff 

*u*. 

7;U*;Mbffld!>i!J*i:LTI4*(12)*fcl*(14) 
l=**LT, 0.5 frb 50 S*(DffiBr*fflt^C<kA< 
Tf#, 1 frb 20 3*a>ttH#»*Ll\, 

*fc* SH<7)^*«!:L-CI4. ( 1 3)* It 14(1 5) 14(4) 

ic^fLT. 0.5 50 mm.<Dmmx'm^&ztw 
■c-t, 1 frt> 20 s*<d®BjW£u^ 

[0160] 

*£BjHb£lfc)(i-3)i4. s?^^*;u<s>iwb* 
»(5)fc3t(i6)-ea«i$*h:/fc*tti:*, &S 
ICJCI:t»»<K i§£l~«*:-3TI4i£S?f£T, 
lc J:ot l4fl4J£?f£ TfiJ62F1*-* Ctlc J: 



Jt!i<kLTI4, RJ6lc*JSteT?ft;|itf flJ* 
14, /*/-;k jL$;-)\,w<Dim7)i>?-)i> 

^PPTfv/UA, 1,2-S/?DDX*>S|0!)/\P 
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example dichloromethane , chloroform ,1,2- dichloroethane 
or other halogenated hydrocarbons , benzene , xylene , 
toluene or other aromatic hydrocarbons , pentane , hexane , 
cyclohexane or other aliphatic hydrocarbons , orthese mixed 
solvent etc can list, preferably , dichloromethane , 
chloroform ,1,2- dichloroethane etc can list. 

As alkylation agent , you can list for example methyl iodide , 
ethyl iodide , benzyl bromide or other alkyl halide and 
dimethyl sulfate , diethyl sulfate , methyl 
trifluoromethanesulfonate ester or other sulfonic acid esters , 
trimethyl oxonium tetrafluoroborate , triethyl oxonium 
tetrafluoroborate or other trialkyl oxonium salt , etc can list 
the preferably , trimethyl oxonium tetrafluoroborate etc. 



As catalyst , you can list for example silver oxide , silver 
trifluoromethane sulfonate salt etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
300 hours,range of 168 hours is desirable from 1 hour . 

As equivalent of alkylation agent , from 0.5 be able to use in 
range of 50 equivalent (12) or vis-a-vis (14), range of 1 to 20 
equivalent is desirable. 

In addition, as equivalent of substrate , (13) or from 0.5 be 
able to use(15) in range of 50 equivalent vis-a-vis (4), range 
of 1 to 20 equivalent isdesirable. 

[0160] 

dithiocarbamic acid compound (5) with ketone compound 
which is displayed with Formula (16), inand when according 
to need solvent depending, under and when base existing 
depending,under catalyst existing by fact that it reacts to 
dithiocarbamic acid ester compound (17) afterconverting, 
furthermore in and when according to need solvent 
depending, under catalyst existing, it reacts with drying agent 
the compound of this invention (1-3), by fact that itcan 
produce. 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxy ethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
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T-trh-hU;u, zfDidt-h 1 ) )^m<J)-\-') )i 
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S^%(D7$m. v^P/s 
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^;u7SX tf'Jv>, N->^;ue^'J 5?>, 4-v 
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Kl££J6l±,-80 deg C frbjtJ«0);#£<7)^B 
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[0161] 

*SSlPHb£»(l-4)l*, T^L^fcattWfc 

5C(i9)T-a*Hi)7i;u^-;i,^b^%<!:^, &5 

^JS<tLrii. ££lc*S14T*fc*ll£J:<, 

g, v?if;n-fJkfh7tKo77>. V7«h 
+vi^fffii-fil/S, *>-t?>, *vb 
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propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone , N, N&apos; 
-dimethylimidazolidinone or other amides , pentane , hexane , 
cyclohexane or other aliphatic hydrocarbons , dimethyl 
sulfoxide orwater or these mixed solvent etc can list, 
preferably , dichloromethane , chloroform ,1,2- 
dichloroethane etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As drying agent , it can use concentrated sulfuric acid , 
dicyclohexyl carbodiimide , phosphorus pentachloride or 
phosphorous oxychloride etc. 

In addition, it is possible also to use concentrated sulfuric acid 
as solvent . 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours.range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (5), range of 20 equivalent is desirable 
from 0.1. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(16)in range of 50 equivalent vis-a-vis (5), range of 1 to 20 
equivalent is desirable. 

As equivalent of drying agent , from 0. 1 be able to use in 
range of 100 equivalent vis-a-vis (17), range of 1 to 5 
Oequivalent is desirable. 

[0161] 

the compound of this invention (1 - 4), thiourea compound (9) 
with in according to need solvent , under and when according 
to need base existing depending, under catalyst existing can 
produce carbonyl compound whichis displayed with Formula 
(19), by fact that it reacts. 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxyethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
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[0162] 

**l|Hb£ifc(l-5)l*, ^*Ob7<b£^(9),fc 
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dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , ethanol , tetrahydrofuran , 
chloroform , dimethylformamide etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.1 be able to use in range of 50 
equivalent vis-a-vis (9), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 

(19) in range of 50 equivalent vis-a-vis (9), range of 1 to 20 
equivalent is desirable. 

[0162] 

the compound of this invention (1 - 5), thiourea compound (9) 
with in according to need solvent , under and when according 
to need base existing depending, under catalyst existing can 
produce acid halogen compound whichis displayed with type 

(20) , by fact that it reacts. 

As solvent , if it should have been a inactivity in reaction, for 
example diethyl ether , tetrahydrofuran , dimethoxyethane or 
other ethers , benzene , xylene , toluene or other aromatic 
hydrocarbons , dichloromethane , chloroform ,1,2- 
dichloroethane or other halogenated hydrocarbons , 
ethylacetate or other esters , acetone , methylethyl ketone or 
other ketones , acetonitrile , propionitrile or other nitriles , 
dimethylformamide , dimethylacetamide , N- methyl 
pyrrolidone or other amides , pentane , hexane , cyclohexane 
or other aliphatic hydrocarbons , dimethyl sulfoxide orwater 
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or these mixed solvent etc can list, preferably , 
tetrahydrofuran , chloroform , dimethylformamide etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.1 be able to use in range of 50 
equivalent vis-a-vis (9), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(20)in range of 50 equivalent vis-a-vis (9), range of 1 to 20 
equivalent is desirable. 

[0163] 

carbodiimide compound (22) in according to need solvent , 
under and when according to need base existing 
depending,the compound of this invention (1-6), by fact that 
it reacts under catalyst existing, the carbonyl compound (23) 
with it can produce. 

As solvent , if it should have been a inactivity in reaction, for 
example diethyl ether , tetrahydrofuran , dimethoxyethane or 
other ethers , benzene , xylene , toluene or other aromatic 
hydrocarbons , dichloromethane , chloroform ,1,2- 
dichloroethane or other halogenated hydrocarbons , 
ethylacetate or other esters , acetone , methylethyl ketone or 
other ketones , acetonitrile , propionitrile or other nitriles , 
dimethylformamide , di methyl acetamide , N- methyl 
pyrrol idone or other amides , pentane , hexane , cyclohexane 
or other aliphatic hydrocarbons , dimethyl sulfoxide orwater 
or these mixed solvent etc can list, preferably 
dichloromethane , chloroform ,1,2- dichloroethane etc can 
list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
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£l£SJtl*,-80 deg C frbitJI<7>3l£a>®ffl 
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*(D3fS«ftft**BI. v^pp>*>, £pp 
yfaUA. i,2-v^ppx£>3f<7)/\p>?Mbj*4b 
ft Kx*;u* 0ixf;H, 7-trh>, 
/^;ux^;u>rh>lf (D<rh>S, 7-bhxh'J 



pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (22), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 

(23) in range of 50 equivalent vis-a-vis (22), range of 1 to 20 
equivalent is desirable. 

[0164] 

the compound of this invention (1-7) thiourea compound (9) 
with is acquired amide compound which isdisplayed with type 

(24) by reacting. 

namely, thiourea compound (9) with amide compound which 
is displayed with type (24) in andwhen according to need 
solvent depending, under catalyst existing, it can convert to 
with pseudo thiourea compound (25) by fact that it reacts. 

Furthermore, in and when according to need solvent 
depending, under catalyst existing, byfact that it treats with 
halogenating agent , it can convert pseudo thiourea compound 

(25) ,to with imidoyl chloride compound (26). 

Furthermore in according to need solvent , under and when 
according to need base existing depending,under catalyst 
existing, it can convert (26), to with the compound of this 
invention (1-7) byreacting. 

In addition, (25) with with reaction with halogenating agent , 
it can also obtain(l - 7) without isolating (26) by using base . 

If it should have been a inactivity in reaction at time of 
reactingwhich obtains (25) from (9), as solvent , for example 
methanol , ethanol or other lower alcohols , diethyl ether , 
tetrahydrofuran , dimethoxyethane or other ethers , benzene , 
xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , di methyl formamide , 
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dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide or wateror these mixed 
solvent etc can list, preferably , ethanol , tetrahydrofuran , 
chloroform ,1,2- dichloroethane , ethylacetate , acetone , 
acetonitrile , dimethylformamide , water etc can list. 



As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 mi n to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of substrate , from 0.5 be able to use (24) in 
range of50 equivalent vis-a-vis (9), range of 1 to 20 
equivalent is desirable. 

If it should have been a inactivity in reaction at time of 
reactingwhich obtains (26) from (25), as solvent , for example 
methanol , ethanol or other lower alcohols , diethyl ether , 
tetrahydrofuran , dimethoxyethane or other ethers , benzene , 
xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone , N, N&apos; 
-dimethylimidazolidinone or other amides , pentane , hexane , 
cyclohexane or other aliphatic hydrocarbons , dimethyl 
sulfoxide or wateror these mixed solvent etc can list, 
preferably , dichloromethane , chloroform ,1,2- 
dichloroethane etc can list. 



As halogenating agent , you can list tetrachloroethane 
/triphenyl phosphine , phosphorous oxychloride , phosphorus 
pentachloride , 3chloride phosphorus , oxalic acid dichloride , 
chlorine , N- chloro succinic acid imide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of chlorination agent , from 0.01 be able to use 
in range of 50 equivalent vis-a-vis (25), range of 20 
equivalent is desirable from 0.1. 
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If it should have been a inactivity in reaction at time of 
reactingwhich obtains (1-7) from (26), as solvent , for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxyethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone , N, N&apos; 
-dimethylimidazolidinone or other amides , pentane , hexane , 
cyclohexane or other aliphatic hydrocarbons , dimethyl 
sulfoxide or wateror these mixed solvent etc can list, as base , 
for example triethylamine , tributyl amine , pyridine , N- 
methyl piperidine , 4- dimethylamino pyridine or other 
organic base and potassium carbonate , sodium carbonate , 
sodium hydrogen carbonate , sodium hydroxide , potassium 
hydroxide , sodium hydride or other inorganic base youcan 
use. 



As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (26), range of 20 equivalent is desirable 
from 0.1. 

[0165] 

the compound of this invention (1-10) thiourea compound 
(9) with is acquired ketone compound which isdi splayed with 
Formula (16) by reacting. 

namely, thiourea compound (9) with ketone compound which 
is displayed with Formula (16) inand when according to need 
solvent depending, under catalyst existing, it can convert 
towith pseudo thiourea compound (27) by fact that it reacts. 

Furthermore, it can convert pseudo thiourea compound (27), 
to with hydroxy thiazolidine compound (1 - 8) in the 
according to need solvent , under acid or basic catalyst 
existing, by reacting. 

Furthermore in according to need solvent , under and when 
according to need base existing depending,under catalyst 
existing, it can convert (1 - 8), to with the compound of this 
invention (1-9) bytreating with drying agent . 

Furthermore, it can convert (1-9), to with free compound (1 - 
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10) in according to need solvent ,by treating with base . 

In addition, (9) with (16) with with reaction, it can also obtain 
(1 - 9)without isolating (1 - 8) by treating making use of 
lengthy , or the heat treatment or catalyst , (27) or. 

In addition, (9) with (16) with with reaction, it can also obtain 
(1 - 10)without isolating (1 - 9) by using base , (27) or (1 - 8) 
or. 

In addition, (1-8) with with reaction with drying agent , it 
can also obtain(l - 10) without isolating (1 - 9) by using base . 

In addition, thiazoline compound (31 ) which is acquired in 
same way from the thiourea compound (18) in according to 
need solvent , under and when according to need base existing 
depending, under catalyst existing it is acquired by also fact 
that it treats with the alkylation agent . 

If it should have been a inactivity in reaction at time of 
reactingwhich obtains (1 - 8) from (9), as solvent , for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxyethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide or wateror these mixed 
solvent etc can list, preferably , ethanol , tetrahydrofuran , 
chloroform ,1,2- dichloroethane , ethylacetate , acetone , 
acetonitrile , dimethylformamide , water etc can list. 



As acid catalyst , you can list hydrochloric acid , hydrobromic 
acid , hydroiodic acid , hydrofluoric acid , acetic acid , 
tetrafluoro boric acid etc. 

As basic catalyst , it can use for example triethylamine , 
tributyl amine , pyridine , N- methyl piperidine , 4- 
dimethylamino pyridine or other organic base and potassium 
carbonate , sodium carbonate , sodium hydrogen carbonate , 
sodium hydroxide , potassium hydroxide , sodium hydride or 
other inorganic base . 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
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100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of substrate , from 0.5 be able to use (16) in 
range of50 equivalent vis-a-vis (9), range of 1 to 20 
equivalent is desirable. 

If it should have been a inactivity in reaction at time of 
reactingwhich obtains the compound of this invention (1-9) 
from hydroxy thiazolidine compound (1 - 8), as solvent , for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxy ethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone , N, N&apos; 
-dimethylimidazolidinone or other amides , pentane , hexane , 
cyclohexane or other aliphatic hydrocarbons , dimethyl 
sulfoxide or water or these mixed solvent etc can list, 
preferably , dichloromethane , chloroform ,1,2- 
dichloroethane etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

In addition, it is possible also to use pyridine etc as solvent . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As drying agent , it can use methane sulfonyl chloride , 
toluene sulfonyl chloride , trifluoromethanesulfonic acid 
anhydride , concentrated sulfuric acid , dicyclohexyl 
carbodiimide , phosphorus pentachloride or phosphorous 
oxychloride etc. 

In addition, it is possible also to use concentrated sulfuric acid 
as solvent . 

In addition, it is possible also to react making use of toluene , 
benzene , xylene or other solvent ,with azeotropic boiling 
dehydration . 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 
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100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (1-8), range of 20 equivalent is desirable 
from 0.1. 

As equivalent of drying agent , from 0.1 be able to use in 
range of 100 equivalent vis-a-vis (1-8), range of 1 to 5 
Oequivalent is desirable. 

If it should have been a inactivity in reaction at time of 
reactingwhich obtains (1 - 10) from (1 - 9), as solvent , for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxyethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone , N, N&apos; 
-dimethylimidazolidinone or other amides , pentane , hexane , 
cyclohexane or other aliphatic hydrocarbons , dimethyl 
sulfoxide or wateror these mixed solvent etc can list, as base , 
for example triethylamine , tributyl amine , pyridine , N- 
methyl piperidine , 4- dimethylamino pyridine or other 
organic base and potassium carbonate , sodium carbonate , 
sodium hydrogen carbonate , sodium hydroxide , potassium 
hydroxide , sodium hydride or other inorganic base youcan 
use. 



As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (1 - 9), range of 20 equivalent is desirable 
from 0.1. 

If it should have been a inactivity in reaction at time of 
reactingwhich obtains (1 - 10) from (31 ), as solvent , for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxyethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone , N, N&apos; 
-dimethylimidazolidinone or other amides , pentane , hexane , 
cyclohexane or other aliphatic hydrocarbons , dimethyl 
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[0166] 

*»Wft**(l-ll)feJ:tf (1-12)1*. BlTa>*5 

■e«**i*^p/<iu*;u7S>ft*fttt, &s 

T5e(33)T*a^tl^>^P/^U^;U^ r i7U7^b 
* 61=, (33)1*. j&KfcfctTSM**, 7v*ib 

%±mxmm?z>ztiz&i) % (i-u)t(\-i2)<D 

I£h x$r A-«,3|<DffilR7;ua-;U 

> % h;ux>*©*fffl?a»b**a, S?*pp* 

$r>, £PPtM,A. l,2-v£PPX£>^<7)/\D 



sulfoxide or wateror these mixed solvent etc can list, as base , 
for example triethylamine , tributyl amine , pyridine , N- 
methyl piperidine , 4- dimethylamino pyridine or other 
organic base and potassium carbonate , sodium carbonate , 
sodium hydrogen carbonate , sodium hydroxide , potassium 
hydroxide , sodium hydride or other inorganic base youcan 
use. 



As alkylation agent , you can list for example methyl iodide , 
ethyl iodide , benzyl bromide or other alkyl halide and 
dimethyl sulfate , diethyl sulfate , methyl 
trifluoromethanesulfonate ester or other sulfonic acid esters , 
trimethyl oxonium tetrafluoroborate , triethyl oxonium 
tetrafluoroborate or other trialkyl oxonium salt , etc can list 
the preferably , methyl trifluoromethanesulfonate ester etc. 



As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (3 1 ), range of 20 equivalent is desirable 
from 0.1. 

As equivalent of alkylation agent , from 0.01 be able to use in 
range of 50 equivalent vis-a-vis (31 ), range of 20 equivalent 
is desirable from 0.1. 

[0166] 

It can produce the compound of this invention (1-11) and (1 
- 12), like below with method . 

namely, isothiocyanate compound (7) with in according to 
need solvent , under and when according to need base 
existingdepending, under catalyst existing, propargyl amine 
compound which is displayed with thetype (32), to propargyl 
thiourea compound which by fact that it reacts is 
displayedwith Formula (33) it can convert. 

Furthermore, (33) (1-11) with can acquire mixture of (1-12) 
in the according to need solvent , by treating with radical 
generator . 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxy ethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
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a. v^;u*^A75h\ s^;u7-trh7SK, 

v^;ux;u**vK£7cI4tK, fc£>LM4C*lb 
©;I£j§£t?*><3*lf 6*1, »*U<l*-rhTtK 
Q77>> ?PP*JUA, 7-feh>, T-trh-h'j;U 

igS-hLTI*, Mitli, MJX*A>75>, MJ? 
^l/7S>, t° Mv>, N-/^Ut: ^'Jv>, 4-v 

A, KKtMJtJA, RIMcSlW-HJ^A, 

fc-f-Mj^A. *»<b*'J«>A, **HW-MJ* 

A*©*tttt»!b<m*6*v5. 

JSJSSJt 14,-80 deg C frb;tiS©;1&£©ffiH 
■CfT?ZijOTf#, 0 deg C frt>m&(D3&(Dm 

fij£B*IHfcLTI4, 5 #frb 100 $M©ttHT* 
mzt&X'Z. 1 H#Fb1^6 48 B#Fiij©®BA<» 

i&m<D%mtLT\t. (7)IZ#LT, 0.05 frb 150 
^in&fflT-mi^ZttfX'Z. 1 frb 20 MSI 

SK0>a*i:Lrii, (32)l4(7)l=*tLT. 
0.5 frb 50 a*©ttH-Cfflt^*Ct*«Tf#. 1 

6 20 a*a>tSBA<» *u^ 0 

[0167] 

*JB9Htfttt(l-13)tt, flIft©?P/^l/*;U* 
*^l/7<b^1fc(33)*«KI=JCi:T»««ti. * 

ST, /\pyXb#JT?«iS-r-6ci:lc«feySl!ii 

»«fcLTI4. JRJCl=^SttT?fc*iliJ:<. MX. 
14, x$/-;H*©i§j»7A'P-;i/ 

$i/,<?PP*/UA, l,2-v^7PPX$>3|©/\p 



acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably tetrahydrofuran , chloroform , 
acetone , acetonitrile etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As radical generator , it can use trifluoroacetic acid , oxygen , 
air , benzoyl peroxide , azobisisobutyronitrile etc. 

In addition, it is possible also to use trifluoroacetic acid as 
solvent . 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.05 be able to use in range of 
150 equivalent vis-a-vis (7), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(32)in range of 50 equivalent vis-a-vis (7), range of 1 to 20 
equivalent is desirable. 

[0167] 

the compound of this invention (1 - 13), in according to need 
solvent , under and when according to need base existing 
depending, under catalyst existing, can produce 
aforementioned propargyl thiourea compound (33) bytreating 
with halogenating agent . 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxyethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
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7-feh>, ^Ux^u^h^tf^h^gl, 

©a**«**<*lf 6*1. ff*L<li, v^pp 
$pp*M,A, l,2-v<7PPX$>, 7izh 

^S<tLTI±s 01*14 . HJx?^U7S>, HJ? 
^;U75>, t°U N-^;Hf^US/>, 4-5? 
^;U75/e»JS?>^(D*«*»^ft»*'J^ 

lb^HJOA> *mb*'J^A % TKifHb^MJO 
fii^irLT I*. «*tf . xh7-N-^;U7>^Ex 

/NPyXbJMfcLT 14. 3^m. JIX. N-^P^E 
Ctt<H-f 5h\ N-^PPZHtfU-f 3h\ N-3-K 
a4<K>f5h\ xh^^^;U7>^ExOAhU^ 
PV*K*Wfll*&*i*. 

£J6Sfil4,-80 deg c a>£?tJ§0;8j£ia>3Sffl 
VftoZttfVZs 0 deg C A^6^ttO)^j£ia}IS 

fi(EB*IW£:LTI**5 #^b 100 ft|l!]<D|EH a e 
fT3Zfa&«"CiN 1 8#F B 1frb 48 B$ffla>ffiBA<tf 

^*(D^a<tLr 14. (33)IC»LT\ 0.01 frb 50 

£*(DV&mvmi*z>zkifiv£* i frb 20 a* 

MP^Mb#J(DSft<kLTI4, (33)lC*fLT 0.01 
frb 50 S5*<DttBTm*5CfcA«"C#, 1 frb 
20 a*©ttH*<»*U^o 

[0168] 

*«W<k^»(l-14)l*,«r*G)(l-13)i:iC(34)-e 

a**i*73:/fl:£«k 7;u3-;Hb^»*fc 

j&3SlcJCCT**#aT, if £KJ;oTI4fi4!jg 



> % HUx:/S©3?Sfls0Hb**S. v<7PP> 

$> s ^PP7t?;UA % l,2-v£PPX$>^(D/\P 



acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , di methyl formamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , dichloromethane , 
chloroform ,1,2- dichloroethane , acetonitrile etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As halogenating agent , it can use iodine , bromine , N- bromo 
succinic acid imide , N- chloro succinic acid imide , N- iodo 
succinic acid imide , tetra butyl ammonium tri bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (33), range of 1 to 20 equivalent is 
desirable. 

As equivalent of halogenating agent , from 0.01 be able to use 
in range of 50 equivalent vis-a-vis (33), range of 1 to 20 
equivalent is desirable, 

[0168] 

the compound of this invention (1 - 14), in according to need 
solvent , under and when according to need base existing 
depending, under catalyst existing, is acquired amine 
compound , alcohol compound or mercaptan compound 
which isdisplayed with aforementioned (1 - 13) with Formula 
(34) by reacting. 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxy ethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
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8. 7-trK/ % ^;ux^;u^h>l|(D>rh->a> 
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£(ESJ£l*,-80 deg C fr&$Jia>3tj£i<Df&H 
•effd^t^TJts 0 deg C A^b^jgtDj^^O)® 

jSF58#rBi<tu-ci*, 5 ioo ftffla&mv 
fj$z.tiftv*s i b*m^6 48 mmomwtfK 

**0>3*i:LTia\(l-13)l=**LT,0.01 frb 
50 MSft<Dl6Hl*ffll*<&C&ft<T*&, 1 frb 20 3 
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[0169] 

*»WflS*1to(l-l5)j3J:tf(l-lfi)l*, JUT©*? 

■ca**i*7'J^7S^<b^«ltS» fesfc&c 

(36)T*^$tii)7 l J;U7^-'t7U7^b#1*l^^ 
*6I=,(36)I*, AWC*C-C»*+,7S?*^ 

»*ii**W<b**(i-i5)*» y 2 *t7x=jna, 
na>»*ii**M<b**(i-i6)***i€*i» 



propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , tetrahydrofuran , benzene , 
chloroform ,1,2- dichloroethane , acetonitrile etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , diazabicyclo undecene , N- methyl 
piperidine , 4- dimethylamino pyridine or other organic base 
and cesium fluoride , potassium carbonate , sodium 
carbonate , sodium hydrogen carbonate , sodium hydroxide , 
potassium hydroxide , sodium hydride or other inorganic 
base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (1-13), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(34)in range of 50 equivalent vis-a-vis (1 - 13), range of 1 to 
20 equivalent is desirable. 

[0169] 

It can produce the compound of this invention (1-15) and (1 
- 16), like below with method . 

namely, isothiocyanate compound (7) with in according to 
need solvent , under and when according to need base 
existingdepending, under catalyst existing, allyl amine 
compound which is displayed with the Formula (35), to allyl 
thiourea compound which by fact that it reacts is 
displayedwith Formula (36) it can convert. 

Furthermore, (36) when Y<sup>2</sup> is phenyl in 
according to need solvent , bytreating with radical generator , 
when the compound of this invention (1 - 15), 
Y<sup>2</sup> is other than phenyl , can acquire the 
compound of this invention (1 - 16) respectively. 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxyethane or other ethers , 
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benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , tetrahydrofuran , chloroform , 
acetone , acetonitrile etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As radical generator , it can use trifluoroacetic acid , oxygen , 
air , benzoyl peroxide , azobisisobutyronitrile etc. 

In addition, it is possible also to use trifluoroacetic acid as 
solvent . 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours s range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.05 be able to use in range of 
150 equivalent vis-a-vis (7), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(35)in range of 50 equivalent vis-a-vis (7), range of 1 to 20 
equivalent is desirable. 

[0170] 

the compound of this invention (1 - 17), in according to need 
solvent , under and when according to need base existing 
depending,under catalyst existing, can produce 
aforementioned allyl thiourea compound (36) bytreating with 
halogenating agent . 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxy ethane or other ethers , 
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OA?P5K^*m>b*i<So 
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^SCDSfitLT (* , (36)(C*tLT\ 0.01 frb 50 
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20 ail©«SH36<»*U^. 
[0171] 

*»wft*ft(i-i8)ii,waa>(i-i7)4SC(34)-e 
i*^**^*><b**t*AKicKi:r»»+, 



benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethyl acetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , dichloromethane , 
chloroform ,1,2- dichloroethane , acetonitrile etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As halogenating agent , it can use iodine , bromine , N- bromo 
succinic acid imide , N- chloro succinic acid imide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (36), range of 1 to 20 equivalent is 
desirable. 

As equivalent of halogenating agent , from 0.01 be able to use 
in range of 50 equivalent vis-a-vis (36), range of 1 to 20 
equivalent is desirable. 

[0171] 

the compound of this invention (1 - 18), in according to need 
solvent , under and when according to need base existing 
depending,under catalyst existing, is acquired amine 
compound , alcohol compound or mercaptan compound 
which isdisplayed with aforementioned (1-17) with Formula 
(34) by reacting. 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxy ethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 



Page 143 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



£> s ^PP/f^UA, l,2-v£PPX£>^(D/\P 
8. 7-trh>, ^;ux^yu>rh>3f (D'Thyms 

N-^;ut°PUK>^©75hm 

©Eft*tt*ft<*lf 64i, »*L<tt, xh^t 
KP7v>, ^>-tf>. ^PP7fx;uA, 1,2-v^p 

mSdrLrii. 00*14, h'Jx^n,75>, MJ? 

t°Uv>. v7tFev^7P^>x-b 

^©fcattB^iMb-feS^A, j*tlg*'J^ 

14,-80 deg C A^»Jfita>;1t^©IBB 
■eff9Ct3WTf*, 0 deg c frbiSJ£©;?6£©i5 

£J£0$F0l<tLTI*.5 #frb 100 $M©9EH-C 
fT7CtA<-e*. 1 B#Rfj^b 48 B$m©IEfflft<ff 

tt*a>a*iLTi*,(i-i7)iz»Lr,o.oi frb 

50 3*a>ttH-Cffll^Zfc4<-C# % 1 rf^b 20 S 
*©«BBtf»*U*. 

*fc, *Sf ©MS*iLTI4, (34)l4(l-17)lz»L 
T\ 0.5 frb 50 SJKOttHtfffll^Z&tf tf#« 
1 frb 20 si§*©iEH##*U* 0 

[0172] 

* SS « ib ft ft (1-19) 14 s > > -tr > x 

(Synthesis)896 H(1981 *)E*©*S5*5lM4 

*©*sicwc«a-c«. 
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*«iLTtt, JEJ£lc^Stt-efe*il*«fc<. 
$>^pp,1>;ua. l,2-i^PPX$>3|©/\P 



halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , tetrahydrofuran , benzene , 
chloroform ,1,2- dichloroethane , acetonitrile etc can list. 



As base , it can use for example triethylamine , tributyl 
amine s pyridine , diazabicyclo undecene , N- methyl 
piperidine , 4- dimethylamino pyridine or other organic base 
and cesium fluoride , potassium carbonate , sodium 
carbonate , sodium hydrogen carbonate , sodium hydroxide , 
potassium hydroxide , sodium hydride or other inorganic 
base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (1-17), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(34)in range of 50 equivalent vis-a-vis (1-17), range of 1 to 
20 equivalent is desirable. 

[0172] 

It can produce the compound of this invention (1-19), 
Synthesis (0039 - 7881, SYNTBF ) (synthesis ) method which 
is statedin 896 page (1981 ) or according to method . 

namely, isothiocyanate compound (7) with in according to 
need solvent , under and when according to need base 
existingdepending, under catalyst existing, it is acquired 
olefin compound which isdisplayed with Formula (37) by 
reacting. 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxyethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
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propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrol i done or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , tetrahydrofuran , benzene , 
chloroform ,1,2- dichloroethane , acetonitrile etc can list. 



As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (7), range of 1 to 20 equivalent is 
desirable. 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (7), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(37)in range of 50 equivalent vis-a-vis (7), range of 1 to 20 
equivalent is desirable. 

[0173] 

It can produce the compound of this invention (1 - 20), 
method which is stated in West German Patent application 
disclosure (DE-3025559disclosure ) or according to method . 

namely, isothiocyanate compound (7) with in and when 
according to need solvent depending, under catalyst existing, 
it can convert hydrazine compound which is displayed with 
Formula (38) to thiosemicarbazide compound (39) by 
reacting. 

Furthermore in carbonyl compound and according to need 
solvent which are displayed with thetype (40), under and 
when according to need base existing depending, under 
catalyst existing, by fact that it reacts, it can convert to with 
acyl thiosemicarbazide compound (41). 

Furthermore, acy! thiosemicarbazide compound (41) in and 
when according to need solvent depending, under catalyst 
existing, it can acquire the compound of this invention (1 - 
20) by treating with drying agent . 

If it should have been a inactivity in reaction from 
isothiocyanate compound (7), at thetime of reacting which 
obtains thiosemicarbazide compound (39), as solvent , for 
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example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxy ethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons or dimethyl sulfoxide or these mixed solvent etc 
can list, preferably , tetrahydrofuran , chloroform ,1,2- 
dichloroethane , acetone , acetonitrile , dimethylformamide 
etc can list. 



As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of substrate , from 0.01 be able to use (38) in 
range o£50 equivalent vis-a-vis (7), range of 1 to 20 
equivalent is desirable. 

If it should have been a inactivity in reaction from 
thiosemicarbazide compound (39) isconverted at time of 
reacting which, as solvent to acyl thiosemicarbazide 
compound (41),for example diethyl ether , tetrahydrofuran , 
dimethoxyethane or other ethers , benzene , xylene , toluene 
or other aromatic hydrocarbons , dichloromethane , 
chloroform ,1,2- dichloroethane or other halogenated 
hydrocarbons , ethylacetate or other esters , acetone , 
methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons or dimethyl sulfoxide or these mixed solvent etc 
can list, preferably , tetrahydrofuran , chloroform ,1,2- 
dichloroethane , acetone , acetonitrile , dimethylacetamide etc 
canlist. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , diazabicyclo undecene , N- methyl 
piperidine , 4- dimethylamino pyridine or other organic base 
and cesium fluoride , potassium carbonate , sodium 
carbonate , sodium hydrogen carbonate , sodium hydroxide , 
potassium hydroxide , sodium hydride or other inorganic 
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base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (39), range of 1 to 20 equivalent is 
desirable. 

As equivalent of substrate , from 0.01 be able to use (40) in 
range of50 equivalent vis-a-vis (39), range of 1 to 20 
equivalent is desirable. 

If it should have been a inactivity in reaction, as solvent from 
the acyl thiosemicarbazide compound (41), at time of reacting 
which obtains the compound of this invention (1 - 20), the for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxy ethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethyl acetate or other esters , 
acetone , methyl ethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons or dimethyl sulfoxide or these mixed solvent etc 
can list, preferably , benzene , xylene , chloroform etc canlist. 



As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As drying agent , it can use concentrated sulfuric acid , 
dicyclohexyl carbodiimide , phosphorus pentachloride or 
phosphorous oxychloride etc. 

In addition, it is possible also to use concentrated sulfuric acid 
as solvent . 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of drying agent , from 0.01 be able to use 
drying agent in rangeof 50 equivalent vis-a-vis (41), range of 
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1 to 20 equivalent is desirable. 
[0174] 

It can produce the compound of this invention (1-21), 
method which is stated in West German Patent application 
disclosure (DE-3025559disclosure ) or according to method . 

Namely in according to need solvent , under and when 
according to need base existing depending, under catalyst 
existing by fact that it reacts with alkylation agent , it 
canacquire aforementioned acyl thiosemicarbazide compound 
(41). 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxyethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethyl formamide , 
dimethylacetamide , N- methyl pyrrol idone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , ethanol , tetrahydrofuran , 
chloroform ,1,2- dichloroethane , dimethylacetamide etc can 
list. 



As alkylation agent , for example methyl iodide , ethyl 
iodide , benzyl bromide or other alkyl halide and dimethyl 
sulfate , diethyl sulfate , methyl trifluoromethanesulfonate 
ester or other sulfonic acid esters , trimethyl oxonium 
tetrafluoroborate , triethyl oxonium tetrafluoroborate or other 
trialkyl oxonium salt etc are listed. 



As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of alkylation agent , from 0.01 be able to use 
alkylation agent in rangeof 50 equivalent vis-a-vis (41), range 
of 1 to 20 equivalent is desirable. 

[0175] 

the compound of this invention (1 - 22), aforementioned 
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thiosemicarbazide compound (39) with in according to need 
solvent , under andwhen according to need base existing 
depending, under catalyst existing, it reacts the ketone 
compound which is displayed with Formula (16), by fact that 
isacquired. 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxy ethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dtchloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , ethanol , tetrahydrofuran , 
chloroform ,1,2- dichloroethane , acetone , acetonitrile , 
dimethylformamide etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.05 be able to use in range of 
150 equivalent vis-a-vis (39), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(16)in range of 50 equivalent vis-a-vis (39), range of 1 to 20 
equivalent is desirable. 

[0176] 

the compound of this invention (1 - 23), isothiocyanate 
compound (7) with hydrazine compound which is displayed 
with thetype (42) in and when according to need solvent 
depending, under catalyst existing, byreacting, after 
converting to thiosemicarbazide compound (43), furthermore 
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in according to need solvent ,under and when according to 
need base existing depending, under catalyst existing, itreacts 
with ketone compound which is displayed with Formula (16) 
by factthat is acquired. 

If it should have been a inactivity in reaction from 
isothiocyanate compound (7), at thetime of reacting which 
obtains thiosemicarbazide compound (43), as solvent , for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofiiran , dimethoxyethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons or dimethyl sulfoxide or these mixed solvent etc 
can list, preferably , ethanol , tetrahydrofiiran , chloroform , 
acetonitrile etc can list. 



As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of substrate , from 0.01 be able to use (42) in 
range of50 equivalent vis-a-vis (7), range of 1 to 20 
equivalent is desirable. 

If it should have been a inactivity in reaction, as solvent at 
timeof reacting which obtains the compound of this invention 
(1-23) from thiosemicarbazide compound (43), for example 
methanol , ethanol or other lower alcohols , diethyl ether , 
tetrahydrofiiran , dimethoxyethane or other ethers , benzene , 
xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , tetrahydrofiiran , benzene , 
xylene , chloroform , dimethylacetamide , N- methyl 
pyrrolidone etc can list. 
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As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.05 be able to use in range of 
150 equivalent vis-a-vis (43), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(16)in range of 50 equivalent vis-a-vis (43), range of 1 to 20 
equivalent is desirable. 

[0177] 

Aforementioned thiosemicarbazide compound (43) with 
carbonyl compound which is displayed with the Formula (19) 
in according to need solvent , under and when according to 
need base existing depending, under catalyst existing it can 
produce the compound of this invention (1-24) by fact that it 
reacts. 

As solvent , if it should have been a inactivity in reaction, for 
example methanol , ethanol or other lower alcohols , diethyl 
ether , tetrahydrofuran , dimethoxy ethane or other ethers , 
benzene , xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , di methyl formamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , ethanol , tetrahydrofuran , 
chloroform , dimethylformamide etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
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hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.1 be able to use in range of 50 
equivalent vis-a-vis (43), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(19)in range of 50 equivalent vis-a-vis (43), range of 1 to 20 
equivalent is desirable. 

[0178] 

It can produce the compound of this invention (1-25) method 
which is stated in [heterosaikurusu ] (Heterocycles (0385 - 
5414) ) Vol.50 , 195page (1999 ) or according to method . 

namely, isothiocyanate compound (7) with mercaptan 
compound which is displayed with type (44) in the according 
to need solvent , under and when according to need base 
existing depending, under catalyst existing,by reacting, 
dithiocarbamic acid ester compound (45) with after doing, in 
according to need solvent , under andwhen according to need 
base existing depending, under catalyst existing, it can 
convert to with dithio acetal compound (2 - 1) by treating with 
alkylation agent . 

Furthermore dithio acetal compound (2-1) with in according 
to need solvent , under and when according to need base 
existing depending, under catalyst existing, (2 - 2) and 
mixture of (1 - 25)is acquired carbonyl compound which is 
displayed with Formula (46) byreacting. 

In addition, with reaction of (2 - 1), it can also obtain (2 - 1) 
from(7) without isolating (45). 

In addition, with reaction of (1 - 25), it can also obtain (1-25) 
from(2 - 1) without isolating (2 - 2) lengthy or, by heating. 

In addition, in according to need solvent , under and when 
according to need base existing depending,under catalyst 
existing, it reacts, or it is possible also fact thatit converts to 
(1-25) by heat treatment doing, (2 - 2) which is isolated. 

At time of reacting to (2 - 1), as solvent from (7), if itshould 
have been a inactivity in reaction, for example methanol , 
ethanol or other lower alcohols , diethyl ether , 
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tetrahydrofuran , dimethoxyethane or other ethers , benzene , 
xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrol idone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide or water or these mixed 
solvent etc can list, preferably , tetrahydrofuran , benzene , 
toluene , dichloromethane , chloroform ,1,2- dichloroethane , 
acetone , acetonitrile , dimethylacetamide etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , diazabicyclo undecene , N- methyl 
piperidine , 4- dimethylamino pyridine or other organic base 
and potassium carbonate , sodium carbonate , sodium 
hydrogen carbonate , sodium hydroxide , potassium 
hydroxide , sodium hydride or other inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As alkylation agent , for example methyl iodide , ethyl 
iodide , benzyl bromide or other alkyl halide and dimethyl 
sulfate , diethyl sulfate , methyl trifluoromethanesulfonate 
ester or other sulfonic acid esters , trimethyl oxonium 
tetrafluoroborate , triethyl oxonium tetrafluoroborate or other 
trialkyl oxonium salt etc are listed. 



As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (7), range of 1 to 20 equivalent is 
desirable. 

In addition, from 0.01 be able to use in range of 50 equivalent 
vis-a-vis(45), range of 1 to 20 equivalent is desirable. 

As equivalent of substrate , from 0.01 be able to use (44) in 
range of50 equivalent vis-a-vis (7), range of 1 to 20 
equivalent is desirable. 

In addition from 0.01 be able to use alkylation agent in range 
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of 50 equivalent vis-a-vis (45), range of 1 to 20 equivalent is 
desirable. 

At time of reacting to (1 - 25), as solvent from (2-1), if 
itshould have been a inactivity in reaction, for example 
methanol , ethanol or other lower alcohols , diethyl ether , 
tetrahydrofuran , dimethoxyethane or other ethers , benzene , 
xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloro ethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons or dimethyl sulfoxide or these mixed solvent etc 
can list, preferably , tetrahydrofuran , xylene , toluene etc can 
list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , diazabicyclo undecene , N- methyl 
piperidine , 4- dimethylamino pyridine or other organic base 
and cesium fluoride , potassium carbonate , sodium 
carbonate , sodium hydrogen carbonate , sodium hydroxide , 
potassium hydroxide , sodium hydride or other inorganic 
base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.01 be able to use in range of 50 
equivalent vis-a-vis (2-1), range of 1 to 20 equivalent is 
desirable. 

As equivalent of substrate , from 0.01 be able to use (46) in 
range of50 equivalent vis-a-vis (2 - 1), range of 1 to 20 
equivalent is desirable. 

[0179] 

It can produce the compound of this invention (1 - 26), Japan 
Unexamined Patent Publication Showa 55-108869 and 
Chemistry Letters (0366 - 7022, CMLTAG ) (Chemistry 
Letters (0366 - 7022, CMLTAG ) ) method which is stated in 
1705 page (1988 ) or according to method . 

namely, isothiocyanate compound (7) with in and when 
according to need solvent depending, under catalyst existing, 
by fact that it reacts amine compound which is displayed with 
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Formula (47), to thiourea compound (48), it can convert. 

Furthermore, as for thiourea compound (48), in ketone 
compound and according to need solvent which aredisplayed 
with Formula (16), under and when according to need base 
existing depending.under catalyst existing, it can convert to 
with pseudo thiourea compound (2 - 3) by 
reacting,furthermore it can convert (2 - 3), to free compound 
(2 - 4) in according to need solvent , bytreating with base . 

Furthermore, it can convert (2 - 4), to the compound of this 
invention (1-26) in according to need solvent , bytreating 
with acid . 

In addition, thiourea compound (48) with ketones (16) with 
with reaction, it canalso obtain (2 - 4) without isolating (2 - 3) 
by using base for the excess . 

In addition, thiourea compound (48) with ketones (16) with 
with reaction, it canalso obtain (1-26) without isolating (2 - 
4) lengthy or by heat treatment doing, (2 - 3) or. 

If it should have been a inactivity in reaction from 
isothiocyanate compound (7), at thetime of reacting which 
obtains thiourea compound (48), as solvent , for example 
methanol , ethanol or other lower alcohols , diethyl ether , 
tetrahydrofiiran , dimethoxyethane or other ethers , benzene , 
xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons or dimethyl sulfoxide or these mixed solvent etc 
can list, preferably , tetrahydrofiiran , chloroform ,1,2- 
dichloroethane , ethylacetate , acetonitrile , 
dimethylacetamide etc can list. 



As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of substrate , from 0.01 be able to use (47) in 
range of50 equivalent vis-a-vis (7), range of 1 to 20 
equivalent is desirable. 
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If it should have been a inactivity in reaction, as solvent at 
timeof reacting which obtains the compound of this invention 
(1 - 26) from thiourea compound (48), for example methanol , 
ethanol or other lower alcohols , diethyl ether , 
tetrahydrofuran , dimethoxy ethane or other ethers , benzene , 
xylene , toluene or other aromatic hydrocarbons , 
dichloromethane , chloroform ,1,2- dichloroethane or other 
halogenated hydrocarbons , ethylacetate or other esters , 
acetone , methylethyl ketone or other ketones , acetonitrile , 
propionitrile or other nitriles , dimethylformamide , 
dimethylacetamide , N- methyl pyrrolidone or other amides , 
pentane , hexane , cyclohexane or other aliphatic 
hydrocarbons , dimethyl sulfoxide orwater or these mixed 
solvent etc can list, preferably , tetrahydrofuran , chloroform , 
1, 2- dichloroethane , acetone , acetonitrile , 
dimethylformamide etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.05 be able to use in range of 
150 equivalent vis-a-vis (48), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(16)in range of 50 equivalent vis-a-vis (48), range of 1 to 20 
equivalent is desirable. 

[0180] 

In formic acid halide compound , formic acid ester compound 
or formic acid amide compound and solvent which are 
displayed with thetype (49), under and when base existing 
depending, under catalyst existing, it can convert the 
compound of this invention (1 a ), to the compound of this 
invention (1 b ) by reacting. 

Furthermore in according to need solvent , under and when 
according to need base existing depending,under catalyst 
existing, it can convert (1 b ), to the compound of this 



Page 156 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



M<b^*(ic)lc*|ft-c#4. 

$tzs (la)frb(lb)^©£J£T*l*. i£S£i©»lC 

mi*x % (ib)* JMt#ri=fi«(ic)*^*-r* 

»«£LTI*. S(ElcTJ5tt-CfctiliJ:<, flit 
If . vifJH-f;k xh7tKP75>, v*h 
*vx£>*|©x— t^UH, <<>-ri>, *i,u 

Mux>*©E»fcft<b**SL v*pp> 
£> % ^pPTt^UA, 1,2-v^ppi^|0/\p 
yr/<bUHb**S. KiifJ^(Dixf^ 

7-bh>, >^;ux^uyh>S|©^h>S, 

7-bhxhu ju % ^pe^--hu;u^0-Ku;u 

a, 5?/*;U*jUA75K, S?^U7-feh75h\ 
N-^uePUK>H075KS, ^+ 

tr>, i/^p^*-y->«©iBK*fl«b**H, 

©»*5MI»tf*lf 6*U ff *L<li, xh^fc 
Kp??X '<>-t?>, *vb>, h;uxx 
□^^□Pt^A, l,2-v^PPx£> N 7-tr 
hxh'J^u, 5?wu*;uA75K»*<*lf 6ti 

>^u7sye>js?>*<D=&«tta^ftil*«j^ 

A, KIW-HJ^A. fltlMcilW-MJ^A, *6g 

^A^P5K»4<ffll^6*t*p 

fi(6S£li,-80 deg C frbJ#JI©;?&£©®H 
■CWCitf-C*, 0 deg C ^&»tta>dtj5a>IG 

fi(&B#wu:LTi*,5 100 ttM©iEH-e 

fr5Cfc4«-e#, 1 BtPelfrb 48 B$Rfj©f&lllA*8? 
£*©ilJ*fcLTI*.(la)lz*JLT.0.05 frb 

150 a*a)«sH"Cffli^cfc4<-e*,i frb 20 

*fc. SROafitLTIi. (49)l*(la)fc*JL 

Xs 0.5 ^6 50 ^tommxm^&ztwx-ts 

1 frb 20 a*©ISHA<»*U^o 
[0181] 

(i)© g #a o 2 ^b G ]4 xmzti$>it$mt. 

hP-f^U>©*;UhttlCiC G 2 frb G l4 -ea* 



invention (1 c ) byreacting with alkyl halide or alkyl sulfate 
ester etc which is displayed with thetype (50). 

In addition, with reaction to (1 b ), using base for 
excess , without isolating (1 b ) is possible also fact that 
directly itsynthesizes (1 c ) from (la). 

As solvent , if it should have been a inactivity in reaction, for 
example diethyl ether , tetrahydrofuran , dimethoxyethane or 
other ethers , benzene , xylene , toluene or other aromatic 
hydrocarbons , dichloromethane , chloroform ,1,2- 
dichloroethane or other halogenated hydrocarbons , 
ethylacetate or other esters , acetone , methylethy! ketone or 
other ketones , acetonitrile , propionitrile or other nitriles , 
dimethylformamide , dimethylacetamide , N- methyl 
pyrrolidone or other amides , pentane , hexane , cyclohexane 
or other aliphatic hydrocarbons , dimethyl sulfoxide orwater 
or these mixed solvent etc can list, preferably , 
tetrahydrofuran , benzene , xylene , toluene , 
dichloromethane , chloroform ,1,2- dichloroethane , 
acetonitrile , dimethylformamide etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.05 be able to use in range of 
150 equivalent vis-a-vis (la), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(49)in range of 50 equivalent vis-a-vis (la), range of 1 to 20 
equivalent is desirable. 

[0181] 

In place of naphthylacetic acid compound which becomes 
starting material , it can produce the compound where G of 
(1) from type G<sup>2</sup> is displayed with 
G<sup>14</sup>, in same way compound which group which 
in the ortho position of nitro naphthalene from type 
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*cticj:y^«ic»j6-c#fto 

[0182] 

-hP-f^U>©^-;UhttlZ G\G 5 ,G 6 Htzte 

K tb ffi 4> BH W096/26191 * B RR til ■ & M 
W096/36615 &*lM4ftBH¥ 9-104676 
K*©*j*£##lc. G 3 G 9 Tf«aFtl« 

*A^B»Lfcft^*l*,«*l<WO99/20615E 
«©*fl*#%K, G 4 A<B»Lfcfl:£ftl*. 0J 
%tfBRiaiH&H W096/36229 E«©*a* 

##fz % G 10 A<E&U^b£%li . «*.!* 

WBP 19756115 IEK©*a*##I^G n ,G 12 

Sfcl* G 14 A<S^U^b^!feil±^J^Ii^¥ 

11-335361 #a«IE«©*afeS#*IC.G 13 A< 

SlftLfc<k^li,«ieli^BB¥ 1 1-220050 # 
1#BB? 7-179450 *ttt*MIK«©*&* 



(1)© A 2 A< jC A 2 a T^b A 2 d, A 2 h b A 2 m s 
A 2 o frb A 2 q V%&tz\Z A 2 v frb A 2 w 



*fc, A 2 A<5t A 2 e A 2 f -C***l*fcd* 



T©*aicfcy«re**. 

[0183] 
[flS 27] 



G<sup>2</sup> is displayed with G<sup>14</sup> 
substitutes as starting material by using. 

[0182] 

As for compound which group which in ortho position of 
nitro naphthalene isdisplayed with G<sup>2</sup>, 
G<sup>5</sup>, G<sup>6</sup> or G<sup>7</sup> 
substitutes, method which isstated in for example 
International Patent Publication WO 96/26191, International 
Patent Publication WO 96/36615 or Japan Unexamined Patent 
Publication Hei 9-104676disclosure in reference, as for 
compound which group which is displayed with 
G<sup>3</sup> or G<sup>9</sup> substitutes,method which 
is stated in for example WO 99/20615 in reference, as for 
compound which G<sup>4</sup> substitutes, method which 
is stated in for example International Patent Publication WO 
96/36229 inreference, As for compound which 
G<sup>10</sup> substitutes, method which isstated in for 
example German Patent 197561 15 in reference, as for 
compound which G<sup>ll</sup>, G<sup>12</sup> or 
G<sup>14</sup> substitutes, method which is stated in for 
example Japan Unexamined Patent Publication Hei 
1 1-335361 disclosure inreference, as for compound which 
G<sup>13</sup> substitutes, method which is stated in for 
example Japan Unexamined Patent Publication Hei 
1 l-220050disclosure , Japan Unexamined Patent Publication 
Hei 7-179450disclosure etc can be produced in 
reference, respecti ve 1 y . 

In addition, A<sup>2</sup> of (1) from type 
A<sup>2</sup>a from A<sup>2</sup>d, A<sup>2</sup>h 
from A<sup>2</sup>m, A<sup>2</sup>o with 
A<sup>2</sup>q can produce compound which 
A<sup>2</sup>w isdone, in same way from chart or 
A<sup>2</sup>v by using compound which possesses 
heterocyclic ring which is suitable in place of naphthalene 
ring as starting material . 

In addition, it can produce compound where A<sup>2</sup> 
is displayedwith type A<sup>2</sup>e or A<sup>2</sup>f, 
in same way by using amino pyrazole -N- acetic acid 
conversion compound which is suitable in place of amino 
naphthylacetic acid compound as starting material . 

It can produce amino pyrazole -N- acetic acid conversion 
compound which becomes starting material with method 
below. 

[0183] 

[Chemical Formula 27] 
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<*<f orf * O^CO, 

I reduction 

(52) 



-!=- wrO • h^O 1 - 



Xn 

(57) (55) t56) 



[0184] 

'O-tr^Tju^x ^**v£fclih;ux> 

£S#£T. »£lc<fcoTI*«»#SET. 
xhp£57-;u<b£tt(5l)££JE*l**C£fc 

y>fcflMb**a. WBx*;u«<dxxxju 

a, 5?/*;U*;UA73h\ v>^U7-tzh75h\ 

^p^-y->»©ii6iftfli«<b**a. 

KD77>s h;ux>, 
uWss *aP*JU, 1,2-S/£ppx$X T-tr 
h- HJ;u, $?/*;u*;uA75K*A<¥if &*i 

^;U7S>, t°'j N-^uexu v>, 4-5? 
^;u7sybfU5;>flf©*«*»^Ka*u^ 

iti-WO A, *IMb*>J*A, **<b^KU^ 

«»U:L"CI*. «5ltf, xh7-N-^;U7>^Ex 
^A?P5K*3&<ffll>S>*l* 0 

JE*EfflSl*,-80 deg c frz>mmo)%&<Dvm 

V?TOZbtfV$s 0 deg C &itj£(D3&j£<Z>a5 

SfE^PslitLrii.s ioo ftMoiurc 



[0184] 

(X, n and Z display same meaning as earlierdescription, 
L<sup>ll</sup> is alkyl sulfonyloxy , benzene sulfonyloxy 
or toluene sulfonyloxy etc of thesatisfactory leaving group for 
example chlorine atom , bromine atom , iodine atom , carbon 
number 1-4. ) 

haloacetic acid compound etc which is displayed with type 
(52) and in solvent ,under and when base existing depending, 
under catalyst existing, it canproduce nitro pyrazole -N- acetic 
acid conversion compound (53) and (54), nitro pyrazole 
compound (51) with by reacting. 

As solvent , if it should have been a inactivity in reaction, for 
example diethyl ether , tetrahydrofuran , dimethoxy ethane or 
other ethers , benzene , xylene , toluene or other aromatic 
hydrocarbons , dichloromethane , chloroform ,1,2- 
dichloroethane or other halogenated hydrocarbons , 
ethylacetate or other esters , acetone , methylethyl ketone or 
other ketones , acetonitrile , propionitrile or other nitriles , 
dimethylformamide , dimethylacetamide , N- methyl 
pyrrol idone or other amides , pentane , hexane , cyclohexane 
or other aliphatic hydrocarbons , dimethyl sulfoxide orwater 
or these mixed solvent etc can list, preferably , 
tetrahydrofuran , benzene , xylene , toluene , 
dichloromethane , chloroform ,1,2- dichloroethane , 
acetonitrile , dimethylformamide etc can list. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 mi n to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 
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itz. &m<D^M.tLXit. (52)li(51)lC^L 
T, 0.5 fr£> 50 i?SM<D®ffl-effll^;i<!:A<T?£, 
1 ^6 20 SS0>ftHA<#£LUo 

»btlfc(53)fcJ:L):(54)(D;I^^I*. * 
T#«LIMW-*::fcj&<T?£*. 

(S3)fr&(S5)$fcli(54)fr&(56)<M2,±2(D. 

- hn-f 7^uit8<b£ti(3)frb> TSSi"?? 
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[0185] 

=hne^/-;Ht**j(5l)f*. flfctfi?*— 

(J.Org.Chem.)B 38 #. 1777 H(1973 $)ISltG> 
*&X'M&tZ>ZktfX2Z> a 



[0186] 

Sfc, 73/lf?V'-,/U-N-BBfl:*a(3S)*S J: 
tf(56)l*, a(52)-C«**l*/\PB»ft*** 

»«fcLTI*» fiai=TJSttTf**ttfJ:<, 01*. 
If, i?i^;ux-x;i/, x h^fcKP^X i?>h 

^>,<7PP7fx;UA, l,2-v^PPX^>H(D/\P 

7-trh-HJ;u> ?Pt 0 *-MJM^OT-HJ;u 
fit. S?/*;U*;UA75h\ v/5^U7-trK75h\ 

KP75>, / <>4f>, 4r*>b>, h/UXX v^p 
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100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.05 be able to use in range of 
150 equivalent vis-a-vis (51), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(52)in range of 50 equivalent vis-a-vis (51), range of 1 to 20 
equivalent is desirable. 

Acquired (53) and mixture of (54) separation and purification 
is possible with the purification method of recrystallization , 
column chromatography or other option . 

In addition, without separating it is possible also to use for 
thefol lowing reaction. 

From (53) (55) or from (54) to (56), it can produce in 
sameway from above-mentioned, nitro naphthylacetic acid 
compound (3), according to method whichproduces amino 
naphthyl compound (4). 

In addition, (53) with without separating (54) (55) and after 
acquiring mixture of (56), separation and purification it is 
possible also with purification method of recrystallization , 
column chromatography or other option to do. 

[0185] 

It can produce nitro pyrazole compound (51), with method 
which is stated in the for example Journal of Organic 
Chemistry (0022 - 3263, JOCEAH ) (Journal of Organic 
Chemistry (0022 - 3263, JOCEAH ) ) Vol.38 , 1777page 
(1973 ). 

[0186] 

In addition, haloacetic acid compound etc which is displayed 
with type (52) and in solvent , under and when base existing 
depending, under catalyst existing, it can produce amino 
pyrazole -N- acetic acid conversion compound (55) and (56), 
amino pyrazole compound (57) with byreacting. 

As solvent , if it should have been a inactivity in reaction, for 
example diethyl ether , tetrahydrofuran , dimethoxy ethane or 
other ethers , benzene , xylene , toluene or other aromatic 
hydrocarbons , dichloromethane , chloroform ,1,2- 
dichloroethane or other halogenated hydrocarbons , 
ethylacetate or other esters , acetone , methylethyl ketone or 
other ketones , acetonitrile , propionitrile or other nitriles , 
dimethylformamide , dimethyl acetamide , N- methyl 
pyrrolidone or other amides , pentane , hexane , cyclohexane 
or other aliphatic hydrocarbons , dimethyl sulfoxide orwater 
or these mixed solvent etc can list, preferably , 
tetrahydrofuran , benzene , xylene , toluene , 
dichloromethane , chloroform ,1,2- dichloroethane , 
acetonitrile , dimethylformamide etc can list. 



Page 160 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



iggfcLThju milt* MJx*/U75:/» HJ? 

J5J£;g£li,-80 deg C A^5SJia)^ja<D©ffl 
-CffpCirtf-et, 0 deg C P>%t&<D)& M<D& 

fcfetifffltLXlts 5 #frb 100 B$MG>fl!HT* 

^c<t*<r*^, i B$Mfr& 48 ftmnmmtftt 

^S(D^ai:Lrii,(57)IZ*tLT,0.05 frb 
150 %m.<»l&fflT'mi^^tffX'2s 1 frb 20 

*fc. SHOTSMiLTIi, (52) 14(57) IC«L 
T.0.5 frb 50 afi£D®Hr*fflt^^Zt*<T?^. 
1 frb 20 S*<DS5fflA<ff£U\ 

t#btlfc(55)fc<ti;(56)<7);1^!fell4. SfSS, * 
[0187] 

a 2 a<5£ A 2 g f^ti-Slb^ii, JS¥4£ 

[0188] 

5*b(C, A 2 tfit A 2 r, A 2 s. A 2 t Ztzit A 2 u T-g$ 



[0189] 

mriB(i)<D a 1 tft^vttis^m&tzitv 
v.Tn&iteij&iz&ixtst'&t&ztwm 

[0190] 
lit 28] 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethyiamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours s range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.05 be able to use in range of 
150 equivalent vis-a-vis (57), range of 1 to 20 equivalent is 
desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(52)in range of 50 equivalent vis-a-vis (57), range of 1 to 20 
equivalent is desirable. 

Acquired (55) and mixture of (56) separation and purification 
is possible with the purification method of recrystallization , 
column chromatography or other option . 

In addition, without separating it is possible also to use for 
thefol lowing reaction. 

[0187] 

In addition, A<sup>2</sup> being type A<sup>2</sup>g, it 
can produce compound which is displayed, in same way by 
using amino pyrazole -N- acetic acid conversion compound 
which issuitable as starting material , 

[0188] 

Furthermore, concerning compound where A<sup>2</sup> is 
displayed withtype A<sup>2</sup>r, A<sup>2</sup>s, 
A<sup>2</sup>t or A<sup>2</sup>u, in same way it can 
produce via the N- acetic acid conversion compound . 

[0189] 

In addition, the compound of this invention where 
A<sup>l</sup> of aforementioned (1) isrespectively 
displayed with oxo thiophen ring or dithiolene ring can 
produce likebelow even with method . 

[0190] 

[Chemical Formula 28] 



Page 161 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



•*. N 1 N .M. Y 

Ms' We 
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(L 4 )" (59) 



(1-27) 



H^orHBF, 
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[0191] 

(y 3 ,^ fccki; l 4 i4«riS£rai:tt**au a 3 i* 
A 2 <tmi:*i*^aL, L 12 fccfci; l 13 i±, c,-c 6 t 
;u*;u*«r A**fci*. l 12 t l 13 ttf-mz.t± 



A 1 A<^V^L/>S0)t#. TtiHSO-r 
;u**OU7(58)fc^h:^b£1&(l6)££&S[c 

(59)tr*ctA<a**o 

Z*lZ s »6tlfc(59)*^T-na75>a(60)tfi 
J££i±£C<klCj;y % *$eUJHb£ft(l-27)£»* 

[0192] 

*fc. A 1 4<S?^U>aia)t*.7S>(61)*- 
«MbK*6*tf^h>ft**(i6)Tf«*ft«-r 
ictiCcfcy . 5?^**-/W-Mb**(62)iL 

JR*-T*c:tizj:y. 5?**UW5-">A* 

(63)fc1-*CtA<U** 0 

^blC, »&tufc(63)*^xPai75>H(60)tS 
(C***CtlC«fcy % **IJJHb£*(l-28)£«* 

[0193] 

W3^A*<59)fc»*fiaiCfcl*Tli, 

(tun*. fi«i^»tt-e**itfa<, , 

+yl/>, MUx>*©3?»fe8Mb**S. 
*}$nQ**^ % ^□□7tx;UA, l,2-v<7PPX$ 

>*©/\py><bftft**a, Kixf;m 



[0191] 

(Y<sup>3</sup>, Y<sup>4</sup> and L<sup>4</sup> 
display same meaning as earlierdescription, A<sup>3</sup> 
displays same meaning as A<sup>2</sup>, the 
L<sup> 1 2</sup> and L<sup>l3</sup> display 
C<sub>l</sub>-C<sub>6</sub>alkyl or or, L<sup>l2</sup> 
and L<sup>13</sup> become simultaneous, display 
piperazine ring , morpholine ring or pyrrolidine ring . ) 

When A<sup>l</sup> is oxo thiophen ring, commercial 
tetramethyl thiourea (58) with oxa thiophen iminium salt (59) 
with todo it is possible ketone compound (16) in according to 
need solvent and under according to need base existing,by 
reacting. 

Furthermore, the compound of this invention (1-27) can be 
acquired (59) which is acquired the heterocyclic ring amines 
(60) with by reacting. 

[0192] 

In addition, when A<sup>l</sup> is dithiolene ring, 
dithiolene iminium salt (63) with it ispossible after doing, by 
dehydration doing with concentrated sulfuric acid or 
tetrafluoroboric acid amine (61) by sequential treating with 
carbon disulfide and ketone compound (16),dithiocarbamate 
compound (62) with, to do. 

Furthermore, the compound of this invention (1 - 28) can be 
acquired (63) which is acquired the heterocyclic ring amines 
(60) with by reacting. 

[0193] 

If it is a inactivity in reaction, as solvent at time of 
reactingwhich obtains oxa thiophen iminium salt (59) from 
[tetoeramechiruchiourea ] (58), it is good, for example diethyl 
ether , tetrahydrofuran , dimethoxy ethane , dioxane or other 
ethers , benzene , xylene , toluene or other aromatic 
hydrocarbons , dichloromethane , chloroform ,1,2- 
dichloroethane or other halogenated hydrocarbons , 
ethylacetate or other esters , acetone , methylethyl ketone or 
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<7)iXt- Jim. 7-trh>, ^H^yR^ 

*«<b**»**iMizft&<DiBfc*«*A< 

mi b*U ff*L<l*. Tb^fcKP 
*>-tf>, +->i/>, h;ux>, i/^nay 
$i/,?pp7tx/l,A, l,2-v?PPi$> x 7-teh- 
h'J/U. v^;u^;UA7£K^A^(f bti^„ 

SlSSJf l*,-80 deg C frb$g$g(D$£(Dftffl 
T-*T5C<tA<-e#,0 deg C frb8a©5»jS<©!5 

SJS^PBlirLTI*. 5 #frb 100 B#RS|cZ>^fflT? 
fi5Ci:A<T'£. 1 B^frb 48 ftfiwimwn 

8ft0>iS§i:L,TI*, (16)I*(58)I=**LT* 0.5 
frb 50 iim<D«5HT-ffll^C<b!><-et, 1 frb 
20 3fta>«BH*<*?$U*. 

**^T*bW5-^A£(59)frb*&B.8lb 

*«i(i-28)*#ftfijci=fe^ri4» »atLT 

h;H>*©*SKftft**«, V-7PP 
?PP/fv/l,A, l,2-v^PPI^>f(l)/\ 

7-bh-h'j>iu. ?PtM-=Mj;H*©=Mj;u 

a, S?*7 c ;i/*;UA7£h\ S?y^jU7-bh75K, 
N->5 L ;ueP'JK>^«)75Ka*fcli^^^>, 

's+^>, i/*p^*-*>*a>SB»*flMb** 

>, h;U3£/ % S?^PP^>, ?PP* 

tt*tLTI4» 0iJxl*\ hMX*-n>75>, MJ? 

>^^7sye«js;>«©*«tt*^ft»*'j'5 

fc+MJ^A, *mb*M^A, **<b*MJ^ 

SJESJSI*,-80 deg C ^b®Ji<D^^0)®H 
VfroZt&VZ, 0 deg C frb;8i«a>3&jSa>fl5 



other ketones , acetonitrile , propionitrile or other nitrites , 
dimethylformamide , dimethylacetamide , N- methyl 
pyrrolidone or other amides or pentane , hexane , cyclohexane 
or other aliphatic hydrocarbons or can list these mixed 
solvent , etc can list preferably , dioxane , tetrahydrofuran , 
benzene , xylene , toluene , dichloromethane , chloroform , 1, 
2- dichloroethane , acetonitrile , dimethylformamide etc. 



As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of substrate , from 0.5 be able to use (16) in 
range of50 equivalent vis-a-vis (58), range of 1 to 20 
equivalent is desirable. 

If it is a inactivity in reaction, as solvent at time of 
reactingwhich obtains the compound of this invention (1 - 28) 
from oxa thiophen iminium salt (59), it is good, for example 
diethyl ether , tetrahydrofuran , dimethoxyethane , dioxane or 
other ethers , benzene , xylene , toluene or other aromatic 
hydrocarbons , dichloromethane , chloroform ,1,2- 
dichloroethane or other halogenated hydrocarbons , 
ethylacetate or other esters , acetone , methylethyl ketone or 
other ketones , acetonitrile , propionitrile or other nitriles , 
dimethylformamide , dimethylacetamide , N- methyl 
pyrrolidone or other amides or pentane , hexane , cyclohexane 
or other aliphatic hydrocarbons or can list these mixed 
solvent , etc can list preferably , dioxane , tetrahydrofuran , 
benzene , xylene , toluene , dichloromethane , chloroform , 1, 
2- dichloroethane , acetonitrile , dimethylformamide etc. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

In addition, it is possible also to use pyridine etc as solvent . 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 
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B.fc&fffltLX\t. 5 #frb 100 RNaf&HT* 
fiiZktfT-Z. l #mfrh> 48 B$Ma>l&Hfi<*F 

JgStD^MirLri*, tt*l*(59)l=»LT. 0.5 
50 HiS(DEHT*m^C<!:rfl<-e#, 1 frb 
20 ^g0>3SHA<»£U^ 

SHtD^MirLTIi, (60)li(59)lC«LT. 0.5 

20 aSOiSHA<»*L^„ 
[0194] 

752/fl:fc1il(6l)fr&$?*:i-a-/<*-Mb*» 
(62)^igTv^^-U>'r5-^A^(63)^#-5R 

^Ux-r>(Chem.Pharm.Bull)^ 17 1924 H 
(1969 xh^KP>-b$— X(Tetrahedron 
Letters)1137 1(1971 #)*>«fei;^-5*;i/-7>K- 
77 - -?va. — X-T^^-^Ux-O 
(Chem.Pharm.Bull)g5 20 #,1711 H(1972 $.)\Z 

5?^*U>'f5-'5A*(63)^&**Wft*1fc 
(l-29)*f»*fiJCf=fcHTI*» SStttLTI*, £ 

7-fehX *f-)VJL=f-)\, t T^m ©>rh>31, 742 

h-Mj;k ?pe*-=Mj;m<z>^Hj;ugi. i> 

ptT;U*;UA7£h\ v^^;U7-bh75h\N-^ 
^;Ut°P'JK>l?075KII*7rl*^>'S'>, ^ 

*>{;p^-9->*a)ffiiftj|jM«b**H 

L<l*» v**-*^ xh7tKP7v>> 'Otr 

;uA, i 1 2-90nax$>, k 7-kh=hUJl',9j ( ? 
;U7n;uA75KHA^(fe,tL-5o 

/^;u75ye'js?>»fl>*«Hi»*atifc*'j^ 

A, «MW>A, *ll**"*-hU^A, 7KK 
Ib^HJ^A, *BHb*'J*A, *SHb-*-h'J* 

-So 

J5J£;£j£li,-80 deg C fr&»tt<D3SjS(Di6ffl 
X*fr?ZttfVZs 0 deg C A^&5SJi©^jjSi©ffi 



As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.5 be able to use base in rangeof 
50 equivalent vis-a-vis (59), range of 1 to 20 equivalent is 
desirable. 

As equivalent of substrate , from 0.5 be able to use (60) in 
range of50 equivalent vis-a-vis (59), range of 1 to 20 
equivalent is desirable. 

[0194] 

Passing by dithiocarbamate compound (62) from amine 
compound (61), to do chemical * and * [faamashuutikaru ] 
♦bulletin (Chem .Pharm .Bull ) Vol.17 , 1924page (1969 ), 
Tetrahedron Letters (0040 - 4039, TELEAY ) (Tetrahedron 
(0040 - 4020, TETRAB ) Letters ) 1 137 page (1971 ) and 
method which itstates in chemical * and * [faamashuutikaru ] 
♦bulletin (Chem .Pharm .Bull ) Vol. 20 , 171 lpage (1972 ) or 
according to method itis possible reaction which obtains 
dithiolene iminium salt (63). 

If it is a inactivity in reaction, as solvent at time of 
reactingwhich obtains the compound of this invention (1-29) 
from dithiolene iminium salt (63), it is good, for example 
diethyl ether , tetrahydrofuran , dimethoxy ethane , dioxane or 
other ethers , benzene , xylene , toluene or other aromatic 
hydrocarbons , dichloromethane , chloroform ,1,2- 
dichloroethane or other halogenated hydrocarbons , 
ethylacetate or other esters , acetone , methylethyl ketone or 
other ketones , acetonitrile , propionitrile or other nitriles , 
dimethylformamide , dimethylacetamide , N- methyl 
pyrrolidone or other amides or pentane , hexane , cyclohexane 
or other aliphatic hydrocarbons or can list these mixed 
solvent , etc can list preferably , dioxane , tetrahydrofuran , 
benzene , xylene , toluene , dichloromethane , chloroform , 1, 
2- dichloroethane , acetonitrile , dimethylformamide etc. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

In addition, it is possible also to use pyridine etc as solvent . 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
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8.&tifr$tLx\t.5 100 mm®®? 

fWCt**C*. 1 tiffflfr* 48 l$IB!a>fBH*<*? 
ikm<D%mtLXlt. ^*li(63)lC^Lr, 0.5 

20 afia)^HA<»*L^o 
SfKa^atLTi*. (60)ii(63)icjsfLr. 0.5 

20 aa(D^HA<»*U^o 
[0195] 

[0196] 
lit 29] 



x 1 x 3 



A A 



point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 



As equivalent of base , from 0.5 be able to use base in rangeof 
50 equivalent vis-a-vis (63), range of 1 to 20 equivalent is 
desirable. 

As equivalent of substrate , from 0.5 be able to use (60) in 
range of50 equivalent vis-a-vis (63), range of 1 to 20 
equivalent is desirable. 

[0195] 

In addition, A<sup>3</sup> 
[0196] 

[Chemical Formula 29] 



N— N 

/ 



[0197] 

(x i ,x 3 s x 4 6*1; n \tm&t®cmmm?o) 



[0198] 
lit 30] 

Y (1.27J < 1 " 29 > 



[0197] 

At time of (X<sup>l</sup>, X<sup>3</sup>, 
X<sup>4</sup> and n display same meaning as 
earlierdescription. ), 

[0198] 

[Chemical Formula 30] 



(1-28) 



(1-30) 



[0199] 

(y 3 5 y 4 ,a 3 ,l u axis z itmmtmcmmzm 



[0199] 

(Y<sup>3</sup>, Y<sup>4</sup>, A<sup>3<7sup>, 
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to) 



W*fcW*IC»&*lfc(l-27)*fcl*(l-28)*i& 
[0200] 

(l-27)*fcfi(l-28)*Nb*^BJ^b^tl(l-29)*fc 
(i(l-30)£»*fi(&l::*5l*TI*, *«tLTtt, 

x-x;Us f-h^tKn?^ v>Mrvx$>3| 
<7)l— xJUL *vl/>> h;UX>l| 

:/*©75Ka. i/^P'v* 

;u*;uA75KSA<*if&*i* 0 

A, fta*HJ*A, KB** W>A, *i£ 
fc^HJ^A, *»<b*y5A* fcilHbW* 
A*©atttt»36<ffl^&tt*o 

■>A7p3K*jWBI*&*i*. 

fiJB;fiJStt,-80 deg C frb^a>$£<D&H 
r^C<tA<r^, 0 deg C fr&»fl|a>g|jAa>lt 

SlS^rp1<tLTI4,5 #frb 100 f$W©|£HT* 
fr?zt1fiV$ % 1 B*NW>& 48 ll*Ha>IEH*<& 

^»(DS*i:LT[i.(l-27)*fcli(l-28)IC^L 
T.0.05 frb 150 ^*(7)®ffl"Cffll^Z<tA<T* 
l frb 20 SSOtGHtfffSU*. 

*fc, Sa<7)^*tLTIi, (52)l*(l-27)*fcl* 
(1-28)IC**LT, 0.5 A^b 50 S*©«5H-<?Jill** 
Z<ttfTr£, l frb 20 3*©lfiBa<»*U*. 

[0201] 



L<sup>l l</sup> and Z display same meaning as 
earlierdescription. ) 

the compound of this invention (1 - 29) or (1 - 30) can be 
acquired respectively it acquired in thesame way as earlier 
description (1 - 27) or (1 - 28) under according to need base 
existing andin according to need solvent , by treating with 
haloacetic acid compound (52). 

[0200] 

If it should have been a inactivity in reaction, as solvent (1 - 
27) or the the compound of this invention (1-29) or at time 
of reacting which obtains (1 - 30) from (1 - 28), for example 
diethyl ether , tetrahydrofuran , dimethoxyethane or other 
ethers , benzene , xylene , toluene or other aromatic 
hydrocarbons , dichloromethane , chloroform ,1,2- 
dichloroethane or other halogenated hydrocarbons , 
ethylacetate or other esters , acetone , methylethyl ketone or 
other ketones , acetonitrile , propionitrile or other nitriles , 
dimethylformamide , dimethylacetamide , N- methyl 
pyrrolidone or other amides , pentane , hexane , cyclohexane 
or other aliphatic hydrocarbons , dimethyl sulfoxide or water 
or these mixed solvent etc can list, preferably , 
tetrahydrofuran , benzene , xylene , toluene , 
dichloromethane , chloroform ,1,2- dichloroethane , 
acetonitrile , dimethylformamide etc canlist. 



As base , it can use for example triethylamine , tributyl 
amine , pyridine , N- methyl piperidine , 4- dimethylamino 
pyridine or other organic base and potassium carbonate , 
sodium carbonate , sodium hydrogen carbonate , sodium 
hydroxide , potassium hydroxide , sodium hydride or other 
inorganic base . 

As catalyst , it can use for example tetra -N- butyl ammonium 
bromide etc. 

As for reaction temperature , - it is possible from 80 deg C to 
do in range of the boiling point of solvent , range of boiling 
point of solvent is desirable fromO deg C. 

As reaction time , it is possible from 5 min to do in range of 
100 hours,range of 48 hours is desirable from 1 hour . 

As equivalent of base , from 0.05 be able to use in range of 
150 equivalent (1 - 27) or vis-a-vis (1 - 28), range of 1 to 20 
equivalent is desirable. 

In addition, as equivalent of substrate , from 0.5 be able to use 
(52)in range of 50 equivalent (1-27) or vis-a-vis (1 - 28), 
range of 1 to 20 equivalent isdesirable. 

[0201] 



Page 166 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 

•aid*, msn. ^TA^PTh^^-n 

[0202] 
[0203] 

r. 

[0204] 

Me:>^;US, Et:X^;uS, Pr^Ptf^S, Bu: 

Hep:l*^^ Oct^^Ug. Non:/=.;U 
Dec:-T*>;US. Undec: 0 > x * - ;i/ S , 
DodeciKf^l/^ Ph:7xZ.;U*, n J— 

[0205] 

Ya ammtm&tmtiZo 

[0206] 

cm i«] 

[0207] 

Hb3i] 



2003-6-20 

the compound of this invention which is produced with 
respective step or intermediate itcan acquire from reaction 
mixture with conventional method , but when necessity 
torefine compound occurs, separation and purification is 
possible with purification method of the recrystallization , 
column chromatography or other option . 

[0202] 

Next, example of compound which is included in this 
invention from the Table 1 is shown in Table 5 . 

However, the compound of this invention is not something 
which is limited in only these. 

[0203] 

Furthermore, code of in the table shows meaning below each 
one. 

[0204] 

As for Me: methyl group , Et: ethyl group , Pr: propyl group , 
Bu:butyl group , Pen:pentyl group , Hexrhexyl group , Hep: 
heptyl group , Oct:octyl group , Non:nonyl group , Dec:decyl 
group , Undec:undecanyl group , Dodec:dodecyl group , 
Ph:phenyl group , n:normal , i:iso , s:secondary , titertiary , 
cxyclo . 

[0205] 

In addition, meaning of Ya of in the table differs 
fromdescription above. 

[0206] 

{Table 1 } 

[0207] 

[Chemical Formula 31] 



Page 167 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



Me 

^ *COOH 

y. x 



^ ^COOH • 
Ya X 

Yt X 
Mb 



' J^faO^COOMi 

5 N ! 

is, oow 



Ya 

Yb' 



Yk N I 

^ COOftfe. 
Me 

Yo 1 



[0208] 
lit 32] 

*T X<X« . 
X .» 

Yb N J 

x ,a 
" * l C00H • 

Aft 

X B 



Ya * ^ 

Yb * I, 



COOMb • 



x , El 

Mi 



V s trK 



M> C0 ° H ' 



COOMb. 
Et 



Yb 



Ya 



y Fb 



^ COOMj • 

x 



jew*? 



[0208] 

[Chemical Formula 32] 



[0209] 
Kb 33] 



[0209] 

[Chemical Formula 33] 
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Kfc Vk 

Me 



Y Vs " 11 

Yb N JL 



Yi 



Et 



Me 

, N-N'" 



-X 
^COOH • 

Yb j^O^COOM.. 

Fb 



COOMi' 



B 

^ T L COOM. ■ 

Et 



Ph 



X 

coon* . 

Fh 



Y » S IH* 

jlrf* 0 001Vk ' 



[0210] 
lit 34] 



Mb 

Ya o 'N-N 



v. 

it 



X 
COOH 



■X 
COOH 



Ms 

fife 

Ya -s Vw 



X 



X 

COOMb - 



Yb 



Pk 



x 

COOH 



*1 ' s 



^bO It COOMi» j^fcO' 



Mi 

Et 

?b 'jfcO-^COOIA. 
Me 

Fh 

Y Vs % w-"L 

■ v COOM». 
Mb 

Pk 

Y Vs ^ 



[0210] 

[Chemical Formula 34] 



[0211] 
[ft 35] 



[0211] 

[Chemical Formula 35] 
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[0212] [0212] 

lit 36] [Chemical Formula 36] 

» Ms 

■ N;ooh «» ? L COOMi. 

Mi >* m, 

I ( >^A X >-» Vx 

Et Mb r 

t-Bo t . Bn 
Ya „ w N^O 



Y V s s 1*1° T V> »V 

i C00H . 1 U COOM> 

t-Bo tB« 

Y r s v^Y Y Vs *V 



-X 

■COONfe. 
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[0213] 
lit 37] 

Yo X 
Yb 



N-Me 



Yt X 



Y» 



,N— Ms 
COOMi • 



T-bfc 
MaON^COOM ■ 



Yb 0 



i I 

MsO^COOMj • 



X>=*r-V-* J^X*- 



"COOK 



N-D 



'COO*fa. 



Yb 



Yb O I 

RfcD-N COOMe 

Y X 



/ x 



,N— Et 



Yb^O 



COOH 



MOTT COOM» 



[0214] 
lit 38] 



NeOv^COOMs • 
Ya X 
Y» O 

^COOftfe- 

Yo X 



Ya 

Yb' 



COOB 

X M- 

- 'IT 



Yb O JL 

MeON COOMb- 



X>*V 
Yb O 1 



k COOH 
X ** 

Y* 

Yb^O 



3Wf 

NfeO-N COOIVfe 



Y 1 



X -1* 

COOMb • 



X - Et 

Yb 



Ya 

Yb^O 



Yb 0 L 

v Ph 

Yb 0 JL 



MbO-N COOK/b • 



COOMe. 

i 

MaO^COOifc 

^COOMb- 
X .» 

vi, O JL 



[0215] 
Hb 39] 



[0213] 

[Chemical Formula 37] 



[0214] 

[Chemical Formula 38] 



[0215] 

[Chemical Formula 39] 
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Mb 
Me 



•X 

COOMj • 
M» 



'ikfeON COONfc. °M B O^COOM.. 



L COOH • Yb k CC 

El R 
Y » 8 N-^ Y VS. 

Fb 1 
Ph 



TOOM? - 
Et 



M,O^C00J4i. 
PI 
X 

CCOMb ■ 



Y Vs N-N " S N-N 

[0216] 
lit 40] 



Mi 

IVfeO N COO\k . 
It 

Et 

WsO'N C( 
Pk 

Ph 

/o>=»T : 



X 

COOH 



Mb 

Y » S 

10 ^COOl 
Us 



Yb O 



X 
COOH 



y-8 n ' N 



x 

C00Me« 



WbO'N COO&fe 



X 

COOH 



MbO'M COOMi' 



MbO-^COOMi. 
Ph 

11 ° l COOM.. 
Pk 



[0217] 
[ft 41] 
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[0216] 

[Chemical Formula 40] 



[0217] 

[Chemical Formula 41] 
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COHHMs 
X Y« * 

Yh 0 JL Yk 0 i ^ 

n-w 

x ^ 
Vb o I Yb ^o T 



[0218] [0218] 

[lb 42] [Chemical Formula 42] 



M» Mb 

Y» „ «-N„0 Ya _ * O 



Yb 0 L C00H Y f*o T C00Me , 

Mf Mb 



t-Bn vBa 



k COOH , Yfc ° L COOMb. 
t-Bn t.B, 



Yb ° ^COOH . » ° ^COOI*. 
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[0219] 
[it 43] 



•Mt 

cooh 



Y X 
* MiON^COOIV* 

>^ . 

jfcO'R COOMe 
11 S L COOH 



•Mb 



Me 



Ya 
Yb' 



MaO^COO^ • 



Ya X n 
Ya X 



N-Et 
COOMb- 



K-Et 
MeOv^COOMs ■ 
X 

yrs' " L 



^COOfcfe. 



Yb S M B 0-I» Jv COOM t . 



Yb Jto^COOMn. 



^If-Ph 



[0220] 
[ft 44] 



^COOH 

Yb S I 

MeO'N COOMc • 

v X 

XWC» 



X M 



X >* 

COOMa ■ 



Ya 

K 

Yb s 



CO OH • 



Ya 

Yb 



Et 



Yb S 



M20*rr"coo!Vfc • 



Ya 

Yb^S 



COOMe - 
X 11 



Y Th y Ph 



Ya 



^COOH 



Xj-*f 

Yb WbO-N COOM. 



COOMs ' 



X^ 



[0219] 

[Chemical Formula 43] 



[0220] 

[Chemical Formula 44] 



[0221] 
lit 45] 



[0221] 

[Chemical Formula 45] 



Page 174 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



Kb 



-X 
COOH 



Ml 



Y» 
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COOMm 
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Ya 



COOH 
Et 



V 
Yb 



Yb jyfcO^COOM* 

Ph 

Yk s L 
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Y« 



^COOMi - 
Et 



Ya 



COOH 
Ph 



Wto-rrcooMi • 



IfcO^COOBi - 

Ph 

X 

COOM» • 
Ph 



IfeO^COOIVfe. 
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[0222] 
[ft 46] 

Kb 



ft* 



X 

COOH 



BfcO N COOIVfc • 



Mb 



Me 

ito^COOMa . 



Y VS N'N Ya wS 'NN 



X 

COOH 



X 

COOMb- 



Et 

Y Vs 



' b MbO N COOte 

Pk 

Y * s 'Vi* 



M-O^COOUfc. 



X 

COOH 



Ph 



rk s L 



x 

COOM. - 



MaO-M COOIVfe. 



Pk 

Y Vs Vn 



[0222] 

[Chemical Formula 46] 



[0223] 
lit 47] 



[0223] 

[Chemical Formula 47] 



Page 175 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



M. Ma 

U COOH Yk * U COO&fe. 

* Mi 

k COOH t Yi L COOM3. 

* a 

CO OH , Yb 5 L C OOMv 

Y Vs N-If Ya s N-N 

y " S ^COOH . n S L COOM,. 

I1> Kho n^COOB*. " MtO-^COOM.- 




Page 176 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 

[0225] 
lit 49] 

Ya 



Yb" 
Ya 



Vb" 

Ya 



*Vs Y Vs ^ 

jf ^^N^COOMa jf ^-^Jf^COOMe 
6 MaO . Yb S MaO 

J^>=N^^COOH jf ^^^COOM* 

' v Mb 
Y VS Y ' s N=n 

^ MV C^ MV ^ COOM " 

Mo M.O Sfctt™ M.0 



Yb 
Ya 



Ya 

Yb' 
Y 

Yb 
Y« 



2003-6-20 



[0225] 

[Chemical Formula 49] 



[0226] 



Ya YbX 



[0226] 
[Table 1] 

Ya YbX 



HHH 


HHH 


HC1H 


HC1H 


HFH 


HFH 


HBrH 


HBrH 


HIH 


HIH 


H Me H 


H Me H 


HEtH 


HEtH 


H n-Pr H 


H n- Pr H 
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H i-Pr H 


H i- Pr H 


H n-Bu H 


Hn-BuH 


H i-Bu H 


Hi-BuH 


H s-Bu H 


H s-Bu H 


H t-Bu H 


H t-Bu H 


H n-Pen H 


H n- Pen H 


H 3-Me-n-Bu H 


H 3- Me-n- Bu H 


H n-Hex H 


H n- Hex H 


H Etheny! H 


H Ethenyl H 


H 1-PropenylH 


H 1-PropenylH 


H Ethynyl H 


H Ethynyl H 


HCF 3 H 


HC F<sub>3</sub> H 


H c-Pr H 


H c-Pr H 


H c-Hex H 


H c-Hex H 


HMeOH 


HMeOH 


H t-BuO H 


H t-BuO H 


H CF3O H 


HC F<sub>3</sub>0 H 


HMeSH 


HMeSH 


H MeSO H 


H MeSO H 


H MeS0 2 H 


H MeSO<sub>2</sub> H 


H N0 2 H 


H NO<sub>2</sub> H 


HNCH 


HNCH 


HCHOH 


HC HO H 


H Me 2 N H 


H Me<sub>2</sub>N H 


H PhCH 2 H 


H PhCH<sub>2</sub> H 


H PhCH=CH H 


H PhCH=CH H 


H 4-Cl-PHCH=CH H 


H 4- C1-PHCH=CH H 


H PhCH=CHCH 2 H 


H PhCH=CHCH<sub>2</sub> H 


H PhCC H 


H PhCC H 


HPhH 


HPhH 


H MeNHC(O) H 


H MeNHC (0 ) H 


H PhNHC(O) H 


H PhNHC (0 ) H 


H EtNHC(O) H 


H EtNHC (0 ) H 


H 2-F-PhNHC(0) H 


H 2- F-PhNHC (0 ) H 


H 3-F-PhNHC(0) H 


H 3- F-PhNHC (O ) H 
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H 4-F-PhNHC(0) H 

H 2-Cl-PhNHC(0) H 

H 3-Cl-PhNHC(0) H 

H 4-Cl-PhNHC(0) H 

H 2-Me-PhNHC(0) H 

H 3-Me-PhNHC(0) H 

H 4-Me-PhNHC(0) H 

H 2-Br-PhNHC(0) H 

H 3-Br-PhNHC(0) H 

H 4-Br-PhNHC(0) H 

H 2-MeO-PhNHC(0) H 

H 3-MeO-PhNHC(0) H 

H 4-MeO-PhNHC(0) H 

H 2 } 6-F 2 -PhNHC(0) H 

H MeOC(O) H 

H MeOCH 2 H 

H MeOC(=NOMe) H 

H MeC(=NOMe) H 

H MeC(O) H 

H CH 2 SMe H 

H CH 2 SCH 2 Ph H 

HPyrazol-l-ylCH 2 H 

H C1CH 2 H 

H BrCH 2 H 

H CF 3 CF 2 H 

H PhC(0)NH H 

H 1-NaphthylH 

H 2-Naphthyl H 

H l-Me-Pyrazol-5-yl H 

H l-Me-3-Cl-Pyrazol-5-ylH 

H 2-F-Furan-3-yl H 

H Oxazol-2-yl H 

H l,2,4-Oxadiazol-3-ylH 

H l,2,4-Thiadizazol-5-ylH 

H 1,2,4-Triazol-l-ylH 



H 4- F-PhNHC (O ) H 

H 2- Cl-PhNHC (O ) H 

H 3- Cl-PhNHC (O ) H 

H 4- Cl-PhNHC (O ) H 

H 2- Me-PhNHC (O ) H 

H 3- Me-PhNHC (O ) H 

H 4- Me-PhNHC (O ) H 

H 2- Br-PhNHC (O ) H 

H 3- Br-PhNHC (O ) H 

H 4- Br-PhNHC (O ) H 

H 2- MeO-PhNHC (O ) H 

H 3- MeO-PhNHC (O ) H 

H 4- MeO-PhNHC (O ) H 

H 2, 6-F<sub>2</sub>-PhNHC (O ) H 

H MeOC (O ) H 

H MeOCH<sub>2</sub> H 

H MeOC (=NOMe ) H 

H MeC (=NOMe ) H 

H MeC (O ) H 

HC H<sub>2</sub>SMe H 

HC H<sub>2</sub>SCH<sub>2</sub>Ph H 

H Pyrazol-1- ylCH<sub>2</sub> H 

HC1 CH<sub>2</sub> H 

H BrCH<sub>2</sub> H 

HC F<sub>3</sub>CF<sub>2</sub> H 

H PhC (O ) NH H 

H 1-NaphthylH 

H2- NaphthylH 

H l-Me-Pyrazol-5-ylH 

H 1- Me-3- Cl-Pyrazol-5-yl H 

H 2- F-Furan-3- yl H 

H Oxazol-2- yl H 

H 1,2,4- Oxadiazol-3- yl H 

H 1,2, 4- Thiadizazol-5-yl H 

H 1,2,4-Triazol-l-ylH 
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H 1,2,3-TriazoI-l-ylH 


H 1,2,3-TriazoI-l-ylH 


H 1,2,3,4-Tetrazol-l-yIH 


H 1,2,3,4- Tetrazol-l-ylH 


H 6-MeO-Pyrimidin-2-yl H 


H 6-MeO-Pyrimidin-2- yl H 


H Pyridazin-3-yl H 


H Pyridazin-3- yl H 


H l,3,5-Triazin-2-ylH 


H 1,3, 5-Triazin-2- yl H 


H l,2,4-Triazin-6-ylH 


H 1,2, 4- Triazin-6-yl H 


H l-Me-Pyrrol-2-yI H 


H l-Me-Pyrrol-2- yl H 


H Furan-2-yl H 


HF uran- 2- yl H 


H Thiophen-2-yl H 


H Thiophen-2- yl H 


H Thiazol-5-yl H 


H Thiazol-5-yl H 


H 2,4-Me 2 -Oxazol-5-yI H 


H 2, 4- Me<sub>2</sub>-Oxazol-5-yl H 


H 3-Me-Isothiazol-5-yi H 


H 3- Me-Isothiazol-5-yl H 


H Isoxazol-5-yl H 


H Isoxazol-5-yi H 


H l-Me-Imidazol-5-ylH 


H l-Me-Imidazol-5-ylH 


H 4-Me-l,2,3-Thiadiazol-5-yl H 


H 4- Me-1, 2, 3- Thiadiazol-5-yl H 


H Pyridin-4-yl H 


H Pyridin-4- yl H 


H Quinoxalin-2-yI H 


H Quinoxalin-2- yl H 


H 6-C!-Quinoxalin-2-yI H 


H 6-Cl-Quinoxalin-2- yl H 


H 6-F-Quinoxalin-2-yl H 


H 6-F-Quinoxalin-2- yl H 


H l-Me-Indol-3-yl H 


H l-Me-Indol-3-ylH 


H Benzothiazol-2-yl H 


H Benzothiazol-2- yl H 


H 5-F-Benzothiazol-2-yl H 


H 5-F-Benzothiazol-2- yl H 


H 6-F-Benzothiazol-2-yl H 


H 6-F-Benzothiazol-2- yl H 


H Quinolin-4-yl H 


H Quinolin-4- yl H 


H Pyrazin-2-yl H 


H Pyrazin-2- yl H 


H 4-CClF 2 -Pyrimidin-5-yl H 


H 4- CClF<sub>2</sub>-Pyrimidin-5-yl H 


H Benzofuran-2-yl H 


H Benzofuran-2- yl H 


HPhH 


HPhH 


H 2-Cl-Ph H 


H 2- Cl-Ph H 


n j 11 n 


n J- Ll-rn rl 


H 4-Cl-Ph H 


H 4- Cl-Ph H 


H 2-F-Ph H 


H 2- F-Ph H 


H 3-F-Ph H 


H 3- F-Ph H 


H 4-F-Ph H 


H 4- F-Ph H 


H 2-Me-Ph H 


H 2- Me-Ph H 
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H 3-Me-Ph H 
H 4-Me-Ph H 
H 2-MeO-Ph H 
H 3-MeO-Ph H 
H 4-MeO-Ph H 
H 4-Br-Ph H 
H 2,4-Cl r Ph H 
H 3,4-Cl 2 -Ph H 
H 2,4,6-Cl 3 -Ph H 
H 3,4-(MeO) 2 -Ph H 
H 2-Cl-4-Me-Ph H 
H 2-MeO-4-Me-Ph H 
H 2,4-Me 2 -Ph H 
H 2,5-Me 2 -Ph H 
H 2,6-F r Ph H 
H2,3,4,5,6-F 5 -PhH 
H 4-Et-Ph H 
H 4-i-Pr-Ph H 
H 4-t-Bu-Ph H 
H 4-CF 3 -Ph H 
H 4-i-PrO-Ph H 
H 4-t-BuO-Ph H 
H 4-CHF 2 0-Ph H 
H 4-CF 3 OPh H 
H 4-MeS-Ph H 
H 4-CHO-Ph H 
H 4-N0 2 -Ph H 
H 4-CN-Ph H 
H 4-PhCH 2 0-Ph H 
H 4-MeC(0)-Ph H 
H 4-PhC(0)-Ph H 
H 4-MeOCH 2 -Ph H 
H 4-MeSCH r Ph H 
H 4-MeC(0)0-Ph H 
H 4-Ph-Ph H 



H 3- Me-Ph H 
H 4- Me-Ph H 
H 2- MeO-Ph H 
H 3- MeO-Ph H 
H 4- MeO-Ph H 
H 4- Br-Ph H 

H 2, 4- Cl<sub»2</sub>-Ph H 

H 3, 4- CKsub>2</sub>-Ph H 

H 2, 4, 6-CKsub>3</sub>-Ph H 

H 3, 4- (MeO ) <sub>2</sub>-Ph H 

H 2- Cl-4- Me-Ph H 

H 2- MeO-4- Me-Ph H 

H 2, 4- Me<sub>2</sub>-Ph H 

H 2, 5-Me<sub>2</sub>-Ph H 

H 2, 6-F<sub>2</sub>-Ph H 

H 2, 3, 4, 5, 6-F<sub>5</sub>-Ph H 

H4- Et-PhH 

H 4- i- Pr-Ph H 

H 4- t-Bu-Ph H 

H 4- CF<sub>3</sub>-Ph H 

H 4- i- PrO-Ph H 

H 4- t-BuO-Ph H 

H 4- CHF <sub>2</sub>0-Ph H 

H 4- CF<sub>3</sub>0-Ph H 

H 4- MeS-Ph H 

H 4- CHO-Ph H 

H 4- NO<sub>2</sub>-Ph H 

H 4- CN-Ph H 

H 4- PhCH<sub>2</sub>0-Ph H 

H 4- MeC (O ) -Ph H 

H 4- PhC (O ) -Ph H 

H 4- MeOCH<sub>2</sub>-Ph H 

H 4- MeSCH<sub>2</sub>-Ph H 

H 4- MeC (O ) O-Ph H 

H 4- Ph-Ph H 
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H 4-PhO-Ph H 


H4- 


H 2,3-Cl 2 -Ph H 


H2, 


H 3,5-Cl 2 -Ph H 


H3, 


H 2,6-Cl 2 -Ph H 


H2, 


H 2,5-Cl 2 -Ph H 


H2, 


H 2,3-F 2 -Ph H 


H2, 


H 2,5-F 2 -Ph H 


H2, 


H 3,4-F 2 -Ph H 


H3, 


H 3,5-F 2 -Ph H 


H3, 


H 2,4-F 2 -Ph H 


H2, 


H 2-CF 3 -Ph H 


H2- 


H 2-F-6-CF 3 -Ph H 


H2- 


H 2-F-6-Cl-Ph H 


H2- 


H 2-F-6-Me-Ph H 


H2- 


H 2-F-6-MeO-Ph H 


H2- 


H 2-F-4-Cl-Ph H 


H2- 


H 2-F-4-CF 3 -Ph H 


H2- 


H 2-F-4-Me-Ph H 


H2- 


H 2-F-4-MeO-Ph H 


H2- 


H 3-F-4-CI-Ph H 


H 3- 


H 3-F-4-Me-Ph H 


H 3- 


H 3-F-4-MeO-Ph H 


H3- 


H 4-F-2-Cl-Ph H 


H4- 


H 4-F-2-Me-Ph H 


H4- 


H 4-F-2-MeO-Ph H 


H4- 


H 4-F-3-Cl-Ph H 


H4- 


H 4-F-3-Me-Ph H 


H4- 


H 4-F-3-MeO-Ph H 


H4- 


H 2-OH-Ph H 


H2- 




O A 

n *+- 


H 4-MeOC(0)-Ph H 


H4- 


H 2,6-Me r Ph H 


H2, 


H 2,6-(MeO) 2 -Ph H 


H2, 


H 3-CF 3 -Ph H 


H3- 


H 2-Br-Ph H 


H2- 



PhO-Ph H 

3- CKsub>2</sub>-Ph H 

5- Cl<sub>2</sub>-Ph H 

6- CKsub>2</sub>-Ph H 
5-CKsub>2</sub>-Ph H 

3- F<sub>2</sub>-Ph H 

5- F<sub>2</sub>-Ph H 

4- F<sub>2</sub>-Ph H 

5- F<sub>2</sub>-Ph H 
4- F<sub>2</sub>-Ph H 
CF<sub>3</sub>-Ph H 
F-6-CF<sub>3</sub>-Ph H 
F-6-CI-Ph H 
F-6-Me-Ph H 
F-6-MeO-Ph H 

F-4- Cl-Ph H 

F-4- CF<sub>3</sub>-Ph H 

F-4- Me-Ph H 

F-4- MeO-Ph H 

F-4- Cl-Ph H 

F-4- Me-Ph H 

F-4- MeO-Ph H 

F-2- C!-Ph H 

F-2- Me-Ph H 

F-2- MeO-Ph H 

F-3- Cl-Ph H 

F-3- Me-Ph H 

F-3- MeO-Ph H 

OH-Ph H 

I-PhH 

MeOC (O ) -Ph H 

6- Me<sub>2</sub>-Ph H 

6- (MeO ) <sub>2</sub>-Ph H 
CF<sub>3</sub>-Ph H 
Br-Ph H 
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H 3-Br-Ph H 

H 2-MeC(0)-Ph H 

H 4-c-Pr-Ph H 

H 4-PhS-Ph H 

H 2,3-Me 2 -Ph H 

H 3,4-Me 2 -Ph H 

H 3,5-Me 2 -Ph H 

H 2,3-(MeO) 2 -Ph H 

H 2,4-(MeO) 2 -Ph H 

H 2 s 5-(MeO) 2 -Ph H 

H 3,5-(MeO) 2 -Ph H 

H 2-F-4-I-Ph H 

H 2-F-4-EtO-Ph H 

H 2-F-6-Ph-Ph H 

H 3,4-methylenedioxy-Ph H 

H 3,4-ethylenedioxy-Ph H 

H 2-F-4-Br-Ph H 

H 2-Cl-4-Me-Ph H 

H 2,4,6-Me 3 -Ph H 

-CH=CH-CH=CH- H 

-CH=N-CH=CH- H 

-N=CH-CH=CH- H 

-(CH 2 ) 3 -H 

-(CH 2 ) 4 -H 

-CH 2 -CH 2 -0-CH r H 

-CO-(CH 2 ) 3 - H 

-CH r CH(CH 2 Ph)-CH 2 - H 

-CH 2 -CH 2 -CH(Me)-CH 2 - H 

-CH=CH-CH=C(OMe)- H 

Me H H 

Me CIH 

Me F H 

Me Br H 

Me I H 
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H 3- Br-Ph H 
H 2- MeC (O ) -Ph H 
H 4- c-Pr-Ph H 
H 4- PhS-Ph H 

H 2, 3- Me<sub>2</sub>-Ph H 

H 3, 4- Me<sub>2</sub>-Ph H 

H 3, 5-Me<sub>2</sub>-Ph H 

H 2, 3- (MeO ) <sub>2</sub>-Ph H 

H 2, 4- (MeO ) <sub>2</sub>-Ph H 

H 2, 5- (MeO ) <sub>2</sub>-Ph H 

H 3, 5- (MeO ) <sub>2</sub>-Ph H 

H 2- F-4- I-Ph H 

H 2- F-4- EtO-Ph H 

H 2- F-6-Ph-Ph H 

H 3, 4- methylenedioxy-Ph H 

H 3, 4- ethylenedioxy-Ph H 

H 2- F-4- Br-Ph H 

H 2- Cl-4- Me-Ph H 

H 2, 4, 6-Me<sub>3</sub>-Ph H 

-CH=CH-CH=CH- H 

-CH=N- CH=CH- H 

-N=CH-CH=CH- H 

- (CH<sub>2</sub> ) <sub>3</sub>- H 

- (CH<sub>2</sub> ) <sub>4</sub>- H 

-CH<sub>2</sub>-CH<sub>2</sub>-0-CH<sub>2</sub>-H 

-CO- (CH<sub>2</sub> ) <sub>3</sub>- H 

-CH<sub>2</sub>-CH (CH<sub>2</sub>Ph ) 
-CH<sub>2</sub>- H 

-CH<sub>2</sub>-CH<sub>2</sub>-CH (Me ) 
-CH<sub>2</sub>- H 

-CH=CH-CH=C (OMe ) -H 

Me H H 

Me CIH 

Me F H 

Me Br H 

Me I H 
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Me Me H 

Me EtH 

Me n-Pr H 

Me i-Pr H 

Me n-Bu H 

Me i-Bu H 

Me s-Bu H 

Me t-Bu H 

Me n-Pen H 

Me 3-Me-n-Bu H 

Me n-Hex H 

Me Ethenyl H 

Me 1-Propenyl H 

Me Ethynyl H 

Me CF 3 H 

Me c-Pr H 

Me c-Hex H 

Me MeO H 

Me t-BuO H 

Me CF 3 0 H 

Me MeS H 

Me MeSO H 

Me MeS0 2 H 

Me N0 2 H 

MeNCH 

Me CHO H 

Me M^N H 

Me PhCH 2 H 

Me PhCH=CH H 

Me 4-C!-PHCH=CH H 

Me PhCH=CHCH 2 H 

Me PhCC H 

Me PhH 

Me MeNHC(O) H 
Me PhNHC(O) H 



Me Me H 

Me EtH 

Me n- Pr H 

Me i- Pr H 

Me n- Bu H 

Me i- Bu H 

Me s-Bu H 

Me t-Bu H 

Me n- Pen H 

Me 3- Me-n- Bu H 

Me n- Hex H 

Me Ethenyl H 

Me 1-Propeny! H 

Me Ethynyl H 

Me CF<sub>3</sub> H 

Me c-Pr H 

Me c-Hex H 

Me MeO H 

Me t-BuO H 

Me CF<sub>3</sub>0 H 
Me MeS H 
Me MeSO H 

Me MeSO<sub>2</sub> H 
Me NO<sub>2</sub> H 
MeNCH 
Me CHO H 

Me Me<sub>2</sub>N H 

Me PhCH<sub>2</sub> H 

Me PhCH=CH H 

Me 4- C1-PHCH=CH H 

Me PhCH=CHCH<sub>2</sub> H 

Me PhCC H 

Me PhH 

Me MeNHC (O ) H 
Me PhNHC (O ) H 
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Me EtNHC(O) H 


Me EtNHC (0 ) H 


Me 2-F-PhNHC(0) H 


Me 2- F-PhNHC (O ) H 


Me 3-F-PhNHC(0) H 


Me 3- F-PhNHC (0 ) H 


Me 4-F-PhNHC(0) H 


Me 4- F-PhNHC (O)H 


Me 2-Cl-PhNHC(0) H 


Me 2- Cl-PhNHC (O ) H 


Me 3-Ci-PhNHC(0) H 


Me 3- Cl-PhNHC (0 ) H 


Me 4-Cl-PhNHC(0) H 


Me 4- Cl-PhNHC (0 ) H 


Me 2-Me-PhNHC(0) H 


Me 2- Me-PhNHC (0 ) H 


Me 3-Me-PhNHC(0) H 


Me 3- Me-PhNHC (0 ) H 


Me 4-Me-PhNHC(0) H 


Me 4- Me-PhNHC (0 ) H 


Me 2-Br-PhNHC(0) H 


Me 2- Br-PhNHC (0 ) H 


Me 3-Br-PhNHC(0) H 


Me 3- Br-PhNHC (0 ) H 


Me 4-Br-PhNHC(0) H 


Me 4- Br-PhNHC (0)H 


Me 2-MeO-PhNHC(0) H 


Me 2- MeO-PhNHC (0 ) H 


Me3-MeO-PhNHC(0)H 


Me 3- MeO-PhNHC (0 ) H 


Me 4-MeO-PhNHC(0) H 


Me 4- MeO-PhNHC (0 ) H 


Me 2,6-F 2 -PhNHC(0) H 


Me 2, 6-F<sub>2</sub>-PhNHC (0 ) H 


Me MeOC(O) H 


Me MeOC (O ) H 


Me MeOCH 2 H 


Me MeOCH<sub>2</sub> H 


Me MeOC(=NOMe) H 


Me MeOC (=NOMe ) H 


Me MeC(=NOMe) H 


Me MeC (=NOMe ) H 


Me MeC(O) H 


Me MeC (0 ) H 


Me CH 2 SMe H 


Me CH<sub>2</sub>SMe H 


Me CH 2 SCH 2 Ph H 


Me CH<sub>2</sub>SCH<sub>2</sub>Ph H 


Me Pyrazol-l-ylCH 2 H 


Me Pyrazol-1- ylCH<sub>2</sub> H 


Me CICH 2 H 


Me ClCH<sub>2</sub> H 


Me BrCH 2 H 


Me BrCH<sub>2</sub> H 


Me CF 3 CF 2 H 


Me CF<sub>3</sub>CF<sub>2</sub> H 


Me PhC(0)NH H 


Me PhC (0 ) NH H 


Me 1-NaphthylH 


Me 1-Naphthyl H 


Me 2-Naphthyl H 


Me 2- NaphthylH 


Me l-Me-Pyrazol-5-yI H 


Me 1- Me-Pyrazol-5-yl H 


Me l-Me-3-Cl-Pyrazol-5-yl H 


Me 1 - Me-3- Cl-Pyrazol-5-yl H 


Me 2-F-Furan-3-yl H 


Me 2- F-Furan-3- yl H 


Me Oxazol-2-yl H 


Me Oxazol-2- yl H 
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Me l,2,4-Oxadiazol-3-yl H 


Me 1, 2, 4- Oxadiazol-3- yl H 


Me l,2,4-ThiadizazoI-5-yl H 


Me 1, 2, 4- Thiadizazol-5-yl H 


Me 1,2,4-Triazol-l-ylH 


Me 1,2,4- Triazol-l-yiH 


Me 1,2,3-Triazol-l-ylH 


Me 1,2, 3- Triazol-l-yiH 


Mel,2,3,4-Tetrazol-l-ylH 


Me 1,2, 3, 4- Tetrazol-l-ylH 


Me 6-MeO-Pyrimidin-2-yl H 


Me 6-MeO-Pyrimidin-2- yl H 


Me Pyridazin-3-y! H 


Me Pyridazin-3- yl H 


Me l,3,5-Triazin-2-ylH 


Me l,3,5-Triazin-2- yl H 


Me l,2,4-Triazin-6-yl H 


Me 1,2, 4- Triazin-6-yl H 


Me l-Me-Pyrrol-2-ylH 


Me l-Me-Pyrrol-2- yl H 


Me Furan-2-yl H 


Me Furan-2- yl H 


Me Thiophen-2-yl H 


Me Thiophen-2- yl H 


Me Thiazol-5-yI H 


Me Thiazol-5-yl H 


Me 2,4-Me 2 -Oxazol-5-yl H 


Me 2, 4- Me<sub>2</sub>-Oxazol-5-yl H 


Me 3-Me-IsothiazoI-5-yl H 


Me 3- Me-Isothiazol-5-yl H 


Me Isoxazol-5-yl H 


Me Isoxazol-5-yl H 


Me l-Me-Imidazol-5-yl H 


Me 1- Me-Imidazol-5-yl H 


Me 4-Me-l,2,3-Thiadiazol-5-yl H 


Me 4- Me-1, 2, 3- Thiadiazol-5-yl H 


Me Pyridin-4-yl H 


Me Pyridin-4- yl H 


Me Quinoxalin-2-yl H 


Me Quinoxalin-2- yl H 


Me 6-Cl-Quinoxalin-2-yl H 


Me 6-Cl-Quinoxalin-2- yl H 


Me 6-F-Quinoxalin-2-yl H 


Me 6-F-Quinoxalin-2- yl H 


Me l-Me-Indol-3-ylH 


Mel-Me-Indol-3-ylH 


Me Benzothiazol-2-yl H 


Me Benzothiazol-2- yl H 


Me 5-F-Benzothiazol-2-yl H 


Me 5-F-Benzothiazol-2- yl H 


Me 6-F-Benzothiazol-2-yl H 


Me 6-F-Benzothiazol-2- yl H 


Me Quinolin-4-yl H 


Me Quinolin-4- yl H 


Me Pyrazin-2-yl H 


Me Pyrazin-2- yl H 


Me 4-CClF 2 -Pyrimidin-5-yl H 


Me 4- CClF<sub>2</sub>-Pyrimidin-5-yl H 


N/fp Rpri7nfi]rfin-9-v1 14 
ivic dcu^ajiui cui t.~y \ n 


ivic Dcnzoiuraii-z- yi n 


Me PhH 


Me PhH 


Me 2-Cl-Ph H 


Me 2- Cl-Ph H 


Me 3-CI-Ph H 


Me 3- Cl-Ph H 


Me 4-Ci-Ph H 


Me 4- Cl-Ph H 


Me 2-F-Ph H 


Me 2- F-Ph H 
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Me 3-F-Ph H 


Me 3- 


Me 4-F-Ph H 


Me 4- 


Me 2-Me-Ph H 


Me 2- 


Me 3-Me-Ph H 


Me3- 


Me 4-Me-Ph H 


Me4- 


Me 2-MeO-Ph H 


Me 2- 


Me 3-MeO-Ph H 


Me3- 


Me4-MeO-PhH 


Me 4- 


Me 4-Br-Ph H 


Me 4- 


Me 2,4-Cl 2 -Ph H 


Me 2, 


Me 3,4-Cl 2 -Ph H 


Me 3, 


Me 2,4,6-CI 3 -Ph H 


Me 2, 


Me 3,4-(MeO) 2 -Ph H 


Me 3, 


Me 2-Cl-4-Me-Ph H 


Me 2- 


Me 2-MeO-4-Me-Ph H 


Me 2- 


Me 2,4-Me 2 -Ph H 


Me 2, 


Me 2,5-Me 2 -Ph H 


Me 2, 


Me 2,6-F r Ph H 


Me 2, 


Me 2,3,4,5,6-Fs-Ph H 


Me 2, 


Me 4-Et-PhH 


Me 4- 


Me 4-i-Pr-PhH 


Me 4- 


Me 4-t-Bu-Ph H 


Me 4- 


Me 4-CF 3 -Ph H 


Me 4- 


Me 4-i-PrO-Ph H 


Me 4- 


Me 4-t-BuO-Ph H 


Me 4- 


Me 4-CHF 2 0-Ph H 


Me 4- 


Me 4-CF 3 0-Ph H 


Me 4- 


Me 4-MeS-Ph H 


Me 4- 


Me 4-CHO-Ph H 


Me 4- 


Me 4-NOo-Ph H 


Me 4- 


Me 4-CN-Ph H 


Me 4- 


Me 4-PhCH 2 0-Ph H 


Me 4- 


Me 4-MeC(0)-Ph H 


Me 4- 


Me 4-PhC(0)-Ph H 


Me 4- 


Me 4-MeOCH r Ph H 


Me 4- 
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Me 4-MeSCH 2 -Ph H 


Me 4- MeSCH<sub>2</sub>-Ph H 


Me 4-MeC(0)0-Ph H 


Me 4- MeC (0 ) O-Ph H 


Me 4-Ph-Ph H 


Me 4- Ph-Ph H 


Me 4-PhO-Ph H 


Me 4- PhO-Ph H 


Me 2,3-Cl 2 -Ph H 


Me 2, 3- CKsub>2</sub>-Ph H 


Me 3,5-Cl 2 -Ph H 


Me 3, 5-Cl<sub>2</sub>-Ph H 


Me 2,6-Cl 2 -Ph H 


Me 2, 6-CKsub>2</sub>-Ph H 


Me 2,5-Cl 2 -Ph H 


Me 2, 5-Cl<sub>2</sub>-Ph H 


Me 2,3-F 2 -Ph H 


Me 2, 3- F<sub>2</sub>-Ph H 


Me 2,5-F 2 -Ph H 


Me 2, 5-F<sub>2</sub>-Ph H 


Me 3,4-F 2 -Ph H 


Me 3, 4- F<sub>2</sub>-Ph H 


Me 3,5-F 2 -Ph H 


Me 3, 5-F<sub>2</sub>-Ph H 


Me 2,4-F r Ph H 


Me 2, 4- F<sub>2</sub>-Ph H 


Me 2-CF 3 -Ph H 


Me 2- CF<sub>3</sub>-Ph H 


Me 2-F-6-CF 3 -Ph H 


Me 2- F-6-CF<sub>3</sub>-Ph H 


Me 2-F-6-Cl-Ph H 


Me 2- F-6-Cl-Ph H 


Me 2-F-6-Me-Ph H 


Me 2- F-6-Me-Ph H 


Me 2-F-6-MeO-Ph H 


Me 2- F-6-MeO-Ph H 


Me 2-F-4-Cl-Ph H 


Me 2- F-4- Cl-Ph H 


Me 2-F-4-CF 3 -Ph H 


Me 2- F-4- CF<sub>3</sub>-Ph H 


Me 2-F-4-Me-Ph H 


Me 2- F-4- Me-Ph H 


Me 2-F-4-MeO-Ph H 


Me 2- F-4- MeO-Ph H 


Me 3-F-4-Cl-Ph H 


Me 3- F-4- Cl-Ph H 


Me 3-F-4-Me-Ph H 


Me 3- F-4- Me-Ph H 


Me 3-F-4-MeOPh H 


Me 3- F-4- MeO-Ph H 


Me 4-F-2-Cl-Ph H 


Me 4- F-2- Cl-Ph H 


Me 4-F-2-Me-Ph H 


Me 4- F-2- Me-Ph H 


Me 4-F-2-MeO-Ph H 


Me 4- F-2- MeO-Ph H 


Me 4-F-3-Cl-Ph H 


Me 4- F-3- Cl-Ph H 


Me 4-F-3-Me-Ph H 


Me 4- F-3- Me-Ph H 


Me 4-F-3-MeO-Ph H 


Me 4- F-3- MeO-Ph H 


Me 2-OH-Ph H 


Me 2- OH-Ph H 


Me 4-I-Ph H 


Me 4- I-Ph H 


Me 4-MeOC(0)-Ph H 


Me 4- MeOC (0 ) -Ph H 


Me 2,6-Me 2 -Ph H 


Me 2, 6-Me<sub>2</sub>-Ph H 
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Me 2,6-(MeO) 2 -Ph H 


Me 2, 6- (MeO ) <sub>2</sub>-Ph H 


Me 3-CF 3 -Ph H 


Me 3- CF<sub>3</sub>-Ph H 


Me 2-Br-Ph H 


Me 2- Br-Ph H 


Me 3-Br-Ph H 


Me 3- Br-Ph H 


Me 2-MeC(0)-Ph H 


Me 2- MeC (0 ) -Ph H 


Me 4-c-Pr-Ph H 


Me 4- c-Pr-Ph H 


Me 4-PhS-Ph H 


Me 4- PhS-Ph H 


Me 2,3-Me 2 -Ph H 


Me 2, 3- Me<sub>2</sub>-Ph H 


Me 3,4-Me 2 -Ph H 


Me 3, 4- Me<sub>2</sub>-Ph H 


Me 3,5-Me 2 -Ph H 


Me 3, 5-Me<sub>2</sub>-Ph H 


Me 2,3-(MeO) 2 -Ph H 


Me 2, 3- (MeO ) <sub>2</sub>-Ph H 


Me 2,4-(MeO) 2 -Ph H 


Me 2, 4- (MeO ) <sub>2</sub>-Ph H 


Me 2,5-(MeO) 2 -Ph H 


Me 2, 5- (MeO ) <sub>2</sub>-Ph H 


Me3,5-(MeO) r PhH 


Me 3, 5- (MeO ) <sub>2</sub>-Ph H 


Me 2-F-4-I-Ph H 


Me 2- F-4- I-Ph H 


Me 2-F-4-EtO-Ph H 


Me 2- F-4- EtO-Ph H 


Me 2-F-6-Ph-Ph H 


Me 2- F-6-Ph-Ph H 


Me 3,4-methylenedioxy-Ph H 


Me 3, 4- methylenedioxy-Ph H 


Me 3,4-ethylenedioxy-Ph H 


Me 3, 4- ethylenedioxy-Ph H 


Me 2-F-4-Br-Ph H 


Me 2- F-4- Br-Ph H 


Me 2-Cl-4-Me-Ph H 


Me 2- Cl-4- Me-Ph H 


Me 2,4,6-Me 3 -Ph H 


Me 2, 4, 6-Me<sub>3</sub>-Ph H 


Et EtH 


Et EtH 


Et n-Pr H 


Et n- Pr H 


Eti-PrH 


Et i- Pr H 


Et n-Bu H 


Et n- Bu H 


Et s-Bu H 


Et s-Bu H 


Et t-Bu H 


Et t-Bu H 


Et CF 3 H 


Et CF<sub>3</sub> H 


Et CF->CF^ H 




Etl-NaphthylH 


Etl-NaphthylH 


Et 2-Naphthyl H 


Et 2- Naphthyl H 


Et PhH 


Et PhH 


Et 2-Cl-Ph H 


Et 2- Cl-Ph H 


Et 4-Cl-Ph H 


Et 4- Cl-Ph H 



Page 189 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



Et 2-F-Ph H 


Et 2- F-Ph H 


Et 4-F-Ph H 


Et 4- F-Ph H 


Et 2-Me-Ph H 


Et 2- Me-Ph H 


Et 3-Me-Ph H 


Et 3- Me-Ph H 


Et 4-Me-Ph H 


Et 4- Me-Ph H 


Et 2-MeO-Ph H 


Et 2- MeO-Ph H 


Et 3-MeO-Ph H 


Et 3- MeO-Ph H 


Et 4-MeO-Ph H 


Et 4- MeO-Ph H 


Et 4-Br-Ph H 


Et 4- Br-Ph H 


Et 2,6-F 2 -Ph H 


Et 2, 6-F<sub>2</sub>-Ph H 


Et 4-CF 3 -Ph H 


Et 4- CF<sub>3</sub>-Ph H 


Et 4-Ph-Ph H 


Et 4- Ph-Ph H 


Et 4-PhO-Ph H 


Et 4- PhO-PhH 


Et 2,3-F 2 -Ph H 


Et 2, 3- F<sub>2</sub>-Ph H 


Et 2,5-F 2 -Ph H 


Et 2, 5-F<sub>2</sub>-Ph H 


Et3,4-F 2 -PhH 


Et 3, 4- F<sub>2</sub>-Ph H 


Et3,5-F 2 -PhH 


Et 3, 5-F<sub>2</sub>-Ph H 


Et 2,4-F 2 -Ph H 


Et 2, 4- F<sub>2</sub>-Ph H 


Et 2-F-4-Cl-Ph H 


Et 2- F-4- Cl-Ph H 


Et 2-F-4-Me-Ph H 


Et 2- F-4- Me-Ph H 


Et 2-F-4-MeO-Ph H 


Et 2- F-4- MeO-Ph H 


Et 3-F-4-CI-Ph H 


Et 3- F-4- Cl-Ph H 


Et 3-F-4-Me-Ph H 


Et 3- F-4- Me-Ph H 


Et 3-F-4-MeO-Ph H 


Et 3- F-4- MeO-Ph H 


Et 4-F-2-Cl-Ph H 


Et4- F-2- Cl-Ph H 


Et 4-F-2-Me-Ph H 


Et4- F-2- Me-Ph H 


Et 4-F-2-MeO-Ph H 


Et4- F-2- MeO-PhH 


Et 4-F-3-Cl-Ph H 


Et 4- F-3- Cl-Ph H 


Et 4-F-3-Me-Ph H 


Et 4- F-3- Me-Ph H 


Et 4-F-3-MeO-Ph H 


Et 4- F-3- MeO-Ph H 


Et 2,6-(MeO) 2 -Ph H 


Et 2, 6- (MeO ) <sub>2</sub>-Ph H 


Et 2-Br-Ph H 


Et 2- Br-Ph H 


Et 3-Br-Ph H 


Et 3- Br-Ph H 


Et4-EtO-PhH 


Et 4- EtO-PhH 


Et 2,3-Me 2 -Ph H 


Et 2, 3- Me<sub>2</sub>-Ph H 
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Et 3,4-Me 2 -Ph H 


Et 3, 4- Me<sub>2</sub>-Ph H 


Et 3,5-Me 2 -Ph H 


Et 3, 5-Me<sub>2</sub>-Ph H 


Et 2-Cl-3-Me-Ph H 


Et 2- Cl-3- Me-Ph H 


Et 2-Cl-4-Me-Ph H 


Et 2- Cl-4- Me-Ph H 


Et 3-Cl-4-Me-Ph H 


Et 3- Cl-4- Me-Ph H 


Et 4-Cl-2-Me-Ph H 


Et4- Cl-2- Me-Ph H 


Et4-Cl-3-Me-PhH 


Et 4- Cl-3- Me-Ph H 


Et 2,4,6-Me 3 -Ph H 


Et 2, 4, 6-Me<sub>3</sub>-Ph H 


Pr EtH 


Pr EtH 


Pr n-Pr H 


Pr n- Pr H 


Pr i-Pr H 


Pr i- Pr H 


Pr s-Bu H 


Pr s-Bu H 


Prt-BuH 


Pr t-Bu H 


Pr CF 3 H 


Pr CF<sub>3</sub> H 


Pr CF 2 CF 3 H 


Pr CF<sub>2</sub>CF<sub>3</sub> H 


Pr l-Me-3-Cl-Pyrazol-4-yl H 


Pr 1- Me-3- Cl-Pyrazol-4- yl H 


Pr l-Me-5-Cl-Pyrazol-3-yl H 


Pr 1- Me-5-Cl-Pyrazol-3- yl H 


Pr l-Me-5-Cl-Pyrazol-4-yl H 


Pr 1- Me-5-Cl-Pyrazol-4- yl H 


Pr PhH 


Pr PhH 


Pr 2-Cl-Ph H 


Pr 2- Cl-Ph H 


Pr 4-Cl-Ph H 


Pr 4- Cl-Ph H 


Pr 2-F-Ph H 


Pr 2- F-Ph H 


Pr 4-F-Ph H 


Pr 4- F-PhH 


Pr 2-Me-Ph H 


Pr 2- Me-Ph H 


Pr 4-Me-Ph H 


Pr 4- Me-Ph H 


Pr 4-Br-PhH 


Pr 4- Br-PhH 


Pr 2,6-F 2 -Ph H 


Pr 2, 6-F<sub>2</sub>-Ph H 


Pr 2,3-F 2 -Ph H 


Pr 2, 3- F<sub>2</sub>-Ph H 


Pr 2,5-F 2 -Ph H 


Pr 2, 5-F<sub>2</sub>-Ph H 


Pr 1 H 
n j,*T~r 2 ~Fii n 


ri J, e r m r^SUD-- > Z < vSUD- > -rn rl 


Pr 3,5-F 2 -Ph H 


Pr 3, 5-F<sub>2</sub>-Ph H 


Pr 2,4-F 2 -Ph H 


Pr 2, 4- F<sub>2</sub>-Ph H 


Pr 2-Br-Ph H 


Pr2- Br-PhH 


Br n-Pr H 


Br n- Pr H 


Br i-Pr H 


Br i- Pr H 
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Br s-Bu H 


Br s-Bu H 


Br t-Bu H 


Br t-Bu H 


Br CF 3 H 


Br CF<sub>3</sub> H 


Br CF 2 CF 3 H 


Br CF<sub>2</sub>CF<sub>3</sub> H 


Br PhH 


Br PhH 


Br 2-Cl-Ph H 


Br 2- Cl-Ph H 


Br 4-CI-Ph H 


Br 4- Cl-Ph H 


Br 2-F-Ph H 


Br 2- F-Ph H 


Br 4-F-Ph H 


Br 4- F-PhH 


Br 2-Me-Ph H 


Br 2- Me-Ph H 


Br 4-Me-Ph H 


Br 4- Me-Ph H 


Br 4-Br-Ph H 


Br 4- Br-Ph H 


i-Pr i-Pr H 


i- Pr i- Pr H 


i-Pr s-Bu H 


i- Pr s-Bu H 


i-Prt-BuH 


i- Pr t-Bu H 


i-PrCF 3 H 


i- Pr CF<sub>3</sub> H 


i-PrCF 2 CF 3 H 


i- Pr CF<sub>2</sub>CF<sub>3</sub> H 


i-Pr Ph H 


i- Pr Ph H 


i-Pr 2-Cl-Ph H 


i- Pr 2- Cl-Ph H 


i-Pr 4-CI-Ph H 


i- Pr 4- Cl-Ph H 


i-Pr 2-F-Ph H 


i- Pr 2- F-Ph H 


i-Pr 4-F-Ph H 


i- Pr 4- F-Ph H 


i-Pr 2-Me-Ph H 


i- Pr 2- Me-Ph H 


i-Pr 4-Me-Ph H 


i- Pr 4- Me-Ph H 


i-Pr4-Br-PhH 


i- Pr 4- Br-Ph H 


i-Pr 2-Br-Ph H 


i- Pr 2- Br-Ph H 


HHC1 


HHC1 


HC1 CI 


HC1 CI 


HFC1 


HFC1 


14 Rr PI 

n or v^i 


ii t>r d 


HI CI 


HIC1 


H Me CI 


H Me CI 


HEt CI 


HEt CI 


H n-Pr CI 


H n- Pr CI 


H i-Pr CI 


H i- Pr CI 



Page 192 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



H n-Bu CI 


H n- Bu CI 


H i-Bu CI 


H i- Bu CI 


H s-Bu CI 


H s-Bu CI 


H t-Bu CI 


H t-Bu CI 


H n-Pen CI 


H n- Pen CI 


H 3-Me-n-Bu CI 


H 3- Me-n- Bu CI 


H n-Hex CI 


H n- Hex CI 


H Ethenyl CI 


H Ethenyl CI 


H 1-Propenyl CI 


H 1-Propenyl CI 


H Ethynyl CI 


H Ethynyl CI 


H CF 3 CI 


HC F<sub>3</sub> CI 


Hc-PrCI 


H c-Pr CI 


H c-Hex CI 


H c-Hex CI 


H MeO C! 


H MeO CI 


H t-BuO CI 


H t-BuO CI 


H CF 3 0 CI 


HC F<sub>3</sub>0 CI 


H MeS CI 


H MeS CI 


H MeSO CI 


H MeSO CI 


H MeS0 2 CI 


H MeSO<sub>2</sub> CI 


H N0 2 CI 


H NO<sub>2</sub> CI 


HNC CI 


HNC CI 


H CHO CI 


HC HO CI 


H Me 2 N CI 


H Me<sub>2</sub>N CI 


H PhCH 2 CI 


H PhCH<sub>2</sub> CI 


H PhCH=CH C! 


H PhCH=CHC 1 


H 4-Cl-PHCH=CH CI 


H 4- C1-PHCH=CHC 1 


H PhCH=CHCH 2 CI 


H PhCH=CHCH<sub>2</sub> CI 


H PhCC CI 


H PhCC CI 


HPh CI 


HPh CI 


H MeNHC(O) CI 


H MeNHC (0 ) CI 


H PhNHC(O) CI 


H PhNHC (0 ) CI 


H EtNHC(O) Ci 


H EtNHC (0 ) CI 


H 2-F-PhNHC(0) CI 


H 2- F-PhNHC (0 ) CI 


H 3-F-PhNHC(0) CI 


H 3- F-PhNHC (0 ) CI 


H 4-F-PhNHC(0) CI 


H 4- F-PhNHC (0 ) CI 
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H 2-Cl-PhNHC(0) CI 

H 3-Cl-PhNHC(0) CI 

H 4-Cl-PhNHC(0) CI 

H 2-Me-PhNHC(0) CI 

H 3-Me-PhNHC(0) CI 

H 4-Me-PhNHC(0) CI 

H 2-Br-PhNHC(0) CI 

H 3-Br-PhNHC(0) C! 

H 4-Br-PhNHC(0) Ct 

H 2-MeO-PhNHC(0) CI 

H 3-MeO-PhNHC(0) CI 

H 4-MeO-PhNHC(0) CI 

H 2,6-F r PhNHC(0) CI 

H MeOC(O) CI 

H MeOCH 2 CI 

H MeOC(=NOMe) CI 

H MeC(=NOMe) CI 

H MeC(O) CI 

H CH 2 SMe CI 

H CH 2 SCH 2 Ph CI 

HPyrazol-l-ylCH 2 CI 

H CICH 2 CI 

H BrCH 2 CI 

H CF 3 CF 2 CI 

H PhC(0)NH CI 

H 1-Naphthyl CI 

H 2-Naphthyl CI 

H l-Me-Pyrazol-5-yl CI 

H l-Me-3-Cl-Pyrazol-5-ylCl 

H 2-F-Furan-3-yl CI 

H Oxazol-2-yl CI 

H l,2,4-Oxadiazol-3-yl CI 

H l,2,4-Thiadizazol-5-yl CI 

H 1,2,4-Triazol-l-yl CI 

H 1,2,3-Triazol-l-yl CI 



H 2- Cl-PhNHC (O ) CI 

H 3- Cl-PhNHC (O ) CI 

H 4- Cl-PhNHC (O ) CI 

H 2- Me-PhNHC (O ) CI 

H 3- Me-PhNHC (O ) CI 

H 4- Me-PhNHC (O ) CI 

H 2- Br-PhNHC (O ) CI 

H 3- Br-PhNHC (O ) CI 

H 4- Br-PhNHC (O ) CI 

H 2- MeO-PhNHC (O ) CI 

H 3- MeO-PhNHC (O ) CI 

H 4- MeO-PhNHC (O ) CI 

H 2, 6-F<sub>2</sub>-PhNHC (O ) CI 

H MeOC (O ) CI 

H MeOCH<sub>2</sub> CI 

H MeOC (=NOMe ) CI 

H MeC (=NOMe ) CI 

H MeC (O ) CI 

HC H<sub>2</sub>SMe CI 

HC H<sub>2</sub>SCH<sub>2</sub>Ph CI 

H Pyrazol-1- yICH<sub>2</sub> CI 

HC1 CH<sub>2</sub> CI 

H BrCH<sub>2</sub> CI 

HC F<sub>3</sub>CF<sub>2</sub> CI 

H PhC (O ) NH CI 

H 1-Naphthyl CI 

H 2-Naphthyl CI 

H l-Me-Pyrazol-5-yl CI 

H l-Me-3-Cl-Pyrazol-5-yl CI 

H 2- F-Furan-3- yl CI 

H Oxazol-2- yl CI 

H 1, 2, 4- Oxadiazol-3- yl CI 

H l,2,4-Thiadizazol-5-yl CI 

H 1,2,4-Triazol-l-yl CI 

H 1,2,3-Triazol-l-yl CI 
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H 1,2,3,4-Tetrazol-l-yl CI 


H 1,2,3,4-Tetrazol-l-yl CI 


H 6-MeO-Pyrimidin-2-yl CI 


H 6-MeO-Pyrimidin-2- yl CI 


H Pyridazin-3-yl CI 


H Pyridazin-3- yl CI 


H l,3,5-Triazin-2-yI CI 


H l,3,5-Triazin-2-yl CI 


H l,2,4-Triazin-6-yl CI 


H 1,2,4- Triazin-6-yl CI 


H l-Me-Pyrrol-2-yl CI 


H l-Me-Pyrrol-2- yl CI 


H Furan-2-yl CI 


HF uran- 2- yl CI 


H Thiophen-2-yl CI 


H Thiophen-2- yl CI 


H Thiazol-5-yI CI 


H Thiazol-5-yI CI 


H 2,4-Me 2 -Oxazol-5-yl CI 


H 2, 4- Me<sub>2</sub>-Oxazol-5-yl CI 


H 3-Me-Isothiazol-5-yl CI 


H 3- Me-Isothiazol-5-yl CI 


H Isoxazol-5-yl CI 


H Isoxazol-5-yl CI 


H l-Me-Imidazol-5-yl CI 


H l-Me-Imidazol-5-yl CI 


H 4-Me-l,2,3-Thiadiazol-5-yl CI 


H 4- Me-1, 2, 3- Thiadiazol-5-yl CI 


H Pyridin-4-yl CI 


H Pyridin-4- yi CI 


H Quinoxalin-2-yl CI 


H Quinoxalin-2- yl CI 


H 6-Cl-Quinoxalin-2-yl CI 


H 6-CI-Quinoxalin-2- yl CI 


H 6-F-QuinoxaIin-2-yI CI 


H 6-F-Quinoxalin-2- yl CI 


H l-Me-Indol-3-yl CI 


H l-Me-Indol-3-yl CI 


H Benzothiazol-2-yl CI 


H Benzothiazol-2- yl CI 


H 5-F-Benzothiazol-2-yl CI 


H 5-F -Benzothiazol-2- yl CI 


H 6-F-Benzothiazol-2-yl CI 


H 6-F-Benzothiazol-2- yl CI 


H Quinolin-4-yl CI 


H QuinoIin-4- yl CI 


H Pyrazin-2-yl CI 


H Pyrazin-2- yl CI 


H 4-CClF 2 -Pyrimidin-5-yl CI 


H 4- CClF<sub>2</sub>-Pyrimidin-5-yl CI 


H Benzofuran-2-yl CI 


H Benzofuran-2- yl CI 


HPh CI 


HPh CI 


H 2-Cl-Ph CI 


H 2- Cl-Ph CI 


H 3-Cl-Ph CI 


H 3- Cl-Ph CI 


H 4-Pl-Ph PI 
n t vi rii 


H A PI Ph PI 


H 2-F-Ph CI 


H 2- F-Ph CI 


H 3-F-Ph CI 


H 3- F-Ph CI 


H 4-F-Ph CI 


H 4- F-Ph CI 


H 2-Me-Ph CI 


H 2- Me-Ph CI 


H 3-Me-Ph CI 


H 3- Me-Ph CI 
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H 4-Me-Ph CI 
H 2-MeO-Ph CI 
H 3-MeO-Ph CI 
H 4-MeO-Ph CI 
H 4-Br-Ph CI 
H 2,4-Cl 2 -Ph CI 
H 3,4-Cl 2 -Ph CI 
H 2,4,6-Cl 3 -Ph CI 
H 3,4-(MeO) 2 -Ph CI 
H 2-CI-4-Me-Ph CI 
H 2-MeO-4-Me-Ph CI 
H 2,4-Me 2 -Ph CI 
H 2,5-Me 2 -Ph CI 
H 2,6-F 2 -Ph CI 
H 2,3,4,5,6-F 5 -Ph CI 
H 4-Et-Ph CI 
H 4-i-Pr-Ph CI 
H 4-t-Bu-Ph CI 
H 4-CF 3 -Ph CI 
H 4-i-PrO-Ph CI 
H 4-t-BuO-Ph CI 
H 4-CHF 2 0-Ph CI 
H 4-CF 3 0-Ph CI 
H 4-MeS-Ph CI 
H 4-CHO-Ph CI 
H 4-N0 2 -Ph CI 
H 4-CN-Ph CI 
H 4-PhCH 2 0-Ph CI 
H 4-MeC(0)-Ph CI 
H 4-PhC(0)-Ph CI 
H 4-MeOCH 2 -Ph CI 
H 4-MeSCH 2 -Ph CI 
H 4-MeC(0)0-Ph CI 
H 4-Ph-Ph CI 
H 4-PhO-Ph CI 



H 4- Me-Ph CI 
H 2- MeO-Ph CI 
H 3- MeO-Ph CI 
H 4- MeO-Ph CI 
H 4- Br-Ph CI 

H 2, 4- CKsub>2</sub>-Ph CI 

H 3, 4- CKsub>2</sub>-Ph CI 

H 2, 4, 6-CKsub>3</sub>-Ph CI 

H 3, 4- (MeO ) <sub>2</sub>-Ph CI 

H 2- CI-4- Me-Ph CI 

H 2- MeO-4- Me-Ph CI 

H 2, 4- Me<sub>2</sub>-Ph CI 

H 2, 5-Me<sub>2</sub>-Ph CI 

H 2, 6-F<sub>2</sub>-Ph CI 

H 2, 3, 4, 5, 6-F<sub>5</sub>-Ph CI 

H 4- Et-Ph CI 

H 4- i- Pr-Ph CI 

H 4- t-Bu-Ph CI 

H 4- CF<sub>3</sub>-Ph CI 

H 4- i- PrO-Ph CI 

H 4- t-BuO-Ph CI 

H 4- CHF <sub>2</sub>0-Ph CI 

H 4- CF<sub>3</sub>0-Ph CI 

H 4- MeS-Ph CI 

H 4- CHO-Ph CI 

H 4- NO<sub>2</sub>-Ph CI 

H 4- CN-Ph CI 

H 4- PhCH<sub>2</sub>0-Ph CI 

H 4- MeC (O ) -Ph CI 

H 4- PhC (O ) -Ph CI 

H 4- MeOCH<sub>2</sub>-Ph CI 

H 4- MeSCH<sub>2</sub>-Ph CI 

H 4- MeC (O ) O-Ph CI 

H 4- Ph-Ph CI 

H 4- PhO-Ph CI 
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H 2,3-CI 2 -Ph CI 


H 2, 3- CKsub>2</sub>-Ph CI 


H 3,5-Cl r Ph CI 


H 3, 5-CKsub>2</sub>-Ph CI 


H 2,6-CI 2 -Ph CI 


H 2, 6-CKsub>2</sub>-Ph CI 


H 2,5-CI 2 -Ph CI 


H 2, 5-CKsub>2</sub>-Ph CI 


H 2,3-F r Ph CI 


H 2, 3- F<sub>2</sub>-Ph CI 


H 2,5-F 2 -Ph CI 


H 2, 5-F<sub>2</sub>-Ph CI 


H3,4-F 2 -Ph CI 


H 3, 4- F<sub>2</sub>-Ph CI 


H 3,5-F 2 -Ph CI 


H 3, 5-F<sub>2</sub>-Ph CI 


H 2,4-F 2 -Ph CI 


H 2, 4- F<sub>2</sub>-Ph CI 


H 2-CF 3 -Ph CI 


H 2- CF<sub>3</sub>-Ph CI 


H 2-F-6-CF 3 -Ph CI 


H 2- F-6-CF<sub>3</sub>-Ph CI 


H 2-F-6-Cl-Ph CI 


H 2- F-6-Cl-Ph CI 


H 2-F-6-Me-Ph CI 


H 2- F-6-Me-Ph CI 


H 2-F-6-MeO-Ph CI 


H 2- F-6-MeO-Ph CI 


H 2-F-4-Cl-Ph CI 


H 2- F-4- Cl-Ph CI 


H 2-F-4-CF 3 -Ph CI 


H 2- F-4- CF<sub>3</sub>-Ph CI 


H 2-F-4-Me-Ph CI 


H 2- F-4- Me-Ph CI 


H 2-F-4-MeO-Ph CI 


H 2- F-4- MeO-Ph CI 


H 3-F-4-Cl-Ph CI 


H 3- F-4- Cl-Ph CI 


H 3-F-4-Me-Ph CI 


H 3- F-4- Me-Ph CI 


H 3-F-4-MeO-Ph CI 


H 3- F-4- MeO-Ph CI 


H 4-F-2-Cl-Ph CI 


H 4- F-2- Cl-Ph CI 


H 4-F-2-Me-Ph CI 


H 4- F-2- Me-Ph CI 


H 4-F-2-MeO-Ph CI 


H 4- F-2- MeO-Ph CI 


H 4-F-3-Cl-Ph CI 


H 4- F-3- Cl-Ph CI 


H 4-F-3-Me-Ph CI 


H 4- F-3- Me-Ph CI 


H 4-F-3-MeO-Ph CI 


H4- F-3-MeO-Ph CI 


H 2-OH-Ph CI 


H 2- OH-Ph CI 


H 4-I-Ph CI 


H 4- I-Ph CI 




n ^- ivievj^ \\j ) -rn v^i 


H 2,6-Me 2 -Ph CI 


H 2, 6-Me<sub>2<7sub>-Ph CI 


H 2,6-(MeO) 2 -Ph CI 


H 2, 6- (MeO ) <sub>2</sub>-Ph CI 


H 3-CF 3 -Ph CI 


H 3- CF<sub>3</sub>-Ph CI 


H 2-Br-Ph CI 


H 2- Br-Ph CI 


H 3-Br-Ph CI 


H 3- Br-Ph CI 
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H 2-MeC(0)-Ph CI 

H 4-c-Pr-Ph CI 

H 4-PhS-Ph C! 

H 2 S 3-Me 2 -Ph CI 

H 3,4-Me 2 -Ph CI 

H 3,5-Me 2 -Ph CI 

H 2,3-(MeO) 2 -Ph CI 

H 2,4-(MeO) 2 -Ph CI 

H 2,5-(MeO) r Ph CI 

H 3,5-(MeO) 2 -Ph CI 

H 2-F-4-I-Ph CI 

H 2-F-4-EtO-Ph CI 

H 2-F-6-Ph-Ph CI 

H 3,4-methylenedioxy-Ph CI 

H 3,4-ethylenedioxy-Ph CI 

H 2-F-4-Br-Ph CI 

H 2-CI-4-Me-Ph CI 

H 2,4,6-Me 3 -Ph CI 

-CH=CH-CH=CH- CI 

-CH=N-CH=CH- CI 

-N=CH-CH=CH- CI 

-(CH 2 ) 3 -C1 

-(CH 2 ) 4 - CI 

-CH 2 -CH 2 -0-CH 2 - CI 

-CO-(CH 2 ) 3 - CI 
-CH 2 -CH(CH 2 Ph)-CH r CI 

-CH 2 -CH 2 -CH(Me)-CH 2 - CI 

-CH=CH-CH=C(OMe)- CI 

Me CI CI 

Me CI CI 

Me F CI 

Me Br CI 

Me I CI 



H 2- MeC (O ) -Ph CI 
H 4- c-Pr-Ph CI 
H 4- PhS-Ph CI 

H 2, 3- Me<sub>2</sub>-Ph CI 

H 3, 4- Me<sub>2</sub>-Ph CI 

H 3, 5-Me<sub>2</sub>-Ph CI 

H 2, 3- (MeO ) <sub>2</sub>-Ph CI 

H 2, 4- (MeO ) <sub>2</sub>-Ph CI 

H 2, 5- (MeO ) <sub>2</sub>-Ph CI 

H 3, 5- (MeO ) <sub>2</sub>-Ph CI 

H 2- F-4- I-Ph CI 

H 2- F-4- EtO-Ph CI 

H 2- F-6-Ph-Ph CI 

H 3, 4- methylenedioxy-Ph CI 

H 3, 4- ethylenedioxy-Ph CI 

H 2- F-4- Br-Ph CI 

H 2- Cl-4- Me-Ph CI 

H 2, 4, 6-Me<sub>3</sub>-Ph CI 

-CH=CH-CH=CH- CI 

-CH=N- CH=CH- CI 

-N=CH-CH=CH- CI 

- (CH<sub>2</sub> ) <sub>3</sub>- CI 

- (CH<sub>2</sub> ) <sub>4</sub>- CI 

-CH<sub>2</sub>-CH<sub>2</sub>-0-CH<sub>2</sub>- 
Cl 

-CO- (CH<sub>2</sub> ) <sub>3</sub>- CI 

-CH<sub>2</sub>-CH (CH<sub>2</sub>Ph ) 
-CH<sub>2</sub>- CI 

-CH<sub>2</sub>-CH<sub>2</sub>-CH (Me ) 
-CH<sub>2</sub>- CI 

-CH=CH-CH=C (OMe ) -CI 

Me CI CI 

Me CI CI 

Me F CI 

Me Br CI 

Me IC1 
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Me Me CI 


Me Me CI 


Me Et CI 


Me Et CI 


Me n-Pr CI 


Me n- Pr CI 


Me i-Pr CI 


Me i- Pr CI 


Me n-Bu C! 


Me n- Bu CI 


Me i-Bu CI 


Me i- Bu CI 


Me s-Bu CI 


Me s-Bu CI 


Me t-Bu CI 


Me t-Bu CI 


Me n-Pen CI 


Me n- Pen CI 


Me 3-Me-n-Bu CI 


Me 3- Me-n- Bu CI 


Me n-Hex CI 


Me n- Hex CI 


Me Ethenyl CI 


Me Ethenyl CI 


Me 1-Propenyl CI 


Me 1- Propenyl CI 


Me Ethynyl CI 


Me Ethynyl CI 


Me CF 3 CI 


Me CF<sub>3</sub> CI 


Me c-Pr CI 


Me c-Pr CI 


Me c-Hex CI 


Me c-Hex CI 


Me MeO CI 


Me MeO CI 


Me t-BuO CI 


Me t-BuO CI 


Me CF 3 0 CI 


Me CF<sub>3</sub>0 CI 


Me MeS CI 


Me MeS CI 


Me MeSO CI 


Me MeSO CI 


Me MeS0 2 CI 


Me MeSO<sub>2</sub> CI 


Me N0 2 CI 


Me NO<sub>2</sub> CI 


Me NC CI 


Me NC CI 


Me CHO CI 


Me CHO CI 


Me MeaN CI 


Me Me<sub>2</sub>N CI 


Me PhCH 2 CI 


Me PhCH<sub>2</sub> CI 


Me PhCH=CH CI 


Me PhCH=CHC 1 


Me 4-Cl-PHCH=CH CI 


Me 4- C1-PHCH=CHC 1 


Me PhCH=CHCH 2 CI 


Me PhCH=CHCH<sub>2</sub> CI 


Me PhCC CI 


Me PhCC CI 


Me Ph CI 


Me Ph CI 


Me MeNHC(O) CI 


Me MeNHC (0 ) CI 


Me PhNHC(O) CI 


Me PhNHC (O ) CI 
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Me EtNHC(O) CI 


Me EtNHC (0 ) CI 


Me 2-F-PhNHC(0) CI 


Me 2- F-PhNHC (0 ) CI 


Me 3-F-PhNHC(0) CI 


Me 3- F-PhNHC (0 ) CI 


Me 4-F-PhNHC(0) CI 


Me 4- F-PhNHC (0 ) CI 


Me 2-Cl-PhNHC(0) CI 


Me 2- Cl-PhNHC (0 ) CI 


Me 3-Cl-PhNHC(0) CI 


Me 3- Cl-PhNHC (0 ) CI 


Me 4-CI-PhNHC(0) CI 


Me 4- Cl-PhNHC (0 ) CI 


Me 2-Me-PhNHC(0) CI 


Me 2- Me-PhNHC (0 ) CI 


Me 3-Me-PhNHC(0) CI 


Me 3- Me-PhNHC (0 ) CI 


Me 4-Me-PhNHC(0) CI 


Me 4- Me-PhNHC (0 ) CI 


Me 2-Br-PhNHC(0) CI 


Me 2- Br-PhNHC (0 ) CI 


Me 3-Br-PhNHC(0) CI 


Me 3- Br-PhNHC (0 ) CI 


Me 4-Br-PhNHC(0) CI 


Me 4- Br-PhNHC (0 ) CI 


Me 2-MeO-PhNHC(0) CI 


Me 2- MeO-PhNHC (0 ) CI 


Me 3-MeO-PhNHC(0) CI 


Me 3- MeO-PhNHC (0 ) CI 


Me 4-MeO-PhNHC(0) CI 


Me 4- MeO-PhNHC (0 ) CI 


Me 2,6-F 2 -PhNHC(0) CI 


Me 2, 6-F<sub>2</sub>-PhNHC (0 ) CI 


Me MeOC(O) CI 


Me MeOC (0 ) CI 


Me MeOCH 2 CI 


Me MeOCH<sub>2</sub> CI 


Me MeOC(=NOMe) CI 


Me MeOC (=NOMe ) CI 


Me MeC(=NOMe) CI 


Me MeC (-NOMe ) CI 


Me MeC(O) CI 


Me MeC (0 ) CI 


Me CH 2 SMe CI 


Me CH<sub>2</sub>SMe CI 


Me CH 2 SCH 2 Ph CI 


Me CH<sub>2</sub>SCH<sub>2</sub>Ph CI 


Me Pyrazol-l-ylCH 2 CI 


Me Pyrazol-1- yICH<sub>2</sub> CI 


Me C1CH 2 CI 


Me CICH<sub>2</sub> CI 


Me BrCH 2 CI 


Me BrCH<sub>2</sub> CI 


Me CF 3 CF 2 CI 


Me CF<sub>3</sub>CF<sub>2</sub> CI 


Me PhC(0)NH CI 


Me PhC (0 ) NH CI 


Me 1-Naohthvl CI 


Me 1-Naphthyl CI 


Me 2-Naphthyl CI 


Me 2- Naphthyl CI 


Me l-Me-Pyrazol-5-yl CI 


Me 1- Me-Pyrazol-5-yI CI 


Me l-Me-3-Cl-Pyrazol-5-yI CI 


Me 1- Me-3- Cl-Pyrazol-5-yl CI 


Me 2-F-Furan-3-yl CI 


Me 2- F-Furan-3-yl CI 


Me Oxazol-2-yl CI 


Me Oxazol-2- yl CI 
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Me l,2,4-Oxadiazol-3-yl CI 


Me 1, 2, 4- Oxadiazol-3- yl CI 


Me l,2,4-Thiadizazol-5-yl CI 


Me 1, 2, 4- Thiadizazol-5-yl CI 


Me 1,2,4-Triazol-l-yI CI 


Me 1,2,4- Triazol-l-yl CI 


Me 1,2,3-Triazol-l-y! CI 


Me 1,2, 3- Triazol-l-yl CI 


Me 1,2,3,4-Tetrazol-l-yl CI 


Me 1,2,3,4- Tetrazol-l-yl CI 


Me 6-MeO-Pyrimidin-2-yl CI 


Me 6-MeO-Pyrimidin-2- yl CI 


Me Pyridazin-3-yl CI 


Me Pyridazin-3- yl CI 


Me l,3,5-Triazin-2-yl CI 


Me l,3,5-Triazin-2- yl CI 


Me l,2,4-Triazin-6-yl CI 


Me 1,2,4- Triazin-6-y! CI 


Me l-Me-Pyrrol-2-yl CI 


Mel-Me-Pyrrol-2-yl CI 


Me Furan-2-yl CI 


Me Furan-2- yl CI 


Me Thiophen-2-yl CI 


Me Thiophen-2- yl CI 


Me Thiazol-5-yl CI 


Me Thiazol-5-yl CI 


Me 2,4-Me 2 -Oxazol-5-yl CI 


Me 2, 4- Me<sub>2</sub>-Oxazol-5-yl CI 


Me 3-Me-Isothiazol-5-yl CI 


Me 3- Me-Isothiazol-5-yl CI 


Me Isoxazol-5-yl CI 


Me Isoxazol-5-yl CI 


Me l-Me-Imidazol-5-yl CI 


Me 1- Me-Imidazol-5-yl CI 


Me 4-Me-l,2,3-Thiadiazol-5-yI CI 


Me 4- Me-1, 2, 3- Thiadiazol-5-yl CI 


Me Pyridin-4-yl CI 


Me Pyridin-4- yl CI 


Me Quinoxalin-2-yl CI 


Me Quinoxalin-2- yl CI 


Me 6-Cl-Quinoxalin-2-yl CI 


Me 6-Cl-Quinoxalin-2- yl CI 


Me 6-F-Quinoxalin-2-yl CI 


Me 6-F-Quinoxalin-2- yl CI 


Me l-Me-Indol-3-yl CI 


Me l-Me-Indol-3-yl CI 


Me Benzothiazol-2-yl CI 


Me Benzothiazol-2- yl CI 


Me 5-F-Benzothiazol-2-yl CI 


Me 5-F-Benzothiazol-2- yl CI 


Me 6-F-Benzothiazol-2-yl CI 


Me 6-F-Benzothiazol-2- yl CI 


Me QuinoIin-4-yI CI 


Me Quinolin-4- yl CI 


Me Pyrazin-2-yl CI 


Me Pyrazin-2- yl CI 


Me 4-CClF 2 -Pyrimidin-5-yl CI 


Me 4- CClF<sub>2</sub>-Pyrimidin-5-yl CI 


Me Benzofuran-2-vl CI 


Me Ren7ofnran-9- vl PI 

iviw uvii£.uiui all yi Vw^ I 


Me Ph CI 


Me Ph CI 


Me 2-Cl-Ph CI 


Me 2- Cl-Ph CI 


Me 3-Cl-Ph CI 


Me 3- Cl-Ph CI 


Me 4-Cl-Ph CI 


Me 4- Cl-Ph CI 


Me 2-F-Ph CI 


Me 2- F-Ph CI 
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Me 3-F-Ph CI 


Me 3- F-Ph CI 


Me 4-F-Ph CI 


Me 4- F-Ph CI 


Me 2-Me-Ph C! 


Me 2- Me-Ph CI 


Me 3-Me-Ph CI 


Me 3- Me-Ph CI 


Me 4-Me-Ph Ci 


Me 4- Me-Ph CI 


Me 2-MeO-Ph CI 


Me 2- MeO-Ph CI 


Me 3-MeO-Ph CI 


Me 3- MeO-Ph CI 


Me 4-MeO-Ph CI 


Me 4- MeO-Ph CI 


Me 4-Br-Ph CI 


Me 4- Br-Ph CI 


Me 2,4-Cl 2 -Ph CI 


Me 2, 4- CKsub>2</sub>-Ph CI 


Me3,4-Cl 2 -Ph CI 


Me 3, 4- CKsub>2</sub>-Ph CI 


Me 2 5 4,6-Cl 3 -Ph CI 


Me 2, 4, 6-CKsub>3</sub>-Ph CI 


Me3,4-(MeO) 2 -Ph CI 


Me 3, 4- (MeO ) <sub>2</sub>-Ph CI 


Me 2-Cl-4-Me-Ph CI 


Me 2- Cl-4- Me-Ph CI 


Me 2-MeO-4-Me-Ph CI 


Me 2- MeO-4- Me-Ph CI 


Me 2,4-Me 2 -Ph CI 


Me 2, 4- Me<sub>2</sub>-Ph CI 


Me 2,5-Me 2 -Ph CI 


Me 2, 5-Me<sub>2</sub>-Ph CI 


Me 2,6-F 2 -Ph CI 


Me 2, 6-F<sub>2</sub>-Ph CI 


Me 2,3,4,5,6-Fs-Ph C! 


Me 2, 3, 4, 5, 6-F<sub>5</sub>-Ph C! 


Me 4-Et-Ph CI 


Me 4- Et-Ph CI 


Me 4-i-Pr-Ph CI 


Me 4- i- Pr-Ph CI 


Me 4-t-Bu-Ph CI 


Me 4- t-Bu-Ph CI 


Me 4-CF 3 -Ph CI 


Me 4- CF<sub>3</sub>-Ph CI 


Me 4-i-PrO-Ph CI 


Me 4- i- PrO-Ph CI 


Me 4-t-BuO-Ph CI 


Me 4- t-BuO-Ph CI 


Me 4-CHF 2 0-Ph CI 


Me 4- CHF <sub>2</sub>0-Ph CI 


Me 4-CF 3 0-Ph CI 


Me 4- CF<sub>3</sub>0-Ph CI 


Me 4-MeS-Ph CI 


Me 4- MeS-Ph CI 


Me 4-CHO-Ph CI 


Me 4- CHO-Ph CI 


Me 4-N0 2 -Ph CI 


Me 4- NO<sub>2</sub>-Ph CI 


Me 4-CN-Ph CI 


Me 4- CN-Ph CI 


Me 4-PhCH 2 0-Ph CI 


Me 4- PhCH<sub>2</sub>0-Ph CI 


Me 4-MeC(0)-Ph CI 


Me 4- MeC (0 ) -Ph CI 


Me 4-PhC(0)-Ph CI 


Me 4- PhC (0 ) -Ph CI 


Me 4-MeOCH 2 -Ph CI 


Me 4- MeOCH<sub>2</sub>-Ph CI 
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Me 4-MeSCH 2 -Ph CI 


Me 4- MeSCH<sub>2</sub>-Ph CI 


Me 4-MeC(0)0-Ph CI 


Me 4- MeC (0 ) O-Ph CI 


Me 4-Ph-Ph CI 


Me 4- Ph-Ph CI 


Me 4-PhO-Ph CI 


Me 4- PhO-Ph CI 


Me 2,3-CI 2 -Ph CI 


Me 2, 3- CKsut»2</sub>-Ph CI 


Me 3,5-Cl 2 -Ph CI 


Me 3, 5-CKsub>2</sub>-Ph CI 


Me 2,6-Cl r Ph CI 


Me 2, 6-CKsub>2</sub>-Ph CI 


Me 2,5-Cl 2 -Ph CI 


Me 2, 5-CKsub>2</sub>-Ph CI 


Me 2,3-F 2 -Ph CI 


Me 2, 3- F<sub>2</sub>-Ph CI 


Me 2,5-F 2 -Ph CI 


Me 2, 5-F<sub>2</sub>-Ph CI 


Me3,4-F 2 -PhCl 


Me 3, 4- F<sub>2</sub>-Ph CI 


Me3,5-F 2 -Ph CI 


Me 3, 5-F<sub>2</sub>-Ph CI 


Me 2,4-F 2 -Ph CI 


Me 2, 4- F<sub>2</sub>-Ph CI 


Me 2-CF 3 -Ph CI 


Me 2- CF<sub>3</sub>-Ph CI 


Me 2-F-6-CF 3 -Ph CI 


Me 2- F-6-CF<sub>3</sub>-Ph CI 


Me 2-F-6-Cl-Ph CI 


Me 2- F-6-Cl-Ph CI 


Me 2-F-6-Me-Ph Ci 


Me 2- F-6-Me-Ph CI 


Me 2-F-6-MeO-Ph CI 


Me 2- F-6-MeO-Ph CI 


Me 2-F-4-Cl-Ph CI 


Me 2- F-4- Cl-Ph CI 


Me 2-F-4-CF 3 -Ph CI 


Me 2- F-4- CF<sub>3</sub>-Ph CI 


Me 2-F-4-Me-Ph CI 


Me 2- F-4- Me-Ph CI 


Me 2-F-4-MeO-Ph CI 


Me 2- F-4- MeO-Ph CI 


Me 3-F-4-Cl-Ph CI 


Me 3- F-4- Cl-Ph CI 


Me 3-F-4-Me-Ph CI 


Me 3- F-4- Me-Ph CI 


Me 3-F-4-MeO-Ph CI 


Me 3- F-4- MeO-Ph CI 


Me 4-F-2-C!-Ph CI 


Me 4- F-2- Cl-Ph CI 


Me 4-F-2-Me-Ph CI 


Me 4- F-2- Me-Ph CI 


Me 4-F-2-MeO-Ph CI 


Me 4- F-2- MeO-Ph CI 


Me 4-F-3-Cl-Ph CI 


Me 4- F-3- Cl-Ph CI 


Me 4-F-3-Me-Ph CI 


Me 4- F-3- Me-Ph CI 


Me 4-F-3-MeO-Ph CI 


Me 4- F-3- MeO-Ph CI 


Me 2-OH-Ph CI 


Me 2- OH-Ph CI 


Me 4-I-Ph CI 


Me 4- I-Ph CI 


Me 4-MeOC(0)-Ph CI 


Me 4- MeOC (0 ) -Ph CI 


Me 2,6-Me 2 -Ph CI 


Me 2, 6-Me<sub>2</sub>-Ph CI 
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Me 2,6-(MeO) r Ph CI 

Me 3-CF 3 -Ph CI 

Me 2-Br-Ph CI 

Me 3-Br-Ph CI 

Me 2-MeC(0)-Ph CI 

Me4-c-Pr-PhCl 

Me 4-PhS-Ph CI 

Me 2,3-Me 2 -Ph CI 

Me 3,4-Me 2 -Ph CI 

Me 3,5-Me 2 -Ph CI 

Me 2 s 3-(MeO) 2 -Ph CI 

Me 2,4-(MeO) 2 -Ph CI 

Me 2,5-(MeO) 2 -Ph CI 

Me3,5-(MeO) 2 -Ph CI 

Me 2-F-4-I-Ph CI 

Me 2-F-4-EtO-Ph CI 

Me 2-F-6-Ph-Ph CI 

Me 3,4-methylenedioxy-Ph CI 

Me 3,4-ethylenedioxy-Ph CI 

Me 2-F-4-Br-Ph CI 

Me 2-Cl-4-Me-Ph CI 

Me 2,4,6-Me 3 -Ph CI 

Et Et CI 

Et n-Pr CI 

Et i-Pr CI 

Et n-Bu CI 

Et s-Bu CI 

Et t-Bu CI 

Et CF 3 CI 

Et CF 2 CF 3 CI 

Etl-Naphthyl CI 

Et 2-Naphthyl CI 

EtPh CI 

Et 2-Cl-Ph CI 

Et4-Cl-Ph CI 



2003-6-20 

Me 2, 6- (MeO ) <sub>2</sub>-Ph CI 

Me 3- CF<sub>3</sub>-Ph CI 

Me 2- Br-Ph CI 

Me 3- Br-Ph CI 

Me 2- MeC (O ) -Ph CI 

Me 4- c-Pr-Ph CI 

Me 4- PhS-Ph CI 

Me 2, 3- Me<sub>2</sub>-Ph CI 

Me 3, 4- Me<sub>2</sub>-Ph CI 

Me 3, 5-Me<sub>2</sub>-Ph CI 

Me 2, 3- (MeO ) <sub>2</sub>-Ph CI 

Me 2, 4- (MeO ) <sub>2</sub>-Ph CI 

Me 2, 5- (MeO ) <sub>2</sub>-Ph CI 

Me 3, 5- (MeO ) <sub>2</sub>-Ph CI 

Me 2- F-4- I-Ph CI 

Me 2- F-4- EtO-Ph CI 

Me 2- F-6-Ph-Ph CI 

Me 3, 4- methylenedioxy-Ph CI 

Me 3, 4- ethylenedioxy-Ph CI 

Me 2- F-4- Br-Ph CI 

Me 2- Cl-4- Me-Ph CI 

Me 2, 4, 6-Me<sub>3</sub>-Ph CI 

Et Et CI 

Et n- Pr CI 

Et i- PrCI 

Et n- Bu CI 

Et s-Bu CI 

Et t-Bu CI 

Et CF<sub>3</sub> CI 

Et CF<sub>2</sub>CF<sub>3</sub> CI 

Etl-Naphthyl CI 

Et 2- Naphthyl CI 

Et Ph CI 

Et 2- Cl-Ph CI 

Et4- Cl-Ph CI 
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Et 2-F-Ph CI 


Et 2- F-Ph CI 


Et 4-F-Ph CI 


Et 4- F-Ph CI 


Et 2-Me-Ph CI 


Et 2- Me-Ph CI 


Et 3-Me-Ph CI 


Et 3- Me-Ph CI 


Et 4-Me-Ph CI 


Et 4- Me-Ph CI 


Et 2-MeO-Ph CI 


Et 2- MeO-Ph CI 


Et 3-MeO-Ph CI 


Et 3- MeO-Ph CI 


Et 4-MeO-Ph CI 


Et 4- MeO-Ph CI 


Et4-Br-Ph CI 


Et 4- Br-Ph CI 


Et2,6-F 2 -Ph CI 


Et 2, 6-F<sut»2</sut»-Ph CI 


Et 4-CF 3 -Ph CI 


Et 4- CF<sub>3</sub>-Ph CI 


Et 4-Ph-Ph CI 


Et 4- Ph-Ph CI 


Et4-PhO-Ph CI 


Et4- PhO-Ph CI 


Et2,3-F 2 -Ph CI 


Et 2, 3- F<sub>2</sut»-Ph CI 


Et2,5-F 2 -Ph CI 


Et2, 5-F<sub>2</sub>-Ph CI 


Et3,4-F 2 -Ph CI 


Et 3, 4- F<sub>2</sub>-Ph CI 


Et 3,5-F 2 -Ph CI 


Et 3, 5-F<sub>2</sub>-Ph CI 


Et 2,4-F 2 -Ph CI 


Et 2, 4- F<sub>2</sub>-Ph CI 


Et 2-F-4-CI-Ph CI 


Et 2- F-4- Cl-Ph CI 


Et 2-F-4-Me-Ph CI 


Et2-F-4- Me-Ph CI 


Et 2-F-4-MeO-Ph CI 


Et 2- F-4- MeO-Ph CI 


Et 3-F-4-Cl-Ph CI 


Et 3- F-4- Cl-Ph CI 


Et 3-F-4-Me-Ph CI 


Et 3- F-4- Me-Ph CI 


Et 3-F-4-MeO-Ph CI 


Et 3- F-4- MeO-Ph CI 


Et 4-F-2-Cl-Ph CI 


Et 4- F-2- Cl-Ph CI 


Et 4-F-2-Me-Ph CI 


Et 4- F-2- Me-Ph CI 


Et 4-F-2-MeO-Ph CI 


Et 4- F-2- MeO-Ph CI 


Et 4-F-3-Ci-Ph CI 


Et 4- F-3- Cl-Ph CI 


Et 4-F-3-Me-Ph CI 


Et4- F-3- Me-Ph CI 


Et 4-F-3-MeO-Ph CI 


Et 4- F-3- MeO-Ph CI 


Et 2,6-(MeO) 2 -Ph CI 


Et 2, 6- (MeO ) <sub>2</sub>-Ph CI 


Et 2-Br-Ph CI 


Et 2- Br-Ph CI 


Et 3-Br-Ph CI 


Et3- Br-Ph CI 


Et 4-EtO-Ph CI 


Et4- EtO-Ph CI 


Et 2,3-Me 2 -Ph CI 


Et 2, 3- Me<sub>2</sub>-Ph CI 
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Et 3,4-Me 2 -Ph CI 


Et 3, 4- Me<sub>2</sub>-Ph CI 


Et 3,5-Me 2 -Ph CI 


Et 3, 5-Me<sub>2</sub>-Ph CI 


Et 2-Cl-3-Me-Ph CI 


Et 2- Cl-3- Me-Ph CI 


Et 2-Cl-4-Me-Ph CI 


Et 2- Cl-4- Me-Ph CI 


Et 3-Cl-4-Me-Ph Ci 


Et 3- Cl-4- Me-Ph CI 


Et 4-Cl-2-Me-Ph CI 


Et 4- Cl-2- Me-Ph CI 


Et 4-Cl-3-Me-Ph CI 


Et 4- Cl-3- Me-Ph CI 


Et 2,4,6-Me 3 -Ph CI 


Et 2, 4, 6-Me<sub>3</sub>-Ph CI 


Pr Et CI 


Pr Et CI 


Pr n-PrCI 


Pr n- Pr CI 


Pr i-Pr CI 


Pr i- Pr CI 


Pr s-Bu CI 


Pr s-Bu CI 


Pr t-BuCl 


Pr t-Bu CI 


Pr CF 3 CI 


Pr CF<sub>3</sub> CI 


Pr CF 2 CF 3 CI 


Pr CF<sub>2</sub>CF<sub>3</sub> CI 


Pr l-Me-3-C!-Pyrazol-4-yl CI 


Pr 1- Me-3- CI-PyrazoI-4- yl CI 


Pr l-Me-5-Cl-Pyrazol-3-yl CI 


Pr 1- Me-5-Cl-Pyrazol-3- yl CI 


Pr l-Me-5-Cl-Pyrazol-4-yl CI 


Pr 1- Me-5-Cl-Pyrazol-4- yl CI 


Pr Ph CI 


Pr Ph CI 


Pr 2-Cl-Ph CI 


Pr2- Cl-Ph CI 


Pr4-CI-Ph CI 


Pr 4- Cl-Ph CI 


Pr 2-F-Ph CI 


Pr 2- F-Ph CI 


Pr4-F-Ph CI 


Pr 4- F-Ph CI 


Pr 2-Me-Ph CI 


Pr 2- Me-Ph CI 


Pr 4-Me-Ph CI 


Pr 4- Me-Ph CI 


Pr 4-Br-Ph CI 


Pr 4- Br-Ph CI 


Pr 2,6-F 2 -Ph CI 


Pr 2, 6-F<sub>2</sub>-Ph CI 


Pr 2,3-F 2 -Ph CI 


Pr 2, 3- F<sub>2</sub>-Ph CI 


Pr 2,5-FrPh CI 


Pr 2, 5-F<sub>2</sub>-Ph CI 


Pr 1 4-F^-Ph CI 

It J,tT 2 ill V^I 


Pr 1 4- F«:uk>?</Qiih>-Ph PI 


Pr 3,5-F 2 -Ph CI 


Pr 3, 5-F<sub>2</sub>-Ph CI 


Pr 2,4-F 2 -Ph CI 


Pr 2, 4- F<sub>2</sub>-Ph CI 


Pr 2-Br-Ph CI 


Pr 2- Br-Ph CI 


Br n-Pr CI 


Br n- Pr CI 


Br i-Pr CI 


Br i- Pr CI 
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Br s-Bu CI 


Br s-Bu CI 


Br t-Bu CI 


Br t-Bu CI 


Br CF 3 CI 


Br CF<sub>3</sub> CI 


Br CF 2 CF 3 CI 


Br CF<sub>2</sub>CF<sub>3</sub> CI 


Br Ph CI 


Br Ph CI 


Br 2-CI-Ph CI 


Br 2- Cl-Ph CI 


Br 4-Cl-Ph CI 


Br 4- Cl-Ph CI 


Br 2-F-Ph CI 


Br 2- F-Ph CI 


Br 4-F-Ph CI 


Br 4- F-Ph CI 


Br 2-Me-Ph CI 


Br 2- Me-Ph CI 


Br 4-Me-Ph CI 


Br 4- Me-Ph CI 


Br 4-Br-Ph CI 


Br 4- Br-Ph CI 


i-Pr i-Pr CI 


i- Pr i- Pr CI 


i-Pr s-Bu CI 


i- Pr s-Bu CI 


i-Pr t-Bu CI 


i- Pr t-Bu CI 


i-Pr CF 3 CI 


i- Pr CF<sub>3</sub> CI 


i-Pr CF 2 CF 3 CI 


i- Pr CF<sub>2</sub>CF<sub>3</sub> CI 


i-Pr Ph CI 


i- Pr Ph CI 


i-Pr 2-Cl-Ph CI 


i- Pr 2- Cl-Ph CI 


i-Pr 4-Cl-Ph CI 


i- Pr 4- Cl-Ph CI 


i-Pr 2-F-Ph CI 


i- Pr 2- F-Ph CI 


i-Pr 4-F-Ph CI 


i- Pr 4- F-Ph CI 


i-Pr 2-Me-Ph CI 


i- Pr 2- Me-Ph CI 


i-Pr 4-Me-Ph CI 


i- Pr 4- Me-Ph CI 


i-Pr 4-Br-Ph CI 


i- Pr 4- Br-Ph CI 


i-Pr 2-Br-Ph CI 


i- Pr 2- Br-Ph CI 


H H Me 


H H Me 


HC1 Me 


HC1 Me 


H F Me 


HF Me 


n di lvic 


14 Rr N/fp 
n di lvic 


HI Me 


HI Me 


H Me Me 


H Me Me 


HEt Me 


HEt Me 


H n-Pr Me 


H n- Pr Me 


H i-Pr Me 


H i- Pr Me 



Page 207 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



H n-Bu Me 


H n- Bu Me 


H i-Bu Me 


H i- Bu Me 


H s-Bu Me 


H s-Bu Me 


H t-Bu Me 


H t-Bu Me 


H n-Pen Me 


H n- Pen Me 


H 3-Me-n-Bu Me 


H 3- Me-n- Bu Me 


H n-Hex Me 


H n- Hex Me 


H Ethenyl Me 


H Ethenyl Me 


H 1-Propenyl Me 


H 1- Propenyl Me 


H Ethynyl Me 


H Ethynyl Me 


H CF 3 Me 


HC F<sub>3</sub> Me 


H c-Pr Me 


H c-Pr Me 


H c-Hex Me 


H c-Hex Me 


H MeO Me 


H MeO Me 


H t-BuO Me 


H t-BuO Me 


H CF 3 0 Me 


HC F<sub>3</sub>OMe 


H MeS Me 


H MeS Me 


H MeSO Me 


H MeSO Me 


H MeS0 2 Me 


H MeSO<sub>2</sub> Me 


H N0 2 Me 


H NO<sub>2</sub> Me 


HNC Me 


HNC Me 


H CHO Me 


HC HOMe 


H Me 2 N Me 


H Me<sub>2</sub>N Me 


H PhCH 2 Me 


H PhCH<sub>2</sub> Me 


H PhCH-CH Me 


H PhCH=CH Me 


H 4-Cl-PHCH=CH Me 


H 4- C1-PHCH=CH Me 


H PhCH=CHCH 2 Me 


H PhCH=CHCH<sub>2</sub> Me 


H PhCC Me 


H PhCC Me 


HPh Me 


HPh Me 


H MeNHC(O) Me 


H MeNHC (0 ) Me 


H PhNHC(O) Me 


H PhNHC (0 ) Me 


H EtNHC(O) Me 


H EtNHC (O ) Me 


H 2-F-PhNHC(0) Me 


H 2- F-PhNHC (O ) Me 


H 3-F-PhNHC(0) Me 


H 3- F-PhNHC (0 ) Me 


H 4-F-PhNHC(0) Me 


H 4- F-PhNHC (0 ) Me 
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H 2-Cl-PhNHC(0) Me 

H 3-Cl-PhNHC(0) Me 

H 4-Cl-PhNHC(0) Me 

H 2-Me-PhNHC(0) Me 

H 3-Me-PhNHC(0) Me 

H 4-Me-PhNHC(0) Me 

H 2-Br-PhNHC(0) Me 

H 3-Br-PhNHC(0) Me 

H 4-Br-PhNHC(0) Me 

H 2-MeO-PhNHC(0) Me 

H 3-MeO-PhNHC(0) Me 

H 4-MeO-PhNHC(0) Me 

H 2,6-F 2 -PhNHC(0) Me 

H MeOC(O) Me 

H MeOCH 2 Me 

H MeOC(=NOMe) Me 

H MeC(=NOMe) Me 

H MeC(O) Me 

H CH 2 SMe Me 

H CH 2 SCH 2 Ph Me 

HPyrazol-l-ylCH 2 Me 

H C1CH 2 Me 

H BrCH 2 Me 

H CF 3 CF 2 Me 

H PhC(0)NH Me 

H 1-Naphthyl Me 

H 2-Naphthyl Me 

H l-Me-Pyrazol-5-yl Me 

H l-Me-3-Cl-Pyrazol-5-yi Me 

H 2-F-Furan-3-yI Me 

H Oxazol-2-yl Me 

H l,2,4-Oxadiazol-3-yl Me 

H l,2,4-Thiadizazol-5-ylMe 

H 1,2,4-Triazol-l-yI Me 

H 1,2,3-Triazol-l-yl Me 



H 2- Cl-PhNHC (O ) Me 

H 3- Cl-PhNHC (O ) Me 

H 4- Cl-PhNHC (O ) Me 

H 2- Me-PhNHC (O ) Me 

H 3- Me-PhNHC (O ) Me 

H 4- Me-PhNHC (O ) Me 

H 2- Br-PhNHC (O ) Me 

H 3- Br-PhNHC (O ) Me 

H 4- Br-PhNHC (O ) Me 

H 2- MeO-PhNHC (O ) Me 

H 3- MeO-PhNHC (O ) Me 

H 4- MeO-PhNHC (O ) Me 

H 2, 6-F<sub>2</sub>-PhNHC (O ) Me 

H MeOC (O ) Me 

H MeOCH<sub>2</sub> Me 

H MeOC (=NOMe ) Me 

H MeC (=NOMe ) Me 

H MeC (O ) Me 

HC H<sub>2</sub>SMe Me 

HC H<sub>2</sub>SCH<sub>2</sub>Ph Me 

H Pyrazol-1- ylCH<sub>2</sub> Me 

HCI CH<sub>2</sub> Me 

H BrCH<sub>2</sub> Me 

HC F<sub>3</sub>CF<sub>2</sub> Me 

H PhC (O ) NH Me 

H 1-Naphthyl Me 

H2-Naphthyl Me 

H 1- Me-Pyrazol-5-yl Me 

H 1- Me-3- Cl-Pyrazol-5-yl Me 

H 2- F-Furan-3- yi Me 

H Oxazol-2- yl Me 

H 1, 2, 4- Oxadiazol-3- yl Me 

H 1, 2, 4- Thiadizazol-5-yl Me 

H 1,2, 4-Triazol-l-yl Me 

H 1,2,3-Triazol-l-yl Me 
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H 1,2,3,4-Tetrazol-l-yl Me 


H 1,2,3,4-Tetrazol-l-yl Me 


H 6-MeO-Pyrimidin-2-yl Me 


H 6-MeO-Pyrimidin-2- yl Me 


H Pyridazin-3-yl Me 


H Pyridazin-3- yl Me 


H l,3,5-Triazin-2-yl Me 


H 1, 3, 5-Triazin-2- yl Me 


H l,2,4-Triazin-6-yl Me 


H l s 2,4-Triazin-6-yl Me 


H l-Me-Pyrrol-2-yl Me 


H l-Me-Pyrrol-2- yl Me 


H Furan-2-yl Me 


HF uran- 2- yl Me 


H Thiophen-2-yl Me 


H Thiophen-2- yl Me 


H Thiazol-5-yl Me 


H Thiazol-5-yl Me 


H 2,4-Me 2 -Oxazol-5-yl Me 


H 2, 4- Me<sub>2</sub>-Oxazol-5-yl Me 


H 3-Me-Isothiazol-5-yl Me 


H 3- Me-Isothiazol-5-yl Me 


H Isoxazol-5-yl Me 


H Isoxazol-5-yl Me 


H l-Me-Imidazol-5-yl Me 


H 1- Me-Imidazol-5-yl Me 


H 4-Me-l,2,3-Thiadiazol-5-yI Me 


H 4- Me-1, 2, 3- Thiadiazol-5-yl Me 


H Pyridin-4-yl Me 


H Pyridin-4- yl Me 


H Quinoxalin-2-yl Me - 


H Quinoxalin-2- yl Me 


H 6-Cl-Quinoxalin-2-yI Me 


H 6-Cl-Quinoxalin-2- yl Me 


H 6-F-Quinoxalin-2-yl Me 


H 6-F-Quinoxalin-2- yl Me 


H l-Me-Indol-3-yl Me 


H l-Me-Indol-3-yl Me 


H Benzothiazol-2-yl Me 


H Benzothiazol-2- yl Me 


H 5-F-BenzothiazoI-2-yl Me 


H 5-F-Benzothiazol-2- yl Me 


H 6-F-Benzothiazol-2-yl Me 


H 6-F-Benzothiazol-2- yl Me 


H Quinolin-4-yl Me 


H Quinolin-4- yl Me 


H Pyrazin-2-yl Me 


H Pyrazin-2- yl Me 


H 4-CClF 2 -Pyrimidin-5-yl Me 


H 4- CClF<sub>2</sub>-Pyrimidin-5-yl Me 


H Benzofuran-2-yl Me 


H Benzofuran-2- yl Me 


HPh Me 


HPh Me 


H 2-Cl-Ph Me 


H 2- Cl-Ph Me 


H 3-Cl-Ph Me 


H 3- Cl-Ph Me 


H 4-Cl-Ph Me 

lit l 1 11 1V1C 


n h- LJ-rn ivie 


H 2-F-Ph Me 


H 2- F-Ph Me 


H 3-F-Ph Me 


H 3- F-Ph Me 


H 4-F-Ph Me 


H 4- F-Ph Me 


H 2-Me-Ph Me 


H 2- Me-Ph Me 


H 3-Me-Ph Me 


H 3- Me-Ph Me 
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H 4-Me-Ph Me 


H 4- Me-Ph Me 


H 2-MeO-Ph Me 


H 2- MeO-Ph Me 


H 3-MeO-Ph Me 


H 3- MeO-Ph Me 


H 4-MeO-Ph Me 


H 4- MeO-Ph Me 


H 4-Br-Ph Me 


H 4- Br-Ph Me 


H 2,4-Cl 2 -Ph Me 


H 2, 4- CKsub>2</sub>-Ph Me 


H 3,4-Cl 2 -Ph Me 


H 3, 4- Cl<sub>2</sub>-Ph Me 


H 2,4,6-Cl 3 -Ph Me 


H 2, 4, 6-CKsub>3</sub>-Ph Me 


H 3,4-(MeO) 2 -Ph Me 


H 3, 4- (MeO ) <sub>2</sub>-Ph Me 


H 2-Cl-4-Me-Ph Me 


H 2- Cl-4- Me-Ph Me 


H 2-MeO-4-Me-Ph Me 


H 2- MeO-4- Me-Ph Me 


H 2,4-Me 2 -Ph Me 


H 2, 4- Me<sub>2</sub>-Ph Me 


H 2,5-Me 2 -Ph Me 


H 2, 5-Me<sub>2</sub>-Ph Me 


H 2,6-F r Ph Me 


H 2, 6-F<sub>2</sub>-Ph Me 


H 2,3,4,5,6-F 5 -Ph Me 


H 2, 3, 4, 5, 6-F<sub>5</sub>-Ph Me 


H 4-Et-Ph Me 


H 4- Et-Ph Me 


H 4-i-Pr-Ph Me 


H 4- i- Pr-Ph Me 


H 4-t-Bu-Ph Me 


H 4- t-Bu-Ph Me 


H 4-CF 3 -Ph Me 


H 4- CF<sub>3</sub>-Ph Me 


H 4-i-PrO-Ph Me 


H 4- i- PrO-Ph Me 


H 4-t-BuO-Ph Me 


H 4- t-BuO-Ph Me 


H 4-CHF 2 0-Ph Me 


H 4- CHF <sub>2</sub>0-Ph Me 


H 4-CF 3 0-Ph Me 


H 4- CF<sub>3</sub>0-Ph Me 


H 4-MeS-Ph Me 


H 4- MeS-Ph Me 


H 4-CHO-Ph Me 


H 4- CHO-Ph Me 


H 4-N0 2 -Ph Me 


H 4- N0<sub>2</sub>-Ph Me 


H 4-CN-Ph Me 


H 4- CN-Ph Me 


H 4-PhCH 2 0-Ph Me 


H 4- PhCH<sub>2</sub>0-Ph Me 


H 4-MeC(0)-Ph Me 


H 4- MeC (0 ) -Ph Me 


H 4-PhC(0)-Ph Me 


H 4- PhC (0 ) -Ph Me 


H 4-MeOCH 2 -Ph Me 


H 4- MeOCH<sub>2</sub>-Ph Me 


H 4-MeSCH 2 -Ph Me 


H 4- MeSCH<sub>2</sub>-Ph Me 


H 4-MeC(0)0-Ph Me 


H 4- MeC (0 ) O-Ph Me 


H 4-Ph-Ph Me 


H 4- Ph-Ph Me 


H 4-PhO-Ph Me 


H 4- PhO-Ph Me 
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H 2,3-CI 2 -Ph Me 


H 2, 3- CKsub>2</sub>-Ph Me 


H 3,5-Cl 2 -Ph Me 


H 3, 5-CKsub>2</sub>-Ph Me 


H 2,6-Cl 2 -Ph Me 


H 2, 6-Cl<sub>2</sub>-Ph Me 


H 2,5-Cl 2 -Ph Me 


H 2, 5-CKsub>2</sub>-Ph Me 


H 2,3-F 2 -Ph Me 


H 2, 3- F<sub>2</sub>-Ph Me 


H 2,5-F 2 -Ph Me 


H 2, 5-F<sub>2</sub>-Ph Me 


H 3,4-F 2 -Ph Me 


H 3, 4- F<sub>2</sub>-Ph Me 


H 3,5-F 2 -Ph Me 


H 3, 5-F<sub>2</sub>-Ph Me 


H 2,4-F 2 -Ph Me 


H 2, 4- F<sub>2</sub>-Ph Me 


H 2-CF 3 -Ph Me 


H 2- CF<sub>3</sub>-Ph Me 


H 2-F-6-CF 3 -Ph Me 


H 2- F-6-CF<sub>3</sub>-Ph Me 


H 2-F-6-Cl-Ph Me 


H 2- F-6-Cl-Ph Me 


H 2-F-6-Me-Ph Me 


H 2- F-6-Me-Ph Me 


H 2-F-6-MeO-Ph Me 


H 2- F-6-MeO-Ph Me 


H 2-F-4-Cl-Ph Me 


H 2- F-4- Cl-Ph Me 


H 2-F-4-CF 3 -Ph Me 


H 2- F-4- CF<sub>3</sub>-Ph Me 


H 2-F-4-Me-Ph Me 


H 2- F-4- Me-Ph Me 


H 2-F-4-MeO-Ph Me 


H 2- F-4- MeO-Ph Me 


H 3-F-4-Cl-Ph Me 


H 3- F-4- Cl-Ph Me 


H 3-F-4-Me-Ph Me 


H 3- F-4- Me-Ph Me 


H 3-F-4-MeO-Ph Me 


H 3- F-4- MeO-Ph Me 


H 4-F-2-Cl-Ph Me 


H 4- F-2- Cl-Ph Me 


H 4-F-2-Me-Ph Me 


H 4- F-2- Me-Ph Me 


H 4-F-2-MeO-Ph Me 


H 4- F-2- MeO-Ph Me 


H 4-F-3-Cl-Ph Me 


H 4- F-3- Cl-Ph Me 


H 4-F-3-Me-Ph Me 


H 4- F-3- Me-Ph Me 


H 4-F-3-MeO-Ph Me 


H 4- F-3- MeO-Ph Me 


H 2-OH-Ph Me 


H 2- OH-Ph Me 


H 4-I-Ph Me 


H 4- I-Ph Me 


n h-ivicvji^w j-n\ ivic 


M 4- McUL \\J ) -r n Me 


H 2,6-Me 2 -Ph Me 


H 2, 6-Me<sub>2</sub>-Ph Me 


H 2,6-(MeO) 2 -Ph Me 


H 2, 6- (MeO ) <sub>2</sub>-Ph Me 


H 3-CF 3 -Ph Me 


H 3- CF<sub>3</sub>-Ph Me 


H 2-Br-Ph Me 


H 2- Br-Ph Me 


H 3-Br-Ph Me 


H 3- Br-Ph Me 
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H 2-MeC(0)-Ph Me 

H 4-c-Pr-Ph Me 

H 4-PhS-Ph Me 

H 2,3-Me 2 -Ph Me 

H3,4-Me 2 -Ph Me 

H 3,5-Me 2 -Ph Me 

H 2,3-(MeO) 2 -Ph Me 

H 2,4-(MeO) 2 -Ph Me 

H 2,5-(MeO) 2 -Ph Me 

H 3,5-(MeO) r Ph Me 

H 2-F-4-I-Ph Me 

H 2-F-4-EtO-Ph Me 

H 2-F-6-Ph-Ph Me 

H 3,4-methylenedioxy-Ph Me 

H 3,4-ethylenedioxy-Ph Me 

H 2-F-4-Br-Ph Me 

H 2-Cl-4-Me-Ph Me 

H 2,4,6-Me 3 -Ph Me 

-CH=CH-CH=CH- Me 

-CH=N-CH=CH- Me 

-N=CH-CH=CH- Me 

-(CH 2 ) 3 - Me 

-(CH 2 ) 4 - Me 

-CH 2 -CH 2 -0-CH 2 - Me 

-CO-(CH 2 ) 3 - Me 
-CH 2 -CH(CH 2 Ph)-CH 2 - Me 

-CH 2 -CH 2 -CH(Me)-CH 2 - Me 

-CH=CH-CH=C(OMe)- Me 

Me C! Me 

Me CI Me 

Me F Me 

Me Br Me 

Me I Me 



H 2- MeC (O ) -Ph Me 
H 4- c-Pr-Ph Me 
H 4- PhS-Ph Me 

H 2, 3- Me<sub>2</sub>-Ph Me 

H 3, 4- Me<sub>2</sub>-Ph Me 

H 3, 5-Me<sub>2<ysub>-Ph Me 

H 2, 3- (MeO ) <sub>2</sub>-Ph Me 

H 2, 4- (MeO ) <sub>2</sub>-Ph Me 

H 2, 5- (MeO ) <sub>2</sub>-Ph Me 

H 3, 5- (MeO ) <sub>2</sub>-Ph Me 

H 2- F-4- I-Ph Me 

H 2- F-4- EtO-Ph Me 

H 2- F-6-Ph-Ph Me 

H 3, 4- methylenedioxy-Ph Me 

H 3, 4- ethylenedioxy-Ph Me 

H 2- F-4- Br-Ph Me 

H 2- Cl-4- Me-Ph Me 

H 2, 4, 6-Me<sub>3</sub>-Ph Me 

-CH=CH-CH=CH- Me 

-CH=N- CH=CH- Me 

-N=CH-CH=CH- Me 

- (CH<sub>2</sub> ) <sub>3</sub>- Me 

- (CH<sub>2</sub> ) <sub>4</sub>- Me 

-CH<sub>2</sub>-CH<sub>2</sub>-0-CH<sub>2</sub>- 
Me 

-CO- (CH<sub>2</sub> ) <sub>3</sub>- Me 

-CH<sub>2</sub>-CH (CH<sub>2</sub>Ph ) 
-CH<sub>2</sub>- Me 

-CH<sub>2</sub>-CH<sub>2</sub>-CH (Me ) 
-CH<sub>2</sub>- Me 

-CH=CH-CH=C (OMe ) -Me 

Me CI Me 

Me CI Me 

Me F Me 

Me Br Me 

Me I Me 
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Me Me Me 


Me Me Me 


Me Et Me 


Me Et Me 


Me n-Pr Me 


Me n- Pr Me 


Me i-Pr Me 


Me i- Pr Me 


Me n-Bu Me 


Me n- Bu Me 


Me i-Bu Me 


Me i- Bu Me 


Me s-Bu Me 


Me s-Bu Me 


Me t-Bu Me 


Me t-Bu Me 


Me n-Pen Me 


Me n- Pen Me 


Me 3-Me-n-Bu Me 


Me 3- Me-n- Bu Me 


Me n-Hex Me 


Me n- Hex Me 


Me Ethenyl Me 


Me Ethenyl Me 


Me 1-Propenyl Me 


Me 1- Propenyl Me 


Me Ethynyl Me 


Me Ethynyl Me 


Me CF 3 Me 


Me CF<sub>3</sub> Me 


Me c-Pr Me 


Me c-Pr Me 


Me c-Hex Me 


Me c-Hex Me 


Me MeO Me 


Me MeO Me 


Me t-BuO Me 


Me t-BuO Me 


Me CF 3 0 Me 


Me CF<sub>3</sub>OMe 


Me MeS Me 


Me MeS Me 


Me MeSO Me 


Me MeSO Me 


Me MeS0 2 Me 


Me MeSO<sub>2</sub> Me 


Me N0 2 Me 


MeNO<sub>2</sub> Me 


Me NC Me 


Me NC Me 


Me CHO Me 


Me CHO Me 


Me Me2N Me 


Me Me<sub>2</sub>N Me 


Me PhCH 2 Me 


Me PhCH<sub>2</sub> Me 


Me PhCH=CH Me 


Me PhCH=CH Me 


Me 4-Cl-PHCH=CH Me 


Me 4- C1-PHCH=CH Me 


Me PhCH-CHCH 2 Me 


Me PhCH=CHCH<sub>2</sub> Me 


Me PhCC Me 


Me PhCC Me 


Me Ph Me 


Me Ph Me 


Me MeNHC(O) Me 


Me MeNHC (0 ) Me 


Me PhNHC(O) Me 


Me PhNHC (0 ) Me 
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Me EtNHC(O) Me 


Me EtNHC (O ) Me 


Me 2-F-PhNHC(0) Me 


Me 2- F-PhNHC (0 ) Me 


Me 3-F-PhNHC(0) Me 


Me 3- F-PhNHC (0 ) Me 


Me 4-F-PhNHC(0) Me 


Me 4- F-PhNHC (0 ) Me 


Me 2-Cl-PhNHC(0) Me 


Me 2- Cl-PhNHC (O ) Me 


Me 3-CI-PhNHC(0) Me 


Me 3- Cl-PhNHC (0 ) Me 


Me 4-CI-PhNHC(0) Me 


Me 4- Cl-PhNHC (0 ) Me 


Me 2-Me-PhNHC(0) Me 


Me 2- Me-PhNHC (0 ) Me 


Me 3-Me-PhNHC(0) Me 


Me 3- Me-PhNHC (0 ) Me 


Me 4-Me-PhNHC(0) Me 


Me 4- Me-PhNHC (0 ) Me 


Me 2-Br-PhNHC(0) Me 


Me 2- Br-PhNHC (0 ) Me 


Me 3-Br-PhNHC(0) Me 


Me 3- Br-PhNHC (0 ) Me 


Me 4-Br-PhNHC(0) Me 


Me 4- Br-PhNHC (0 ) Me 


Me 2-MeO-PhNHC(0) Me 


Me 2- MeO-PhNHC (0 ) Me 


Me 3-MeO-PhNHC(0) Me 


Me 3- MeO-PhNHC (0 ) Me 


Me 4-MeO-PhNHC(0) Me 


Me 4- MeO-PhNHC (0 ) Me 


Me 2,6-F 2 -PhNHC(0) Me 


Me 2, 6-F<sub>2</sub>-PhNHC (0 ) Me 


Me MeOC(O) Me 


Me MeOC (0 ) Me 


Me MeOCH 2 Me 


Me MeOCH<sut»2</sub> Me 


Me MeOC(=NOMe) Me 


Me MeOC (=N0Me ) Me 


Me MeC(=NOMe) Me 


Me MeC (=NOMe ) Me 


Me MeC(O) Me 


Me MeC (0 ) Me 


Me CH 2 SMe Me 


Me CH<sub>2</sub>SMe Me 


Me CH 2 SCH 2 Ph Me 


Me CH<sub>2</sub>SCH<sub>2</sub>Ph Me 


Me Pyrazol-l-yICH 2 Me 


Me Pyrazol-1- ylCH<sub>2</sub> Me 


Me C1CH 2 Me 


Me ClCH<sub>2</sub> Me 


Me BrCH 2 Me 


Me BrCH<sub>2</sub> Me 


Me CF 3 CF 2 Me 


Me CF<sub>3</sub>CF<sub>2</sub> Me 


Me PhC(0)NH Me 


Me PhC (O)NH Me 


Me 1-Naphthyl Me 


Me 1-Naphthyl Me 


Me 2-Naphthyi Me 


Me 2- Naphthyl Me 


Me l-Me-Pyrazol-5-yl Me 


Me 1- Me-Pyrazol-5-yl Me 


Me l-Me-3-Cl-Pyrazol-5-yl Me 


Me 1- Me-3- Cl-Pyrazol-5-yi Me 


Me 2-F-Furan-3-yl Me 


Me 2- F-Furan-3- yl Me 


Me Oxazol-2-yl Me 


Me Oxazol-2- yl Me 
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Me l,2,4-Oxadiazol-3-yl Me 

Me l,2 s 4-Thiadizazol-5-yl Me 

Me 1,2,4-Triazol-l-yl Me 

Me 1,2,3-Triazol-l-yl Me 

Me 1,2,3,4-Tetrazol-l-yl Me 

Me 6-MeO-Pyrimidin-2-yl Me 

Me Pyridazin-3-yl Me 

Me l,3,5-Triazin-2-yl Me 

Me l,2,4-Triazin-6-yl Me 

Me l-Me-PyrroI-2-yl Me 

Me Furan-2-yl Me 

Me Thiophen-2-yl Me 

Me Thiazol-5-yl Me 

Me 2,4-Me 2 -Oxazol-5-yl Me 

Me 3-Me-Isothiazol-5-yl Me 

Me Isoxazol-5-yl Me 

Me l-Me-Imidazol-5-yl Me 

Me 4-Me-l,2,3-Thiadiazol-5-yl Me 

Me Pyridin-4-yl Me 

Me Quinoxalin-2-yl Me 

Me 6-Cl-Quinoxalin-2-yl Me 

Me 6-F-Quinoxalin-2-yl Me 

Me l-Me-Indol-3-yl Me 

Me Benzothiazol-2-yl Me 

Me 5-F-Benzothiazol-2-yl Me 

Me 6-F-Benzothiazol-2-yl Me 

Me Quinolin-4-yl Me 

Me Pyrazin-2-yl Me 

Me 4-CClF 2 -Pyrimidin-5-yl Me 

Me Benzofuran-2-yl Me 

Me Ph Me 

Me 2-Cl-Ph Me 

Me 3-Cl-Ph Me 

Me 4-CI-Ph Me 

Me 2-F-Ph Me 
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Me 1, 2, 4- Oxadiazol-3- yl Me 
Me 1, 2, 4- ThiadizazoI-5-yl Me 
Me 1, 2, 4- Triazol-1- yl Me 
Me 1,2, 3- Triazol-1- yl Me 
Me 1, 2, 3, 4- Tetrazol-1- yl Me 
Me 6-MeO-Pyrimidin-2- yl Me 
Me Pyridazin-3- yl Me 
Me 1, 3, 5-Triazin-2- yl Me 
Me 1, 2, 4- Triazin-6-yl Me 
Me 1- Me-Pyrrol-2- yl Me 
Me Furan-2- yl Me 
Me Thiophen-2- yl Me 
Me ThiazoI-5-yl Me 

Me 2, 4- Me<sub>2</sub>-Oxazol-5-yl Me 

Me 3- Me-Isothiazol-5-yl Me 

Me Isoxazol-5-yI Me 

Me 1- Me-Imidazol-5-yl Me 

Me 4- Me-1, 2, 3- Thiadiazol-5-yl Me 

Me Pyridin-4- yl Me 

Me Quinoxalin-2- yl Me 

Me 6-Cl-Quinoxalin-2- yl Me 

Me 6-F-Quinoxalin-2- yl Me 

Me 1- Me-Indol-3- yl Me 

Me Benzothiazol-2- yl Me 

Me 5-F-Benzothiazol-2- yl Me 

Me 6-F-Benzothiazol-2- yl Me 

Me Quinolin-4- yl Me 

Me Pyrazin-2- yl Me 

Me 4- CClF<sub>2</sub>-Pyrimidin-5-yl Me 

Me Benzofuran-2- yl Me 

Me Ph Me 

Me 2- Cl-Ph Me 

Me 3- Cl-Ph Me 

Me 4- Cl-Ph Me 

Me 2- F-Ph Me 
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Me 3-F-Ph Me 


Me 3- F-Ph Me 


Me 4-F-Ph Me 


Me 4- F-Ph Me 


Me 2-Me-Ph Me 


Me 2- Me-Ph Me 


Me 3-Me-Ph Me 


Me 3- Me-Ph Me 


Me 4-Me-Ph Me 


Me 4- Me-Ph Me 


Me 2-MeO-Ph Me 


Me 2- MeO-Ph Me 


Me 3-MeO-Ph Me 


Me 3- MeO-Ph Me 


Me 4-MeO-Ph Me 


Me 4- MeO-Ph Me 


Me 4-Br-Ph Me 


Me 4- Br-Ph Me 


Me 2,4-Cl 2 -Ph Me 


Me 2, 4- Cl<sut»2</sub>-Ph Me 


Me3,4-Cl 2 -Ph Me 


Me 3, 4- CKsub>2</sub>-Ph Me 


Me 2,4,6-Cl 3 -Ph Me 


Me 2, 4, 6-Ci<sub>3</sub>-Ph Me 


Me3,4-(MeO) 2 -Ph Me 


Me 3, 4- (MeO ) <sub>2</sub>-Ph Me 


Me 2-Cl-4-Me-Ph Me 


Me 2- Cl-4- Me-Ph Me 


Me 2-MeO-4-Me-Ph Me 


Me 2- MeO-4- Me-Ph Me 


Me 2,4-Me 2 -Ph Me 


Me 2, 4- Me<sub>2</sub>-Ph Me 


Me 2,5-Me 2 -Ph Me 


Me 2, 5-Me<sub>2</sub>-Ph Me 


Me 2,6-F 2 -Ph Me 


Me 2, 6-F<sub>2</sub>-Ph Me 


Me 2,3,4,5,6-F 5 -Ph Me 


Me 2, 3, 4, 5, 6-F<sub>5</sub>-Ph Me 


Me 4-Et-Ph Me 


Me 4- Et-Ph Me 


Me 4-i-Pr-Ph Me 


Me 4- i- Pr-Ph Me 


Me 4-t-Bu-Ph Me 


Me 4- t-Bu-Ph Me 


Me 4-CF 3 -Ph Me 


Me 4- CF<sub>3</sub>-Ph Me 


Me 4-i-PrO-Ph Me 


Me 4- i- PrO-Ph Me 


Me 4-t-BuO-Ph Me 


Me 4- t-BuO-Ph Me 


Me 4-CHF 2 0-Ph Me 


Me 4- CHF <sub>2</sub>0-Ph Me 


Me 4-CF 3 0-Ph Me 


Me 4- CF<sub>3</sub>0-Ph Me 


Me 4-MeS-Ph Me 


Me 4- MeS-Ph Me 


Me 4-CHO-Ph Me 


Me 4- CHO-Ph Me 


Up 4-NOo-Ph Mp 




Me 4-CN-Ph Me 


Me 4- CN-Ph Me 


Me 4-PhCH 2 0-Ph Me 


Me 4- PhCH<sub>2</sub>0-Ph Me 


Me 4-MeC(0)-Ph Me 


Me 4- MeC (0 ) -Ph Me 


Me 4-PhC(0)-Ph Me 


Me 4- PhC (0 ) -Ph Me 


Me 4-MeOCH 2 -Ph Me 


Me 4- MeOCH<sub>2</sub>-Ph Me 
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Me 4-MeSCH 2 -Ph Me 


Me 4- MeSCH<sub>2</sub>-Ph Me 


Me 4-MeC(0)0-Ph Me 


Me 4- MeC (0 ) O-Ph Me 


Me 4-Ph-Ph Me 


Me 4- Ph-Ph Me 


Me 4-PhO-Ph Me 


Me 4- PhO-Ph Me 


Me 2,3-Cl 2 -Ph Me 


Me 2, 3- CKsub>2</sub>-Ph Me 


Me3,5-Cl 2 -Ph Me 


Me 3, 5-Cl<sub>2</sub>-Ph Me 


Me 2,6-Cl 2 -Ph Me 


Me 2, 6-CKsub>2</sub>-Ph Me 


Me 2,5-Cl 2 -Ph Me 


Me 2, 5-CKsub>2</sub>-Ph Me 


Me 2,3-F 2 -Ph Me 


Me 2, 3- F<sub>2</sub>-Ph Me 


Me 2,5-F 2 -Ph Me 


Me 2, 5-F<sub>2</sub>-Ph Me 


Me3,4-F 2 -Ph Me 


Me 3, 4- F<sub>2</sub>-Ph Me 


Me 3,5-F 2 -Ph Me 


Me 3, 5-F<sub>2</sub>-Ph Me 


Me 2,4-F 2 -Ph Me 


Me 2, 4- F<sub>2</sub>-Ph Me 


Me 2-CF 3 -Ph Me 


Me 2- CF<sub>3</sub>-Ph Me 


Me 2-F-6-CF 3 -Ph Me 


Me 2- F-6-CF<sub>3</sub>-Ph Me 


Me 2-F-6-Cl-Ph Me 


Me 2- F-6-Cl-Ph Me 


Me 2-F-6-Me-Ph Me 


Me 2- F-6-Me-Ph Me 


Me 2-F-6-MeO-Ph Me 


Me 2- F-6-MeO-Ph Me 


Me 2-F-4-Cl-Ph Me 


Me 2- F-4- Cl-Ph Me 


Me 2-F-4-CF 3 -Ph Me 


Me 2- F-4- CF<sub>3</sub>-Ph Me 


Me 2-F-4-Me-Ph Me 


Me 2- F-4- Me-Ph Me 


Me 2-F-4-MeO-Ph Me 


Me 2- F-4- MeO-Ph Me 


Me 3-F-4-Cl-Ph Me 


Me 3- F-4- Cl-Ph Me 


Me 3-F-4-Me-Ph Me 


Me 3- F-4- Me-Ph Me 


Me 3-F-4-MeO-Ph Me 


Me 3- F-4- MeO-Ph Me 


Me 4-F-2-CI-Ph Me 


Me 4- F-2- Cl-Ph Me 


Me 4-F-2-Me-Ph Me 


Me 4- F-2- Me-Ph Me 


Me 4-F-2-MeO-Ph Me 


Me 4- F-2- MeO-Ph Me 


Me 4-F-3-Cl-Ph Me 


Me 4- F-3- Cl-Ph Me 


Me 4-F-3-Me-Ph Me 


Me 4- F-3- Me-Ph Me 


Me 4-F-3-MeO-Ph Me 


Me 4- F-3- MeO-Ph Me 


Me 2-OH-Ph Me 


Me 2- OH-Ph Me 


Me 4-I-Ph Me 


Me 4- I-Ph Me 


Me 4-MeOC(0)-Ph Me 


Me 4- MeOC (0 ) -Ph Me 


Me 2,6-Me 2 -Ph Me 


Me 2, 6-Me<sub>2</sub>-Ph Me 
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Me 2,6-(MeO) 2 -Ph Me 


Me 2, 6- (MeO ) <sub>2</sub>-Ph Me 


Me 3-CF3-PI1 Me 


Me 3- CF<sub>3</sub>-Ph Me 


Me 2-Br-Ph Me 


Me 2- Br-Ph Me 


Me 3-Br-Ph Me 


Me 3- Br-Ph Me 


Me 2-MeC(0)-Ph Me 


Me 2- MeC (0 ) -Ph Me 


Me 4-c-Pr-Ph Me 


Me 4- c-Pr-Ph Me 


Me 4-PhS-Ph Me 


Me 4- PhS-Ph Me 


Me 2,3-Me 2 -Ph Me 


Me 2, 3- Me<sub>2</sub>-Ph Me 


Me3,4-Me 2 -Ph Me 


Me 3, 4- Me<sub>2</sub>-Ph Me 


Me 3,5-Me 2 -Ph Me 


Me 3, 5-Me<sub>2</sub>-Ph Me 


Me 2,3-(MeO) 2 -Ph Me 


Me 2, 3- (MeO ) <sub>2</sub>-Ph Me 


Me 2,4-(MeO) 2 -Ph Me 


Me 2, 4- (MeO ) <sub>2</sub>-Ph Me 


Me 2,5-(MeO) 2 -Ph Me 


Me 2, 5- (MeO ) <sub>2</sub>-Ph Me 


Me3,5-(MeO) 2 -Ph Me 


Me 3, 5- (MeO ) <sub>2</sub>-Ph Me 


Me 2-F-4-I-Ph Me 


Me 2- F-4- I-Ph Me 


Me 2-F-4-EtO-Ph Me 


Me 2- F-4- EtO-Ph Me 


Me 2-F-6-Ph-Ph Me 


Me 2- F-6-Ph-Ph Me 


Me 3,4-methylenedioxy-Ph Me 


Me 3, 4- methyienedioxy-Ph Me 


Me 3,4-ethylenedioxy-Ph Me 


Me 3, 4- ethylenedioxy-Ph Me 


Me 2-F-4-Br-Ph Me 


Me 2- F-4- Br-Ph Me 


Me 2-Cl-4-Me-Ph Me 


Me 2- Cl-4- Me-Ph Me 


Me 2,4,6-Me 3 -Ph Me 


Me 2, 4, 6-Me<sub>3</sub>-Ph Me 


Et Et Me 


Et Et Me 


Et n-Pr Me 


Et n- Pr Me 


Et i-Pr Me 


Et i- Pr Me 


Et n-Bu Me 


Et n- Bu Me 


Et s-Bu Me 


Et s-Bu Me 


Et t-Bu Me 


Et t-Bu Me 


Et CF 3 Me 


Et CF<sub>3</sub> Me 


Et CF-jCFt Me 




Et 1-NaphthyI Me 


Et 1-Naphthyl Me 


Et 2-Naphthyl Me 


Et 2- Naphthyl Me 


Et Ph Me 


Et Ph Me 


Et 2-Cl-Ph Me 


Et 2- Cl-Ph Me 


Et 4-Cl-Ph Me 


Et 4- Cl-Ph Me 
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Et 2-F-Ph Me 


Et 2- F-Ph Me 


Et 4-F-Ph Me 


Et 4- F-Ph Me 


Et 2-Me-Ph Me 


Et 2- Me-Ph Me 


Et 3-Me-Ph Me 


Et 3- Me-Ph Me 


Et 4-Me-Ph Me 


Et 4- Me-Ph Me 


Et 2-MeO-Ph Me 


Et 2- MeO-Ph Me 


Et 3-MeO-Ph Me 


Et 3- MeO-Ph Me 


Et 4-MeO-Ph Me 


Et 4- MeO-Ph Me 


Et 4-Br-Ph Me 


Et 4- Br-Ph Me 


Et 2,6-F 2 -Ph Me 


Et 2, 6-F<sub>2</sub>-Ph Me 


Et4-CF 3 -Ph Me 


Et 4- CF<sub>3</sub>-Ph Me 


Et 4-Ph-Ph Me 


Et 4- Ph-Ph Me 


Et4-PhO-Ph Me 


Et 4- PhO-Ph Me 


Et 2,3-F r Ph Me 


Et 2, 3- F<sub>2</sub>-Ph Me 


Et2,5-F 2 -Ph Me 


Et 2, 5-F<sub>2</sub>-Ph Me 


Et3,4-F 2 -Ph Me 


Et 3, 4- F<sub>2</sub>-Ph Me 


Et 3,5-F 2 -Ph Me 


Et 3, 5-F<sub>2</sub>-Ph Me 


Et 2,4-F 2 -Ph Me 


Et 2, 4- F<sub>2</sub>-Ph Me 


Et 2-F-4-Cl-Ph Me 


Et 2- F-4- Cl-Ph Me 


Et 2-F-4-Me-Ph Me 


Et 2- F-4- Me-Ph Me 


Et 2-F-4-MeO-Ph Me 


Et 2- F-4- MeO-Ph Me 


Et 3-F-4-Cl-Ph Me 


Et 3- F-4- Cl-Ph Me 


Et 3-F-4-Me-Ph Me 


Et 3- F-4- Me-Ph Me 


Et 3-F-4-MeO-Ph Me 


Et 3- F-4- MeO-Ph Me 


Et 4-F-2-Cl-Ph Me 


Et 4- F-2- Cl-Ph Me 


Et4-F-2-Me-Ph Me 


Et 4- F-2- Me-Ph Me 


Et4-F-2-MeO-Ph Me 


Et 4- F-2- MeO-Ph Me 


Et 4-F-3-Cl-Ph Me 


Et4- F-3- Cl-Ph Me 


Et4-F-3-Me-Ph Me 


Et 4- F-3- Me-Ph Me 


Et 4-F-3-MeO-Ph Me 


Et 4- F-3- MeO-Ph Me 


Et 2,6-(MeO) 2 -Ph Me 


Et 2, 6- (MeO ) <sub>2</sub>-Ph Me 


Et 2-Br-Ph Me 


Et 2- Br-Ph Me 


Et 3-Br-Ph Me 


Et 3- Br-Ph Me 


Et 4-EtO-Ph Me 


Et 4- EtO-Ph Me 


Et2,3-Me 2 -Ph Me 


Et 2, 3- Me<sub>2</sub>-Ph Me 
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Et 3,4-Me 2 -Ph Me 


Et 3, 4- Me<sub>2</sub>-Ph Me 


Et3,5-Me 2 -Ph Me 


Et 3, 5-Me<sub>2</sub>-Ph Me 


Et 2-Cl-3-Me-Ph Me 


Et 2- Cl-3- Me-Ph Me 


Et 2-Cl-4-Me-Ph Me 


Et 2- Cl-4- Me-Ph Me 


Et 3-Cl-4-Me-Ph Me 


Et3-CI-4- Me-Ph Me 


Et 4-Cl-2-Me-Ph Me 


Et 4- CI-2- Me-Ph Me 


Et 4-C!-3-Me-Ph Me 


Et 4- Cl-3- Me-Ph Me 


Et 2,4,6-Me 3 -Ph Me 


Et 2, 4, 6-Me<sub>3</sub>-Ph Me 


Pr Et Me 


Pr Et Me 


Pr n-Pr Me 


Pr n- Pr Me 


Pr i-Pr Me 


Pr i- Pr Me 


Pr s-Bu Me 


Pr s-Bu Me 


Pr t-Bu Me 


Pr t-Bu Me 


Pr CF 3 Me 


Pr CF<sub>3</sub> Me 


Pr CF 2 CF 3 Me 


Pr CF<sub>2</sub>CF<sub>3</sub> Me 


Pr l-Me-3-Cl-PyrazoI-4-yl Me 


Pr 1- Me-3- Cl-Pyrazol-4- yl Me 


Pr l-Me-5-Cl-Pyrazol-3-yl Me 


Pr 1- Me-5-Cl-Pyrazol-3- yl Me 


Pr l-Me-5-Cl-Pyrazol-4-yl Me 


Pr 1- Me-5-Cl-Pyrazol-4- yl Me 


Pr Ph Me 


Pr Ph Me 


Pr2-Cl-Ph Me 


Pr 2- Cl-Ph Me 


Pr4-Cl-Ph Me 


Pr 4- Cl-Ph Me 


Pr 2-F-Ph Me 


Pr 2- F-Ph Me 


Pr 4-F-Ph Me 


Pr 4- F-Ph Me 


Pr 2-Me-Ph Me 


Pr 2- Me-Ph Me 


Pr 4-Me-Ph Me 


Pr 4- Me-Ph Me 


Pr 4-Br-Ph Me 


Pr4-Br-Ph Me 


Pr 2,6-F 2 -Ph Me 


Pr 2, 6-F<sub>2</sub>-Ph Me 


Pr 2,3-F 2 -Ph Me 


Pr 2, 3- F<sub>2</sub>-Ph Me 


Pr 2,5-F 2 -Ph Me 


Pr 2, 5-F<sub>2</sub>-Ph Me 


rr j,*+-r 2 -r n ivic 


rr j, 4- r^SUD^ZwSUD^-rn IVie 


Pr 3,5-F 2 -Ph Me 


Pr 3, 5-F<sub>2</sub>-Ph Me 


Pr 2,4-F 2 -Ph Me 


Pr 2, 4- F<sub>2</sub>-Ph Me 


Pr 2-Br-Ph Me 


Pr 2-Br-Ph Me 


Br n-Pr Me 


Br n- Pr Me 


Br i-Pr Me 


Br i- Pr Me 
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Br s-Bu Me 


Br s-Bu Me 


Br t-Bu Me 


Br t-Bu Me 


Br CF 3 Me 


Br CF<sub>3</sub> Me 


Br CF 2 CF 3 Me 


Br CF<sub>2</sub>CF<sub>3</sub> Me 


Br Ph Me 


Br Ph Me 


Br 2-Cl-Ph Me 


Br 2- Cl-Ph Me 


Br 4-Cl-Ph Me 


Br 4- Cl-Ph Me 


Br 2-F-Ph Me 


Br 2- F-Ph Me 


Br4-F-Ph Me 


Br 4- F-Ph Me 


Br 2-Me-Ph Me 


Br 2- Me-Ph Me 


Br 4-Me-Ph Me 


Br 4- Me-Ph Me 


Br 4-Br-Ph Me 


Br 4- Br-Ph Me 


i-Pr i-Pr Me 


i- Pr i- Pr Me 


i-Pr s-Bu Me 


i- Pr s-Bu Me 


i-Pr t-Bu Me 


i- Pr t-Bu Me 


i-Pr CF 3 Me 


i- Pr CF<sub>3</sub> Me 


i-Pr CF 2 CF 3 Me 


i- Pr CF<sub>2</sub>CF<sub>3</sub> Me 


i-Pr Ph Me 


i- Pr Ph Me 


i-Pr 2-Cl-Ph Me 


i- Pr 2- Cl-Ph Me 


i-Pr 4-Cl-Ph Me 


i- Pr 4- Cl-Ph Me 


i-Pr 2-F-Ph Me 


i- Pr 2- F-Ph Me 


i-Pr4-F-Ph Me 


i- Pr 4- F-Ph Me 


i-Pr 2-Me-Ph Me 


i- Pr 2- Me-Ph Me 


i-Pr 4-Me-Ph Me 


i- Pr 4- Me-Ph Me 


i-Pr 4-Br-Ph Me 


i- Pr 4- Br-Ph Me 


i-Pr 2-Br-Ph Me 


i- Pr 2- Br-Ph Me 


HHCF 3 


H HC F<sub>3</sub> 


H CI CF 3 


HCI CF<sub>3</sub> 


HFCF 3 


HFC F<sub>3</sub> 


H Br CF 3 


n or Lr^aUD' ? jVSUD- > 


HICF 3 


H ICF <sub>3</sub> 


H Me CF 3 


H Me CF<sub>3</sub> 


H Et CF 3 


H Et CF<sub>3</sub> 


H n-Pr CF 3 


H n- Pr CF<sub>3</sub> 


H i-Pr CF 3 


H i- Pr CF<sub>3</sub> 
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H n-Bu CF 3 


H n- Bu CF<sub>3</sub> 


H i-Bu CF 3 


H i- Bu CF<sub>3<sub> 


H s-Bu CF 3 


H s-Bu CF<sub>3</sub> 


H t-Bu CF 3 


H t-Bu CF<sub>3</sub> 


H n-Pen CF 3 


H n- Pen CF<sub>3</sub> 


H 3-Me-n-Bu CF 3 


H 3- Me-n- Bu CF<sub>3</sub> 


H n-Hex CF 3 


H n- Hex CF<sub>3</sub> 


H Ethenyl CF 3 


H Ethenyl CF<sub>3</sub> 


H 1-Propenyl CF 3 


H 1- Propenyl CF<sub>3</sub> 


H Ethynyl CF 3 


H Ethynyl CF<sub>3</sub> 


H CF 3 CF 3 


HC F<sub>3</sub> CF<sub>3</sub> 


H c-Pr CF 3 


H c-Pr CF<sub>3</sub> 


H c-Hex CF 3 


H c-Hex CF<sub>3</sub> 


H MeO CF 3 


H MeO CF<sub>3</sub> 


H t-BuO CF 3 


H t-BuO CF<sub>3</sub> 


H CF 3 0 CF 3 


HC F<sub>3</sub>0 CF<sub>3</sub> 


H MeS CF 3 


H MeS CF<sub>3</sub> 


H MeSO CF 3 


H MeSO CF<sub>3</sub> 


H MeS0 2 CF 3 


H MeSO<sub>2</sub> CF<sub>3</sub> 


H N0 2 CF 3 


H NO<sub>2</sub> CF<sub>3</sub> 


H NC CF 3 


H NC CF<sub>3</sub> 


H CHO CF 3 


HC HO CF<sub>3</sub> 


H Me 2 N CF 3 


H Me<sub>2</sub>N CF<sub>3</sub> 


H PhCH 2 CF 3 


H PhCH<sub>2</sub> CF<sub>3</sub> 


H PhCH=CH CF 3 


H PhCH-CHC F<sub>3</sub> 


H 4-Cl-PHCH=CH CF 3 


H 4- C1-PHCH=CHC F<sub>3</sub> 


H PhCH=CHCH 2 CF 3 


H PhCH=CHCH<sub>2</sub> CF<sub>3</sub> 


H PhCC CF 3 


H PhCC CF<sub>3</sub> 


H Ph CF 3 


H Ph CF<sub>3</sub> 


H MeNHC(O) CF 3 


H MeNHC (0 ) CF<sub>3</sub> 


H PhNHC(O) CF 3 


H PhNHC (0 ) CF<sub>3</sub> 


H EtNHC(O) CF 3 


H EtNHC (0 ) CF<sub>3</sub> 


H 2-F-PhNHC(0) CF 3 


H 2- F-PhNHC (0 ) CF<sub>3</sub> 


H 3-F-PhNHC(0) CF 3 


H 3- F-PhNHC (0 ) CF<sub>3</sub> 


H 4-F-PhNHC(0) CF 3 


H 4- F-PhNHC (O ) CF<sub>3</sub> 
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H 2-CI-PhNHC(0) CF 3 

H 3-Cl-PhNHC(0) CF 3 

H 4-Cl-PhNHC(0) CF 3 

H 2-Me-PhNHC(0) CF 3 

H 3-Me-PhNHC(0) CF 3 

H 4-Me-PhNHC(0) CF 3 

H 2-Br-PhNHC(0) CF 3 

H 3-Br-PhNHC(0) CF 3 

H 4-Br-PhNHC(0) CF 3 

H 2-MeO-PhNHC(0) CF 3 

H 3-MeO-PhNHC(0) CF 3 

H 4-MeO-PhNHC(0) CF 3 

H 2,6-F 2 -PhNHC(0) CF 3 

H MeOC(O) CF 3 

H MeOCH 2 CF 3 

H MeOC(=NOMe) CF 3 

H MeC(=NOMe) CF 3 

H MeC(O) CF 3 

H CH 2 SMe CF 3 

H CH 2 SCH 2 Ph CF 3 

HPyrazol-l-ylCH 2 CF 3 

H CICH 2 CF 3 

H BrCH 2 CF 3 

H CF 3 CF 2 CF 3 

H PhC(0)NH CF 3 

H 1-Naphthyl CF 3 

H 2-Naphthyl CF 3 

H l-Me-Pyrazol-5-yl CF 3 

H l-Me-3-Cl-Pyrazol-5-yl CF 3 

H 2-F-Furan-3-yl CF 3 

H Oxazol-2-yl CF 3 

H l,2,4-Oxadiazol-3-yl CF 3 

H l,2,4-Thiadizazol-5-yl CF 3 

H 1,2,4-Triazol-l-yl CF 3 

H 1,2,3-Triazol-l-yl CF 3 



H 2- Cl-PhNHC (O ) CF<sub>3</sub> 

H 3- Cl-PhNHC (O ) CF<sub>3</sub> 

H 4- Cl-PhNHC (O ) CF<sub>3</sub> 

H 2- Me-PhNHC (O ) CF<sub>3</sub> 

H 3- Me-PhNHC (O ) CF<sub>3</sub> 

H 4- Me-PhNHC (O ) CF<sub>3</sub> 

H 2- Br-PhNHC (O ) CF<sub>3</sub> 

H 3- Br-PhNHC (O ) CF<sub>3</sub> 

H 4- Br-PhNHC (O ) CF<sub>3</sub> 

H 2- MeO-PhNHC (O ) CF<sub>3</sub> 

H 3- MeO-PhNHC (O ) CF<sub>3</sub> 

H 4- MeO-PhNHC (O ) CF<sub>3</sub> 

H 2, 6-F<sub>2</sub>-PhNHC (O ) CF<sub>3</sub> 

H MeOC (O ) CF<sub>3</sub> 

H MeOCH<sub>2</sub> CF<sub>3</sub> 

H MeOC (=NOMe ) CF<sub>3</sub> 

H MeC (=NOMe ) CF<sub>3</sub> 

H MeC (O ) CF<sub>3</sub> 

HC H<sub>2</sub>SMe CF<sub>3</sub> 

HC H<sub>2</sub>SCH<sub>2</sub>Ph CF<sub>3</sub> 

H Pyrazol-1- ylCH<sub>2</sub> CF<sub>3</sub> 

HC1 CH<sub>2</sub> CF<sub>3</sub> 

H BrCH<sub>2</sub> CF<sub>3</sub> 

HC F<sub>3</sub>CF<sub>2</sub> CF<sub>3</sub> 

H PhC (O ) NH CF<sub>3</sub> 

H 1-Naphthyl CF<sub>3</sub> 

H 2- Naphthyl CF<sub>3</sub> 

H 1- Me-Pyrazol-5-yl CF<sub>3</sub> 

H 1- Me-3- Cl-Pyrazol-5-yl CF<sub>3</sub> 

H 2- F-Furan-3- yl CF<sub>3</sub> 

H Oxazol-2- yl CF<sub>3</sub> 

H 1, 2, 4- Oxadiazol-3- yl CF<sub>3</sub> 

H 1, 2, 4- Thiadizazol-5-yl CF<sub>3</sub> 

H 1, 2, 4- Triazol-1- yl CF<sub>3</sub> 

H 1, 2, 3- Triazol-1- yl CF<sub>3</sub> 
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H l,2,3,4-Tetrazo!-l-yl CF 3 


H 1, 2, 3, 4- Tetrazol-1- yl CF<sub>3</sub> 


H 6-MeO-Pyrimidin-2-yl CF 3 


H 6-MeO-Pyrimidin-2- yl CF<sub>3</sub> 


H Pyridazin-3-yl CF 3 


H Pyridazin-3- yl CF<sub>3</sub> 


H l,3 s 5-Triazin-2-yI CF 3 


H 1, 3, 5-Triazin-2- yl CF<sub>3</sub> 


H l,2,4-Triazin-6-yl CF 3 


H 1, 2, 4- Triazin-6-yl CF<sub>3</sub> 


H l-Me-Pyrroi-2-ylCF 3 


H 1- Me-Pyrrol-2- yl CF<sub>3</sub> 


H Furan-2-yl CF 3 


HF uran- 2- yl CF<sub>3</sub> 


H Thiophen-2-yl CF 3 


H Thiophen-2- yl CF<sub>3</sub> 


H Thiazol-5-yl CF 3 


H Thiazot-5-yl CF<sub>3</sub> 


H 2,4-Me 2 -Oxazol-5-yl CF 3 


H 2, 4- Me<sub>2</sub>-Oxazol-5-yl CF<sub>3</sub> 


H 3-Me-Isothiazol-5-yl CF 3 


H 3- Me-Isothiazol-5-yl CF<sub>3</sub> 


H Isoxazol-5-yl CF 3 


H Isoxazol-5-yl CF<sub>3</sub> 


H l-Me-Imidazol-5-yl CF 3 


H 1- Me-Imidazol-5-yl CF<sub>3</sub> 


H 4-Me-l,2,3-Thiadiazol-5-yl CF 3 


H 4- Me-1, 2, 3- Thiadiazol-5-yl CF<sub>3</sub> 


H Pyridin-4-yl CF 3 


H Pyridin-4- yl CF<sub>3</sub> 


H Quinoxalin-2-yl CF 3 


H Quinoxalin-2- yl CF<sub>3</sub> 


H 6-Cl-QuinoxaIin-2-yl CF 3 


H 6-Cl-Quinoxalin-2- yl CF<sub>3</sub> 


H 6-F-Quinoxalin-2-yl CF 3 


H 6-F-Quinoxalin-2- yl CF<sub>3</sub> 


H l-Me-Indol-3-yl CF 3 


H 1- Me-IndoI-3- yl CF<sub>3</sub> 


H Benzothiazol-2-yl CF 3 


H Benzothiazol-2- yl CF<sub>3</sub> 


H 5-F-Benzothiazol-2-yl CF 3 


H 5-F-Benzothiazol-2- yl CF<sub>3</sub> 


H 6-F-Benzothiazol-2-yl CF 3 


H 6-F-Benzothiazol-2- yl CF<sub>3<7sub> 


H Quinolin-4-yl CF 3 


H Quinolin-4- yl CF<sub>3</sub> 


H Pyrazin-2-yl CF 3 


H Pyrazin-2- yl CF<sub>3</sub> 


H 4-CClF 2 -Pyrimidin-5-yl CF 3 


H 4- CClF<sub>2</sub>-Pyrimidin-5-yl CF<sub>3</sub> 


H Benzofuran-2-yl CF 3 


H Benzofuran-2- yl CF<sub>3</sub> 


H Ph CF 3 


H Ph CF<sub>3</sub> 


H 2-Cl-Ph CF 3 


H 2- Cl-Ph CF<sub>3</sub> 


H 3-Ci-Ph CF 3 


H 3- Cl-Ph CF<sub>3</sub> 


H 4-Cl-Ph CF 3 


H 4- Cl-Ph CF<sub>3</sub> 


H 2-F-Ph CF 3 


H 2- F-Ph CF<sub>3</sub> 


H 3-F-Ph CF 3 


H 3- F-Ph CF<sub>3</sub> 


H 4-F-Ph CF 3 


H 4- F-Ph CF<sub>3</sub> 


H 2-Me-Ph CF 3 


H 2- Me-Ph CF<sub>3</sub> 


H 3-Me-Ph CF 3 


H 3- Me-Ph CF<sub>3</sub> 
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H 4-Me-Ph CF 3 
H 2-MeO-Ph CF 3 
H 3-MeO-Ph CF 3 
H 4-MeO-Ph CF 3 
H 4-Br-Ph CF 3 
H 2,4-Cl 2 -Ph CF 3 
H 3,4-Cl r Ph CF 3 
H 2,4,6-Cl 3 -Ph CF 3 
H 3,4-(MeO) 2 -Ph CF 3 
H 2-Cl-4-Me-Ph CF 3 
H 2-MeO-4-Me-Ph CF 3 
H 2,4-Me 2 -Ph CF 3 
H 2,5-Me 2 -Ph CF 3 
H 2,6-F 2 -Ph CF 3 
H 2,3,4,5,6-F 5 -Ph CF 3 
H 4-Et-Ph CF 3 
H 4-i-Pr-Ph CF 3 
H 4-t-Bu-Ph CF 3 
H 4-CF 3 -Ph CF 3 
H 4-i-PrOPh CF 3 
H 4-t-BuO-Ph CF 3 
H 4-CHF 2 0-Ph CF 3 
H 4-CF 3 0-Ph CF 3 
H 4-MeS-Ph CF 3 
H 4-CHO-Ph CF 3 
H 4-N0 2 -Ph CF 3 
H 4-CN-Ph CF 3 
H 4-PhCH 2 0-Ph CF 3 
H 4-MeC(0)-Ph CF 3 
H 4-PhC(0)-Ph CF 3 
H 4-MeOCH 2 -Ph CF 3 
H 4-MeSCH 2 -Ph CF 3 
H 4-MeC(0)0-Ph CF 3 
H 4-Ph-Ph CF 3 
H 4-PhO-Ph CF 3 



H 4- Me-Ph CF<sub>3</sub> 

H 2- MeO-Ph CF<sub>3</sub> 

H 3- MeO-Ph CF<sub>3</sub> 

H 4- MeO-Ph CF<sub>3</sub> 

H 4- Br-Ph CF<sub>3</sub> 

H 2, 4- Cl<sub>2</sub>-Ph CF<sub>3</sub> 

H 3, 4- Cl<sub>2</sub>-Ph CF<sub>3</sub> 

H 2, 4, 6-CKsub>3</sub>-Ph CF<sub>3</sub> 

H 3, 4- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

H 2- Cl-4- Me-Ph CF<sub>3</sub> 

H 2- MeO-4- Me-Ph CF<sub>3</sub> 

H 2, 4- Me<sub>2</sub>-Ph CF<sub>3</sub> 

H 2, 5-Me<sub>2</sub>-Ph CF<sub>3</sub> 

H 2, 6-F<sub>2</sub>-Ph CF<sub>3</sub> 

H 2, 3, 4, 5, 6-F<sub>5</sub>-Ph CF<sub>3</sub> 

H 4- Et-Ph CF<sub>3</sub> 

H 4- i- Pr-Ph CF<sub>3</sub> 

H 4- t-Bu-Ph CF<sub>3</sub> 

H 4- CF<sub>3</sub>-Ph CF<sub>3</sub> 

H 4- i- PrO-Ph CF<sub>3</sub> 

H 4- t-BuO-Ph CF<sub>3</sub> 

H 4- CHF <sub>2</sub>0-Ph CF<sub>3</sub> 

H 4- CF<sub>3</sub>0-Ph CF<sub>3</sub> 

H 4- MeS-Ph CF<sub>3</sub> 

H 4- CHO-Ph CF<sub>3</sub> 

H 4- NO<sub>2</sub>-Ph CF<sub>3</sub> 

H 4- CN-Ph CF<sub>3</sub> 

H 4- PhCH<sub>2</sub>0-Ph CF<sub>3</sub> 

H 4- MeC (O ) -Ph CF<sub>3</sub> 

H 4- PhC (O ) -Ph CF<sub>3</sub> 

H 4- MeOCH<sub>2</sub>-Ph CF<sub>3</sub> 

H 4- MeSCH<sub>2</sub>-Ph CF<sub>3</sub> 

H 4- MeC (O ) O-Ph CF<sub>3</sub> 

H 4- Ph-Ph CF<sub>3</sub> 

H 4- PhO-Ph CF<sub>3</sub> 
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H 2,3-Cl 2 -Ph CF 3 
H 3,5-Cl 2 -Ph CF 3 
H 2,6-Cl 2 -Ph CF 3 
H 2,5-Cl 2 -Ph CF 3 
H 2,3-F 2 -Ph CF 3 
H 2,5-F 2 -Ph CF 3 
H 3,4-F r Ph CF 3 
H3,5-F 2 -Ph CF 3 
H 2,4-F 2 -Ph CF 3 
H 2-CF 3 -Ph CF 3 
H 2-F-6-CF 3 -Ph CF 3 
H 2-F-6-Cl-Ph CF 3 
H 2-F-6-Me-Ph CF 3 
H 2-F-6-MeO-Ph CF 3 
H 2-F-4-Cl-Ph CF 3 
H 2-F-4-CF 3 -Ph CF 3 
H 2-F-4-Me-Ph CF 3 
H 2-F-4-MeO-Ph CF 3 
H 3-F-4-Cl-Ph CF 3 
H 3-F-4-Me-Ph CF 3 
H 3-F-4-MeO-Ph CF 3 
H 4-F-2-Cl-Ph CF 3 
H 4-F-2-Me-Ph CF 3 
H 4-F-2-MeO-Ph CF 3 
H 4-F-3-Cl-Ph CF 3 
H 4-F-3-Me-Ph CF 3 
H 4-F-3-MeO-Ph CF 3 
H 2-OH-Ph CF 3 
H 4-I-Ph CF 3 
H 4-MeOC(0)-Ph CF 3 
H 2,6-Me 2 -Ph CF 3 
H 2,6-(MeO) 2 -Ph CF 3 
H 3-CF 3 -Ph CF 3 
H 2-Br-Ph CF 3 
H 3-Br-Ph CF 3 



H 2, 3- CKsub>2</sub>-Ph CF<sub>3</sub> 

H 3, 5-CKsub>2</sub>-Ph CF<sub>3</sub> 

H 2, 6-CKsub>2</sub>-Ph CF<sub>3</sub> 

H 2, 5-CKsub>2</sub>-Ph CF<sub>3</sub> 

H 2, 3- F<sub>2</sub>-Ph CF<sub>3</sub> 

H 2, 5-F<sub>2</sub>-Ph CF<sub>3</sub> 

H 3, 4- F<sub>2</sub>-Ph CF<sub>3</sub> 

H 3, 5-F<sub>2</sub>-Ph CF<sub>3</sub> 

H 2, 4- F<sub>2</sub>-Ph CF<sub>3</sub> 

H 2- CF<sub>3</sub>-Ph CF<sub>3</sub> 

H 2- F-6-CF<sub>3</sub>-Ph CF<sub>3</sub> 

H 2- F-6-Cl-Ph CF<sub>3</sub> 

H 2- F-6-Me-Ph CF<sub>3</sub> 

H 2- F-6-MeO-Ph CF<sub>3</sub> 

H 2- F-4- Cl-Ph CF<sub>3</sub> 

H 2- F-4- CF<sub>3</sub>-Ph CF<sub>3</sub> 

H 2- F-4- Me-Ph CF<sub>3</sub> 

H 2- F-4- MeO-Ph CF<sub>3</sub> 

H 3- F-4- Cl-Ph CF<sub>3</sub> 

H 3- F-4- Me-Ph CF<sub>3</sub> 

H 3- F-4- MeO-Ph CF<sub>3</sub> 

H 4- F-2- Cl-Ph CF<sub>3</sub> 

H 4- F-2- Me-Ph CF<sub>3</sub> 

H 4- F-2- MeO-Ph CF<sub>3</sub> 

H 4- F-3- Cl-Ph CF<sub>3</sub> 

H 4- F-3- Me-Ph CF<sub>3</sub> 

H 4- F-3- MeO-Ph CF<sub>3</sub> 

H 2- OH-Ph CF<sub>3</sub> 

H 4- I-Ph CF<sub>3</sub> 

H 4- MeOC (O ) -Ph CF<sub>3</sub> 

H 2, 6-Me<sub>2</sub>-Ph CF<sub>3</sub> 

H 2, 6- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

H 3- CF<sub>3</sub>-Ph CF<sub>3</sub> 

H 2- Br-Ph CF<sub>3</sub> 

H 3- Br-Ph CF<sub>3</sub> 
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H 2-MeC(0)-Ph CF 3 

H 4-c-Pr-Ph CF 3 

H 4-PhS-Ph CF 3 

H 2,3-Me 2 -Ph CF 3 

H 3,4-Me 2 -Ph CF 3 

H3,5-Me 2 -Ph CF 3 

H 2,3-(MeO) r Ph CF 3 

H 2,4-(MeO) 2 -Ph CF 3 

H 2,5-(MeO) 2 -Ph CF 3 

H 3,5-(MeO) r Ph CF 3 

H 2-F-4-I-PH CF 3 

H 2-F-4-EtO-Ph CF 3 

H 2-F-6-Ph-Ph CF 3 

H 3,4-methylenedioxy-Ph CF 3 

H 3,4-ethylenedioxy-Ph CF 3 

H 2-F-4-Br-Ph CF 3 

H 2-Cl-4-Me-Ph CF 3 

H 2,4,6-Me 3 -Ph CF 3 

-CH=CH-CH=CH- CF 3 

-CH=N-CH=CH- CF 3 

-N=CH-CH=CH- CF 3 

-(CH 2 ) 3 - CF 3 

-(CH 2 ) 4 - CF 3 

-CH 2 -CH 2 -0-CH 2 - CF 3 

-CO-(CH 2 ) 3 - CF 3 
-CH 2 -CH(CH 2 Ph)-CH 2 - CF 3 

-CH 2 -CH 2 -CH(Me)-CH 2 - CF 3 

-CH=CH-CH=C(OMe)- CF 3 

Me CI CF 3 

Me CI CF 3 

Me F CF 3 

Me Br CF 3 

Me I CF 3 



H 2- MeC (O ) -Ph CF<sub>3</sub> 

H 4- c-Pr-Ph CF<sub>3</sub> 

H 4- PhS-Ph CF<sub>3</sub> 

H 2, 3- Me<sub>2</sub>-Ph CF<sub>3</sub> 

H 3, 4- Me<sub>2</sub>-Ph CF<sub>3</sub> 

H 3, 5-Me<sub>2</sub>-Ph CF<sub>3</sub> 

H 2, 3- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

H 2, 4- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

H 2, 5- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

H 3, 5- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

H 2- F-4- I-Ph CF<sub>3</sub> 

H 2- F-4- EtO-Ph CF<sub>3</sub> 

H 2- F-6-Ph-Ph CF<sub>3</sub> 

H 3, 4- methylenedioxy-Ph CF<sub>3</sub> 

H 3, 4- ethylenedioxy-Ph CF<sub>3</sub> 

H 2- F-4- Br-Ph CF<sub>3</sub> 

H 2- Cl-4- Me-Ph CF<sub>3</sub> 

H 2, 4, 6-Me<sub>3</sub>-Ph CF<sub>3</sub> 

-CH=CH-CH=CH- CF<sub>3</sub> 

-CH=N- CH=CH- CF<sub>3</sub> 

-N-CH-CH=CH- CF<sub>3</sub> 

- (CH<sub>2</sub> ) <sub>3</sub>- CF<sub>3</sub> 

- (CH<sub>2</sub> ) <sub>4</sub>- CF<sub>3</sub> 

-CH<sub>2</sub>-CH<sub>2</sub>-0-CH<sub>2</sub>- 
CF<sub>3</sub> 

-CO- (CH<sub>2</sub> ) <sub>3</sub>- CF<sub>3</sub> 

-CH<sub>2</sub>-CH (CH<sub>2</sub>Ph ) 
-CH<sub>2</sub>- CF<sub>3</sub> 

-CH<sub>2</sub>-CH<sub>2</sub>-CH (Me ) 
-CH<sub>2</sub>- CF<sub>3</sub> 

-CH=CH-CH=C (OMe ) -CF<sub>3</sub> 

Me Ci CF<sub>3</sub> 

Me CI CF<sub>3</sub> 

Me F CF<sub>3</sub> 

Me Br CF<sub>3</sub> 

Me ICF <sub>3</sub> 
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Me Me CF 3 

Me Et CF 3 

Me n-Pr CF 3 

Me i-Pr CF 3 

Me n-Bu CF 3 

Me i-Bu CF 3 

Me s-Bu CF 3 

Me t-Bu CF 3 

Me n-Pen CF 3 

Me 3-Me-n-Bu CF 3 

Me n-Hex CF 3 

Me Ethenyl CF 3 

Me 1-PropenyI CF 3 

Me Ethynyl CF 3 

Me CF 3 CF 3 

Me c-Pr CF 3 

Me c-Hex CF 3 

Me MeO CF 3 

Me t-BuO CF 3 

Me CF 3 0 CF 3 

Me MeS CF 3 

Me MeSO CF 3 

Me MeS0 2 CF 3 

Me N0 2 CF 3 

Me NC CF 3 

Me CHO CF 3 

Me Me2N CF 3 

Me PhCH 2 CF 3 

Me PhCH=CH CF 3 

Me 4-Cl-PHCH=CH CF 3 

Me PhCH=CHCH 2 CF 3 

Me PhCC CF 3 

Me Ph CF 3 

Me MeNHC(O) CF 3 

Me PhNHC(O) CF 3 



Me Me CF<sub>3</sub> 

Me Et CF<sub>3</sub> 

Me n- Pr CF<sub>3</sub> 

Me i- Pr CF<sub>3</sub> 

Me n- Bu CF<sub>3</sub> 

Me i- Bu CF<sub>3</sub> 

Me s-Bu CF<sub>3</sub> 

Me t-Bu CF<sub>3</sub> 

Me n- Pen CF<sub>3</sub> 

Me 3- Me-n- Bu CF<sub>3</sub> 

Me n- Hex CF<sub>3</sub> 

Me Ethenyl CF<sub>3</sub> 

Me 1- Propenyl CF<sub>3</sub> 

Me Ethynyl CF<sub>3</sub> 

Me CF<sub>3</sub> CF<sub>3</sub> 

Me c-Pr CF<sub>3</sub> 

Me c-Hex CF<sub>3</sub> 

Me MeO CF<sub>3</sub> 

Me t-BuO CF<sub>3</sub> 

Me CF<sub>3</sub>0 CF<sub>3</sub> 

Me MeS CF<sub>3</sub> 

Me MeSO CF<sub>3</sub> 

Me MeSO<sub>2</sub> CF<sub>3</sub> 

Me NO<sub>2</sub> CF<sub>3</sub> 

Me NC CF<sub>3</sub> 

Me CHO CF<sub>3</sub> 

Me Me<sub>2</sub>N CF<sub>3</sub> 

Me PhCH<sub>2</sub> CF<sub>3</sub> 

Me PhCH=CHC F<sub>3</sub> 

Me 4- C1-PHCH=CHC F<sub>3</sub> 

Me PhCH=CHCH<sub>2</sub> CF<sub>3</sub> 

Me PhCC CF<sub>3</sub> 

Me Ph CF<sub>3</sub> 

Me MeNHC (O ) CF<sub>3</sub> 

Me PhNHC (O ) CF<sub>3</sub> 
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Me EtNHC(O) CF 3 

Me 2-F-PhNHC(0) CF 3 

Me 3-F-PhNHC(0) CF 3 

Me 4-F-PhNHC(0) CF 3 

Me 2-Cl-PhNHC(0) CF 3 

Me 3-Cl-PhNHC(0) CF 3 

Me 4-Cl-PhNHC(0) CF 3 

Me 2-Me-PhNHC(0) CF 3 

Me 3-Me-PhNHC(0) CF 3 

Me 4-Me-PhNHC(0) CF 3 

Me 2-Br-PhNHC(0) CF 3 

Me 3-Br-PhNHC(0) CF 3 

Me 4-Br-PhNHC(0) CF 3 

Me 2-MeO-PhNHC(0) CF 3 

Me 3-MeO-PhNHC(0) CF 3 

Me 4-MeO-PhNHC(0) CF 3 

Me 2,6-F 2 -PhNHC(0) CF 3 

Me MeOC(O) CF 3 

Me MeOCH 2 CF 3 

Me MeOC(=NOMe) CF 3 

Me MeC(=NOMe) CF 3 

Me MeC(O) CF 3 

Me CH 2 SMe CF 3 

Me CH 2 SCH 2 Ph CF 3 

MePyrazo!-l-ylCH 2 CF 3 

Me C1CH 2 CF 3 

Me BrCH 2 CF 3 

Me CF 3 CF 2 CF 3 

Me PhC(0)NH CF 3 

Mel-Naphthyl CF 3 

Me 2-Naphthyl CF 3 

Me l-Me-Pyrazol-5-yl CF 3 

Me l-Me-3-Cl-PyrazoI-5-yl CF 3 

Me 2-F-Furan-3-yl CF 3 

Me Oxazol-2-yl CF 3 



Me EtNHC (O ) CF<sub>3</sub> 

Me 2- F-PhNHC (O ) CF<sub>3</sub> 

Me 3- F-PhNHC (O ) CF<sub>3</sub> 

Me 4- F-PhNHC (O ) CF<sub>3</sub> 

Me 2- Cl-PhNHC (O ) CF<sub>3</sub> 

Me 3- Cl-PhNHC (O ) CF<sub>3</sub> 

Me 4- Cl-PhNHC (O ) CF<sub>3</sub> 

Me 2- Me-PhNHC (O ) CF<sub>3</sub> 

Me 3- Me-PhNHC (O ) CF<sub>3</sub> 

Me 4- Me-PhNHC (O ) CF<sub>3</sub> 

Me 2- Br-PhNHC (O ) CF<sub>3</sub> 

Me 3- Br-PhNHC (O ) CF<sub>3</sub> 

Me 4- Br-PhNHC (O ) CF<sub>3</sub> 

Me 2- MeO-PhNHC (0 ) CF<sub>3</sub> 

Me 3- MeO-PhNHC (O ) CF<sub>3</sub> 

Me 4- MeO-PhNHC (O ) CF<sub>3</sub> 

Me 2, 6-F<sub>2</sub>-PhNHC (O ) CF<sub>3</sub> 

Me MeOC (O ) CF<sub>3</sub> 

Me MeOCH<sub>2</sub> CF<sub>3</sub> 

Me MeOC (=NOMe ) CF<sub>3</sub> 

Me MeC (=NOMe ) CF<sub>3</sub> 

Me MeC (O ) CF<sub>3</sub> 

Me CH<sub>2</sub>SMe CF<sub>3</sub> 

Me CH<sub>2</sub>SCH<sub>2</sub>Ph CF<sub>3</sub> 

Me Pyrazol-1- ylCH<sub>2</sub> CF<sub>3</sub> 

Me ClCH<sub>2</sub> CF<sub>3</sub> 

Me BrCH<sub>2</sub> CF<sub>3</sub> 

Me CF<sub>3</sub>CF<sub>2</sub> CF<sub>3</sub> 

Me PhC (O ) NH CF<sub>3</sub> 

Me 1-Naphthyl CF<sub>3</sub> 

Me 2- Naphthyl CF<sub>3</sub> 

Me 1- Me-Pyrazol-5-yl CF<sub>3</sub> 

Me 1- Me-3- Cl-Pyrazol-5-yl CF<sub>3</sub> 

Me 2- F-Furan-3- yl CF<sub>3</sub> 

Me Oxazol-2- yl CF<sub>3</sub> 
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Me l,2,4-Oxadiazo!-3-yl CF 3 

Me l,2,4-Thiadizazol-5-yl CF 3 

Me 1,2,4-TriazoI-l-yl CF 3 

Me 1,2,3-Triazol-l-yl CF 3 

Me 1,2,3,4-Tetrazol-l-yl CF 3 

Me 6-MeO-Pyrimidin-2-yl CF 3 

Me Pyridazin-3-yl CF 3 

Me l,3,5-Triazin-2-yI CF 3 

Mel,2,4-Triazin-6-yl CF 3 

Me l-Me-Pyrrol-2-yl CF 3 

Me Furan-2-yI CF 3 

Me Thiophen-2-yl CF 3 

Me Thiazol-5-yl CF 3 

Me 2,4-Me 2 -Oxazol-5-yt CF 3 

Me 3-Me-Isothiazol-5-yl CF 3 

Me Isoxazol-5-yl CF 3 

Me l-Me-Imidazol-5-yl CF 3 

Me 4-Me-l,2,3-Thiadiazol-5-yl CF 3 

Me Pyridin-4-yl CF 3 

Me Quinoxalin-2-yl CF 3 

Me 6-Cl-Quinoxalin-2-yl CF 3 

Me 6-F-Quinoxalin-2-yl CF 3 

Me l-Me-Indol-3-yl CF 3 

Me Benzothiazol-2-yl CF 3 

Me 5-F-Benzothiazol-2-yl CF 3 

Me 6-F-Benzothiazol-2-yl CF 3 

Me Quinolin-4-yl CF 3 

Me Pyrazin-2-yl CF 3 

Me 4-CCIF 2 -Pyrimidin-5-yl CF 3 

Me Benzofuran-2-yl CF 3 

Me Ph CF 3 

Me 2-Cl-Ph CF 3 

Me3-Cl-Ph CF 3 

Me 4-Cl-Ph CF 3 

Me 2-F-Ph CF 3 



2003-6-20 

Me 1, 2, 4- Oxadiazol-3- yl CF<sub>3</sub> 

Me 1, 2, 4- Thiadizazol-5-yI CF<sub>3</sub> 

Me 1, 2, 4- Triazol-1- yl CF<sub>3</sub> 

Me 1, 2, 3- Triazol-1- yl CF<sub>3</sub> 

Me 1, 2, 3, 4- Tetrazol-1- yl CF<sub>3</sub> 

Me 6-MeO-Pyrimidin-2- yl CF<sub>3</sub> 

Me Pyridazin-3- yl CF<sub>3</sub> 

Me 1, 3, 5-Triazin-2- yl CF<sub>3</sub> 

Me 1, 2 S 4- Triazin-6-yl CF<sub>3</sub> 

Me 1- Me-Pyrrol-2- yl CF<sub>3</sub> 

Me Furan-2- yl CF<sub>3</sub> 

Me Thiophen-2- yl CF<sub>3</sub> 

Me Thiazol-5-yl CF<sub>3</sub> 

Me 2, 4- Me<sub>2</sub>-Oxazol-5-yl CF<sub>3</sub> 

Me 3- Me-Isothiazol-5-yl CF<sub>3</sub> 

Me Isoxazol-5-yl CF<sub>3</sub> 

Me 1- Me-Imidazol-5-yl CF<sub>3</sub> 

Me 4- Me-1, 2, 3- Thiadiazol-5-yl CF<sub>3</sub> 

Me Pyridin-4- yl CF<sub>3</sub> 

Me Quinoxalin-2- yl CF<sub>3</sub> 

Me 6-Cl-Quinoxalin-2- yl CF<sub>3</sub> 

Me 6-F-Quinoxalin-2- yl CF<sub>3</sub> 

Me 1- Me-Indol-3- yl CF<sub>3</sub> 

Me Benzothiazol-2- yl CF<sub>3</sub> 

Me 5-F-Benzothiazol-2- yl CF<sub>3</sub> 

Me 6-F-Benzothiazol-2- yl CF<sub>3</sub> 

Me Quinolin-4- yl CF<sub>3</sub> 

Me Pyrazin-2- yl CF<sub>3</sub> 

Me 4- CClF<sub>2</sub>-Pyrimidin-5-yl CF<sub>3</sub> 

Me Benzofuran-2- yl CF<sub>3</sub> 

Me Ph CF<sub>3</sub> 

Me 2- Cl-Ph CF<sub>3</sub> 

Me 3- Cl-Ph CF<sub>3</sub> 

Me 4- Cl-Ph CF<sub>3</sub> 

Me 2- F-Ph CF<sub>3</sub> 



Page 231 Patera® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



Me 3-F-Ph CF 3 
Me 4-F-Ph CF 3 
Me 2-Me-Ph CF 3 
Me 3-Me-Ph CF 3 
Me 4-Me-Ph CF 3 
Me 2-MeO-Ph CF 3 
Me 3-MeO-Ph CF 3 
Me 4-MeO-Ph CF 3 
Me 4-Br-Ph CF 3 
Me 2,4-Cl 2 -Ph CF 3 
Me 3,4-CI 2 -Ph CF 3 
Me 2,4,6-Cl 3 -Ph CF 3 
Me 3,4-(MeO) 2 -Ph CF 3 
Me 2-Cl-4-Me-Ph CF 3 
Me 2-MeO-4-Me-Ph CF 3 
Me 2,4-Me 2 -Ph CF 3 
Me 2,5-Me 2 -Ph CF 3 
Me 2,6-F 2 -Ph CF 3 
Me 2,3,4,5,6-F 5 -Ph CF 3 
Me 4-Et-Ph CF 3 
Me 4-i-Pr-Ph CF 3 
Me 4-t-Bu-Ph CF 3 
Me 4-CF 3 -Ph CF 3 
Me 4-i-PrO-Ph CF 3 
Me 4-t-BuO-Ph CF 3 
Me 4-CHF 2 0-Ph CF 3 
Me 4-CF 3 0-Ph CF 3 
Me 4-MeS-Ph CF 3 
Me 4-CHO-Ph CF 3 
Me 4-N0 2 -Ph CF 3 
Me 4-CN-Ph CF 3 
Me 4-PhCH 2 0-Ph CF 3 
Me 4-MeC(0)-Ph CF 3 
Me 4-PhC(0)-Ph CF 3 
Me 4-MeOCH 2 -Ph CF 3 



Me 3- F-Ph CF<sub>3</sub> 

Me 4- F-Ph CF<sub>3</sub> 

Me 2- Me-Ph CF<sub>3</sub> 

Me 3- Me-Ph CF<sub>3</sub> 

Me 4- Me-Ph CF<sub>3</sub> 

Me 2- MeO-Ph CF<sub>3</sub> 

Me 3- MeO-Ph CF<sub>3</sub> 

Me 4- MeO-Ph CF<sub>3</sub> 

Me 4- Br-Ph CF<sub>3</sub> 

Me 2, 4- CKsub>2</sub>-Ph CF<sub>3</sub> 

Me 3, 4- CKsub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 4, 6-CKsub>3</sub>-Ph CF<sub>3</sub> 

Me 3, 4- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

Me 2- Cl-4- Me-Ph CF<sub>3</sub> 

Me 2- MeO-4- Me-Ph CF<sub>3</sub> 

Me 2, 4- Me<sub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 5-Me<sub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 6-F<sub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 3, 4, 5, 6-F<sub>5</sub>-Ph CF<sub>3</sub> 

Me 4- Et-Ph CF<sub>3</sub> 

Me 4- i- Pr-Ph CF<sub>3</sub> 

Me 4- t-Bu-Ph CF<sub>3</sub> 

Me 4- CF<sub>3</sub>-Ph CF<sub>3</sub> 

Me 4- i- PrO-Ph CF<sub>3</sub> 

Me 4- t-BuO-Ph CF<sub>3</sub> 

Me 4- CHF <sub>2</sub>0-Ph CF<sub>3</sub> 

Me 4- CF<sub>3</sub>0-Ph CF<sub>3</sub> 

Me 4- MeS-Ph CF<sub>3</sub> 

Me 4- CHO-Ph CF<sub>3</sub> 

Me 4- NO<sub>2</sub>-Ph CF<sub>3</sub> 

Me 4- CN-Ph CF<sub>3</sub> 

Me 4- PhCH<sub>2</sub>0-Ph CF<sub>3<sub> 

Me 4- MeC (O ) -Ph CF<sub>3</sub> 

Me 4- PhC (O ) -Ph CF<sub>3</sub> 

Me 4- MeOCH<sub>2</sub>-Ph CF<sub>3</sub> 
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Me 4-MeSCH 2 -Ph CF 3 
Me 4-MeC(0)0-Ph CF 3 
Me 4-Ph-Ph CF 3 
Me 4-PhO-Ph CF 3 
Me 2,3-Cl 2 -Ph CF 3 
Me3,5-Cl 2 -Ph CF 3 
Me 2,6-Cl 2 -Ph CF 3 
Me 2,5-ClrPh CF 3 
Me 2,3-F 2 -Ph CF 3 
Me 2,5-F 2 -Ph CF 3 
Me 3,4-F 2 -Ph CF 3 
Me 3,5-F 2 -Ph CF 3 
Me 2,4-F 2 -Ph CF 3 
Me 2-CF 3 -Ph CF 3 
Me 2-F-6-CF 3 -Ph CF 3 
Me 2-F-6-Cl-Ph CF 3 
Me 2-F-6-Me-Ph CF 3 
Me 2-F-6-MeO-Ph CF 3 
Me 2-F-4-Cl-Ph CF 3 
Me 2-F-4-CF 3 -Ph CF 3 
Me 2-F-4-Me-Ph CF 3 
Me 2-F-4-MeO-Ph CF 3 
Me 3-F-4-Cl-Ph CF 3 
Me 3-F-4-Me-Ph CF 3 
Me 3-F-4-MeO-Ph CF 3 
Me 4-F-2-Cl-Ph CF 3 
Me 4-F-2-Me-Ph CF 3 
Me 4-F-2-MeO-Ph CF 3 
Me 4-F-3-Cl-Ph CF 3 
Me 4-F-3-Me-Ph CF 3 
Me 4-F-3-MeO-Ph CF 3 
Me 2-OH-Ph CF 3 
Me 4-I-Ph CF 3 
Me 4-MeOC(0)-Ph CF 3 
Me 2,6-Me 2 -Ph CF 3 



Me 4- MeSCH<sub>2<7sub>-Ph CF<sub>3</sub> 

Me 4- MeC (O ) O-Ph CF<sub>3</sub> 

Me 4- Ph-Ph CF<sub>3</sub> 

Me 4- PhO-Ph CF<sub>3</sub> 

Me 2, 3- CKsub>2</sub>-Ph CF<sub>3</sub> 

Me 3, 5-Cl<sub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 6-CKsub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 5-CI<sub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 3- F<sub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 5-F<sub>2</sub>-Ph CF<sub>3</sub> 

Me 3, 4- F<sub>2</sub>-Ph CF<sub>3</sub> 

Me 3, 5-F<sub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 4- F<sub>2</sub>-Ph CF<sub>3</sub> 

Me 2- CF<sub>3</sub>-Ph CF<sub>3</sub> 

Me 2- F-6-CF<sub>3</sub>-Ph CF<sub>3</sub> 

Me 2- F-6-Cl-Ph CF<sub>3</sub> 

Me 2- F-6-Me-Ph CF<sub>3</sub> 

Me 2- F-6-MeO-Ph CF<sub>3</sub> 

Me 2- F-4- Cl-Ph CF<sub>3</sub> 

Me 2- F-4- CF<sub>3</sub>-Ph CF<sub>3</sub> 

Me 2- F-4- Me-Ph CF<sub>3</sub> 

Me 2- F-4- MeO-Ph CF<sub>3</sub> 

Me 3- F-4- Cl-Ph CF<sub>3</sub> 

Me 3- F-4- Me-Ph CF<sub>3</sub> 

Me 3- F-4- MeO-Ph CF<sub>3</sub> 

Me 4- F-2- Cl-Ph CF<sub>3</sub> 

Me 4- F-2- Me-Ph CF<sub>3</sub> 

Me 4- F-2- MeO-Ph CF<sub>3</sub> 

Me 4- F-3- Cl-Ph CF<sub>3</sub> 

Me 4- F-3- Me-Ph CF<sub>3<sub> 

Me 4- F-3- MeO-Ph CF<sub>3</sub> 

Me 2- OH-Ph CF<sub>3</sub> 

Me 4- I-Ph CF<sub>3</sub> 

Me 4- MeOC (O ) -Ph CF<sub>3</sub> 

Me 2, 6-Me<sub>2</sub>-Ph CF<sub>3</sub> 
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Me 2,6-(MeO) 2 -Ph CF 3 

Me 3-CF 3 -Ph CF 3 

Me 2-Br-Ph CF 3 

Me 3-Br-Ph CF 3 

Me 2-MeC(0)-Ph CF 3 

Me 4-c-Pr-Ph CF 3 

Me 4-PhS-Ph CF 3 

Me 2,3-Me 2 -Ph CF 3 

Me 3,4-Me 2 -Ph CF 3 

Me 3 3 5-Me 2 -Ph CF 3 

Me 2,3-(MeO) 2 -Ph CF 3 

Me 2,4-(MeO) 2 -Ph CF 3 

Me 2,5-(MeO) 2 -Ph CF 3 

Me3,5-(MeO) 2 -Ph CF 3 

Me 2-F-4-I-Ph CF 3 

Me 2-F-4-EtO-Ph CF 3 

Me 2-F-6-Ph-Ph CF 3 

Me 3,4-methylenedioxy-Ph CF 3 

Me 3,4-ethylenedioxy-Ph CF 3 

Me 2-F-4-Br-Ph CF 3 

Me 2-C!-4-Me-Ph CF 3 

Me 2,4,6-Me 3 -Ph CF 3 

Et Et CF 3 

Et n-Pr CF 3 

Et i-Pr CF 3 

Et n-Bu CF 3 

Et s-Bu CF 3 

Et t-Bu CF 3 

Et CF 3 CF 3 

Et CF 2 CF 3 CF 3 

Etl-Naphthyl CF 3 

Et 2-Naphthyl CF 3 

Et Ph CF 3 

Et 2-Cl-Ph CF 3 

Et 4-Cl-Ph CF 3 



Me 2, 6- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

Me 3- CF<sub>3</sub>-Ph CF<sub>3</sub> 

Me 2- Br-Ph CF<sub>3</sub> 

Me 3- Br-Ph CF<sub>3</sub> 

Me 2- MeC (O ) -Ph CF<sub>3</sub> 

Me 4- c-Pr-Ph CF<sub>3</sub> 

Me 4- PhS-Ph CF<sub>3</sub> 

Me 2, 3- Me<sub>2</sub>-Ph CF<sub>3</sub> 

Me 3, 4- Me<sub>2</sub>-Ph CF<sub>3</sub> 

Me 3, 5-Me<sub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 3- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 4- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

Me 2, 5- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

Me 3, 5- (MeO ) <sub>2</sub>-Ph CF<sub>3</sub> 

Me 2- F-4- I-Ph CF<sub>3</sub> 

Me 2- F-4- EtO-Ph CF<sub>3</sub> 

Me 2- F-6-Ph-Ph CF<sub>3</sub> 

Me 3, 4- methylenedioxy-Ph CF<sub>3</sub> 

Me 3, 4- ethylenedioxy-Ph CF<sub>3</sub> 

Me 2- F-4- Br-Ph CF<sub>3</sub> 

Me 2- Cl-4- Me-Ph CF<sub>3</sub> 

Me 2, 4, 6-Me<sub>3</sub>-Ph CF<sub>3</sub> 

Et Et CF<sub>3</sub> 

Et n- Pr CF<sub>3</sub> 

Et i- Pr CF<sub>3</sub> 

Et n- Bu CF<sub>3</sub> 

Et s-Bu CF<sub>3</sub> 

Et t-Bu CF<sub>3</sub> 

Et CF<sub>3</sub> CF<sub>3</sub> 

Et CF<sub>2</sub>CF<sub>3</sub> CF<sub>3</sub> 

Et 1-Naphthyl CF<sub>3</sub> 

Et 2- Naphthyl CF<sub>3</sub> 

Et Ph CF<sub>3</sub> 

Et 2- Cl-Ph CF<sub>3</sub> 

Et 4- Cl-Ph CF<sub>3</sub> 
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Et 2-F-Ph CF 3 
Et 4-F-Ph CF 3 
Et 2-Me-Ph CF 3 
Et 3-Me-Ph CF 3 
Et 4-Me-Ph CF 3 
Et 2-MeO-Ph CF 3 
Et 3-MeO-Ph CF 3 
Et 4-MeO-Ph CF 3 
Et 4-Br-Ph CF 3 



Et 2- F-Ph CF<sub>3<7sub> 
Et 4- F-Ph CF<sub>3</sub> 
Et 2- Me-Ph CF<sub>3</sub> 
Et 3- Me-Ph CF<sub>3</sub> 
Et 4- Me-Ph CF<sub>3</sub> 
Et 2- MeO-Ph CF<sub>3</sub> 
Et 3- MeO-Ph CF<sub>3</sub> 
Et 4- MeO-Ph CF<sub>3</sub> 
Et 4- Br-Ph CF<sub>3</sub> 



Et 


2,6-rz-rn 


CF3 


Et 


2 and 6 -F2- Ph 


CF3 


ht 


A PCI DU 


CF3 


Et 


4 -CF3- Ph 


CF3 


bt 


A DU nu 

4-rn-rn 


CF3 


Et 


4 -Ph-Ph 


CF3 


bt 


4-rnO-Pn 


CF3 


Et 


4 -PhO-Ph 


CF3 




z, j-r z-r n 




Et 


2 and 3 -F2- Ph 


CF3 


Et 


2,5-F2-Ph 


CF3 


Et 


2 and 5 -F2- Ph 


CF3 


Et 


3,4-F2-Ph 


CF3 


Et 


3 and 4 -F2- Ph 


CF3 


Et 


3,5-F2-Ph 


CF3 


Et 


3 and 5 -F2- Ph 


CF3 


Et 


2,4-F2-Ph 


CF3 


Et 


2 and 4 -F2- Ph 


CF3 
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Et 


2-F-4-Cl-Ph 


CF3 


bt 


o r a nu 
Z -r-4- Ci-rh 


CF3 


Et 


2-F-4-Me-Ph 


CF3 


bt 


1 V A \Ae* DU 

Z -r-4- Me-rn 


Cr3 


Et 


2-F-4-MeO-Ph 


CF3 


bt 


O C A \ Aa(~\ DU 

z -r-4- MeU-rn 


CF3 


Et 


3-F-4-Cl-Ph 


CF3 


bt 


j -r-4- Cl-rn 


CF3 


Et 


3-F-4-Me-Ph 


CF3 


bt 


j -r-4- Me-rn 


CF3 


Et 


3-F-4-MeO-Ph 


CF3 


bt 


1 17 A \Aaf^\ DU 

J -r-4- Meu-rn 


Lr3 


Et 


4-F-2-Cl-Ph 


CF3 


bt 


4 -r-z- Cl-rn 


CF3 


Et 


4-F-2-Me-Ph 


CF3 


bt 


4 -r-z- Me-rn 


CF3 


Et 


4-F-2-MeO-Ph 


CF3 


bt 


A IT ") \ /f DU 

4 -r-z- MeU-rn 


CF3 


Et 


4-F-3-Ci-Ph 


CF3 


bt 


n du 
4 -r-J- L-l-rn 


CF3 


Et 


4-F-3-Me-Ph 


CF3 


Et 


4 -F-3- Me-Ph 


CF3 


Et 


4-F-3-MeO-Ph 


CF3 


Et 


4 -F-3- MeO-Ph 


CF3 
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Et 


2,6-(MeO)2-P 


CF3 


hi 


2 and o - (MeU ) 2 -r 


Cr3 


Et 


2-Br-Ph 


CF3 


bt 


2 -br-rn 


/to 

Cr3 


Et 


3-Br-Ph 


CF3 


bt 


3 -br-rn 


/TO 

Cr3 


Et 


4-EtO-Ph 


CF3 


bt 


4 -btOPn 


CF3 


Et 


2,3-Me2-Ph 


CF3 


IT* 

bt 


2 ana 3 -Me2- Pn 


CF3 


Et 


3,4-Me2-Ph 


CF3 


bt 


3 ana 4 -Me2- Pn 


CF3 


Et 


3,5-Me2-Ph 


CF3 


bt 


3 ana 5 -Me2- Pn 


CF3 


Et 


2-Cl-3-Me-Ph 


CF3 


bt 


2 -CI -3- Me-rn 


Cr3 


Et 


2-CI-4-Me-Ph 


CF3 


Et 


2 -Cl-4- Me-Ph 


CF3 


Et 


3-Cl-4-Me-Ph 


CF3 


Et 


3 -CI-4- Me-Ph 


CF3 



Et 4-Cl-2-Me-Ph CF 3 
Et 4-Cl-3-Me-Ph CF 3 
Et 2,4,6-Me 3 -Ph CF 3 
Pr Et CF 3 
Pr n-Pr CF 3 
Pr i-Pr CF 3 



Et 4- Cl-2- Me-Ph CF<sub>3</sub> 

Et 4- Cl-3- Me-Ph CF<sub>3</sub> 

Et 2, 4, 6-Me<sub>3</sub>-Ph CF<sub>3</sub> 

Pr Et CF<sub>3</sub> 

Pr n- Pr CF<sub>3</sub> 

Pr i- Pr CF<sub>3</sub> 
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Pr s-Bu CF 3 
Pr t-Bu CF 3 
PrCF 3 CF 3 
Pr CF 2 CF 3 CF 3 

Pr l-Me-3-C!-Pyrazol-4-yl CF 3 
Pr l-Me-5-Cl-Pyrazol-3-yl CF 3 
Pr l-Me-5-Cl-Pyrazol-4-yl CF 3 
Pr Ph CF 3 
Pr2-Cl-Ph CF 3 
Pr 4-Cl-Ph CF 3 
Pr2-F-Ph CF 3 
Pr 4-F-Ph CF 3 



Pr s-Bu CF<sub>3</sub> 

Pr t-Bu CF<sub>3</sub> 

Pr CF<sub>3</sub> CF<sub>3</sub> 

Pr CF<sub>2</sub>CF<sub>3</sub> CF<sub>3</sub> 

Pr 1- Me-3- Cl-Pyrazol-4- yl CF<sub>3</sub> 

Pr 1- Me-5-CI-Pyrazol-3- yl CF<sub>3</sub> 

Pr 1- Me-5-Cl-Pyrazol-4- yl CF<sub>3</sub> 

Pr Ph CF<sub>3</sub> 

Pr 2- Cl-Ph CF<sub>3</sub> 

Pr 4- Cl-Ph CF<sub>3</sub> 

Pr 2- F-Ph CF<sub>3</sub> 

Pr 4- F-Ph CF<sub>3</sub> 



Pr 


2-Me-Ph 


CF3 


Pr 


2 -Me-Ph 


CF3 


Pr 


4-Me-Ph 


CF3 


Pr 


4 -Me-Ph 


CF3 


rr 


4-Br-Ph 


CF3 


Pr 


4 -Br-Ph 


CF3 


Pr 


2,6-F2-Ph 


CF3 


Pr 


2 and 6 -F2- Ph 


CF3 


Pr 


2,3-F2-Ph 


CF3 


Pr 


2 and 3 -F2- Ph 


CF3 


Pr 


2,5-F2-Ph 


CF3 


Pr 


2 and 5 -F2- Ph 


CF3 


Pr 


3,4-F2-Ph 


CF3 


Pr 


3 and 4 -F2- Ph 


CF3 


Pr 


3,5-F2-Ph 


CF3 


Pr 


3 and 5 -F2- Ph 


CF3 
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Pr 


2,4-F2-Ph 


CF3 


Pr 


z anu *f -rZ- rn 




Pr 


2-Br-Ph 


CF3 


rr 


O Qr PU 

z -tsr-r n 


Cr j 


Br 


n-Pr 


CF3 


t>r 


n- r r 




Br 


i-Pr 


CF3 


t>r 


i Dr 

I- rr 




Br 


s-Bu 


CF3 


t>r 


s-Bu 




Br 


t-Bu 


CF3 


VXw 
dT 


t Dn 
t-tJU 




Br 


CF3 


CF3 


t>r 






Br 


CF2CF3 


CF3 


tsr 


LrZLrj 




Br 


Ph 


CF3 


t>r 


rn 




Br 


2-Cl-Ph 


CF3 


t>r 


z -d-r n 




Br 


4-Cl-Ph 


CF3 


Br 


4 -Cl-Ph 


CF3 


Br 


2-F-Ph 


CF3 


Br 


2 -F-Ph 


CF3 
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Br 


4-F-Ph 


CF3 


Br 


4 -r-rn 


CF3 


Br 


2-Me-Ph 


CF3 


Br 


Z -Me-rn 


inn 

CF3 


Br 


4-Me-Ph 


CF3 


Br 


4 -Me-rn 


CF3 


Br 


4-Br-Ph 


CF3 


Br 


4 -Br-Pn 


CF3 


i-Pr 


i-Pr 


CF3 


l- rr 


l- rr 


CF3 


i-Pr 


s-Bu 


CF3 


l- rr 


s-Bu 


CF3 


i-Pr 


t-Bu 


CF3 


l- rr 


t-Bu 


CF3 


i-Pr 


CF3 


CF3 


1- rr 




CF3 


i-Pr 


CF2CF3 


CF3 


l- rr 


Cr2Cr3 


CF3 


i-Pr 


Ph 


CF3 


; d». 
l- rr 


rn 


CF3 


i-Pr 


2-Cl-Ph 


CF3 


i- Pr 


2 -Cl-Ph 


CF3 


i-Pr 


4-Cl-Ph 


CF3 


i- Pr 


4 -Cl-Ph 


CF3 
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i-Pr 


2-F-Ph 


CF3 


l- Pr 


o r du 

2 -r-Pn 


Cr3 


i-Pr 


4-F-Ph 


CF3 


i r>_ 

i- Pr 


4 -r-Pn 


CF3 


i-Pr 


2-Me-Ph 


CF3 


l- Pr 


2 -Me-Pn 


CF3 


i-Pr 


4-Me-Ph 


CF3 


l- Pr 


4 -Me-Pn 


CF3 


i-Pr 


4-Br-Ph 


CF3 


i- Pr 


4 -Br-Ph 


CF3 


i-Pr 


2-Br-Ph 


CF3 


i- Pr 


2 -Br-Ph 


CF3 


C 







[0227] [0227] 

[ it 50] [Chemical Formula 50] 
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MiO . MeO ' 

» ° /COO* n ° /cOO«* 

[0228] 

Mb 51] 

^COOH , ^COOMe . 

MbO' . MeO 

^COOH , COOIVfc , 

MeO' MeO 
" ^COOH , 1 ^COOlfc 

Ya s Y * s r N i 

340 MiO 
Yk ^COOH , Yb ^COOMb t 

MeO r KfcCT 
[0229] 



2003-6-20 



[0228] 

[Chemical Formula 51] 



[0229] 
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lit 52] 

Ya Ya ^. 

" k COOH . Yb U COOM. . 

fifeO MW 



V 



'"COOH 1M k COOM» 
N COO Mi MbO^^COOMi 



Yfc O 



'COO Mi 



Yfc ° w 



MrO 



[Chemical Formula 52] 



[0230] 
lit 53] 

CO' 



COOH 



Ya 

y* 



Yb 0 



fifcO^cOOMi 



MeO^COOMe 

XV^Q^ 



Ya 
Yk 



Yfc O' 



Ya 
Yb^O 



fi* n -N COO Jut 



Y« 



COOifc 
MiO-^COOMe 

Ya 



Ya 

Yfc O 



XW^ 
Yb O f 

COOMi 



Y. 

Yb 0 



MBON^COONe 



J Hl^O X 
Yfc/Sl » 



[0230] 

[Chemical Formula 53] 



[0231] 
[ft 54] 



[0231] 

[Chemical Formula 54] 
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Yb O ^. 



CO OH 



COONfe 



MbO 



MbO 



Yi 
Ya 

Yb 0 ^ 



COOH 
X 



Yb 0 



coor^fe 



COOMo 



MtO 



Yb 0 i. 

y^COO&fc 

MO 



[0232] 
Ut 55] 



iwOO 



Yb 



I 

COOB* 



Yb S J 

N ^COOMf 

RfcO' 



y^COOMe 
MtO 




[0232] 

[Chemical Formula 55] 



[0233] 
lit 56] 



[0233] 

[Chemical Formula 56] 
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U COOH , ^COONfc , 

Yk s /coo* Yb s /coom. 

Yl 8 L CO0H . ^ ' L COOM> , 

[0234] [0234] 

[lb 57] [Chemical Formula 57] 
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NrOOH . k COC 



y 

Yb 



Yb 
Ya 



'COOM> . 

* ^ r IT 



' l CO0H . Yk S l CO0 



rX 

" " "-CO0H . " " "~COOJ* 



Yb" 
Ya 



Ya 



COOH U COOBfr 
Yi S " 



2003-6-20 



[0235] 
lit 58] 



c 

Yh S 

MeO N COOMe 

Ci 

xwy 1 



F>=N-Cs 

> s X, 



Ya 



CO OH 



" n / « 



Ya 
Yk S 



Yt 



xw-<> x ' 

Yb S I 

M 80 N COOMb 



COOKfe 
JAO-^CDOMb 

COOWfc 
M»0 ~^COOM» 



[0235] 

[Chemical Formula 58] 



[0236] 
lit 59] 



[0236] 

[Chemical Formula 59] 
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1 ■ *~mnu JU *-r 



"fx 



^COOH 



"COONfe 



MeO 



« 5 >«nn«. 



Yb ^ S -coo** , 
" 8 >C00» 

lad 



COOMn 



Yk « 



MjO 



irV 

y-^COOfifc 



[0237] 
[ft 60] 



^ L COOH 



Ya 



Yb N 




Yb * 
ftfa 



A C00K 

I ^COOMs 



Yb ■» 



M»0 



[0237] 

[Chemical Formula 60] 



[0238] 
[1b 61] 



[0238] 

[Chemical Formula 61] 
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Ya 



Yl N [ lb N I 

Ms Nfe 

Y > T Xcoo^ n V /coo** 

M Jcoom. ¥b T >a 



/COO* Vb V /-COOMi 



X 

COOMb 



Yk V l COOH ,M l C< 

Ma Mb 

Vs y Y VS *^ v 



[0239] [0239] 

lit 62] [Chemical Formula 62] 
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X 

COOH 



<0=-v 

Yb^ X 



T3~X 



rwCi 

Mi ^ 



YfeTlJ 
Nfe 

Y« 

J. 

Yb 



M \faO" 

£>*■ 



COOMi 



Mi 



fife ,W 
MjO 



COOH 



Yb If 
Mi 



COOH* 



COOMi 



^COOMi 



ft N 
Ml 



^COOH 



Yk * 



Yb w ? 

lie COO"* 



k A Vfc W 



k N N 



Yb N 
Mo 



^COOH 



Ya 



Me 



I 

Mi 



M.6 



I 

Mb 



[0240] 
lit 63] 



^ Yb * 



» T N Yb~« 

Mf Mad 



Ya 

Yb' 



Ya 

Yb^O' 



Yb O 
Ya 



5 Yk 0 

MeO 



Yk S 



Yk 
Ya 



COOJ* 



[0240] 

[Chemical Formula 63] 



[0241] 
lit 64] 



[0241] 

[Chemical Formula 64] 
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Yb N T 

Me COOH 


Yb « ^ 

jfc CO OMb 


Yb N [ 

Me^O-N COOXt 


M**0~^COOMa 


n « ^ 

Mb COOH 


Yb f ^ 

M= COOifc 


Yb r* r 


MfcfcO'-^COOMe 


Y* _ 

YD N n 

Mb COOH 


Vt COO Mt 


MbMeO-N COOMb 


Y» c 


[0242] 




[ft 65] 




V?" 

COOH , 


^ caoRfe 


Yb N J 

1 N ^COOft* 


V) 9 1 

1 / C00M> 
MiO 




» 1 L COOM. 
Mb 


Ya _ Y» _ ^ 

Yb N 1 Yfc N L 

Mi N C00Ms life /^COOM, 
MaO J M.0 



[0242] 

[Chemical Formula 65] 



[0243] 
^ 2] 



Ya YbX 



HHH 
HC1H 
HFH 



[0243] 
[Table 2] 



Ya YbX 



HHH 
HC1H 
HFH 
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H Br H 


H Br H 


HIH 


HIH 


H Me H 


H Me H 


HEtH 


HEtH 


H n-Pr H 


H n- Pr H 


H i-Pr H 


H i- Pr H 


H n-Bu H 


Hn-BuH 


H i-Bu H 


H i- Bu H 


H s-Bu H 


H s-Bu H 


H t-Bu H 


H t-Bu H 


H n-Pen H 


H n- Pen H 


H 3-Me-n-Bu H 


H 3- Me-n- Bu H 


H n-Hex H 


H n- Hex H 


H Ethenyl H 


H Ethenyl H 


H 1-PropenylH 


H 1- Propenyl H 


H Ethynyl H 


H Ethynyl H 


HCF 3 H 


HC F<sub>3</sub> H 


H c-Pr H 


H c-Pr H 


H c-Hex H 


H c-Hex H 


HMeOH 


HMeOH 


H t-BuO H 


H t-BuO H 


H CF3O H 


HC F<sub>3</sub>0 H 


HMeSH 


HMeSH 


H MeSO H 


H MeSO H 


H MeS0 2 H 


H MeSO<sub>2</sub> H 


HN0 2 H 


H NO<sub>2</sub> H 


HNCH 


HNCH 


HCHOH 


HC HO H 


H Me 2 N H 


H Me<sub>2</sub>N H 




ri rnL.ri<SUD>Z</SUD> H 


H PhCH=CH H 


H PhCH=CH H 


H 4-Cl-PHCH=CH H 


H 4- C1-PHCH=CH H 


H PhCH=CHCH 2 H 


H PhCH=CHCH<sub>2</sub> H 


H PhCC H 


H PhCC H 


HPhH 


HPhH 
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H MeNHC(O) H 

H PhNHC(O) H 

H EtNHC(O) H 

H 2-F-PhNHC(0) H 

H 3-F-PhNHC(0) H 

H 4-F-PhNHC(0) H 

H 2-Cl-PhNHC(0) H 

H 3-Cl-PhNHC(0) H 

H4-Cl-PhNHC(0)H 

H 2-Me-PhNHC(0) H 

H 3-Me-PhNHC(0) H 

H 4-Me-PhNHC(0) H 

H 2-Br-PhNHC(0) H 

H 3-Br-PhNHC(0) H 

H 4-Br-PhNHC(0) H 

H 2-MeO-PhNHC(0) H 

H 3-MeO-PhNHC(0) H 

H 4-MeO-PhNHC(0) H 

H 2,6-F 2 -PhNHC(0) H 

H MeOC(O) H 

H MeOCH 2 H 

H MeOC(=NOMe) H 

H MeC(=NOMe) H 

H MeC(O) H 

H CH 2 SMe H 

H CH 2 SCH 2 Ph H 

HPyrazol-l-ylCH 2 H 

H C1CH 2 H 

H BrCH 2 H 

H CF 3 CF 2 H 

H PhC(0)NH H 

H 1-NaphthylH 

H 2-Naphthyl H 

H l-Me-Pyrazol-5-yl H 

H l-Me-3-Cl-Pyrazol-5-yl H 



H MeNHC (O ) H 

H PhNHC (O ) H 

H EtNHC (O ) H 

H 2- F-PhNHC (O ) H 

H 3- F-PhNHC (O ) H 

H 4- F-PhNHC (O ) H 

H 2- Cl-PhNHC (O ) H 

H 3- Cl-PhNHC (O ) H 

H 4- Cl-PhNHC (O ) H 

H 2- Me-PhNHC (0 ) H 

H 3- Me-PhNHC (O ) H 

H 4- Me-PhNHC (O ) H 

H 2- Br-PhNHC (O ) H 

H 3- Br-PhNHC (O ) H 

H 4- Br-PhNHC (O ) H 

H 2- MeO-PhNHC (O ) H 

H 3- MeO-PhNHC (O ) H 

H 4- MeO-PhNHC (O ) H 

H 2, 6-F<sub>2</sub>-PhNHC (O ) H 

H MeOC (O ) H 

H MeOCH<sub>2</sub> H 

H MeOC (=NOMe ) H 

H MeC (=NOMe ) H 

H MeC (O ) H 

HC H<sub>2</sub>SMe H 

HC H<sub>2</sub>SCH<sub>2</sub>Ph H 

H Pyrazol-1- ylCH<sub>2</sub> H 

HC1 CH<sub>2</sub> H 

H BrCH<sub>2</sub> H 

HC F<sub>3</sub>CF<sub>2</sub> H 

H PhC (O ) NH H 

H 1-NaphthylH 

H 2- Naphthyl H 

H l-Me-PyrazoI-5-ylH 

H l-Me-3-Cl-Pyrazol-5-ylH 
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H 2-F-Furan-3-yl H 


H 2- F-Furan-3- yl H 


H Oxazol-2-yl H 


H Oxazol-2- yl H 


H l,2,4-Oxadiazol-3-ylH 


H 1,2,4- Oxadiazol-3- yl H 


H l,2,4-Thiadizazol-5-ylH 


H 1,2,4- Thiadizazol-5-yl H 


H 1,2,4-Triazol-l-ylH 


H 1,2,4- Triazol-l-ylH 


H 1,2,3-Triazol-l-ylH 


H 1,2,3-Triazol-l-ylH 


H 1,2,3,4-Tetrazol-l-yl H 


H 1,2,3,4-Tetrazol-l-ylH 


H 6-MeO-Pyrimidin-2-yl H 


H 6-MeO-Pyrimidin-2- yl H 


H Pyridazin-3-yl H 


H Pyridazin-3- yl H 


H l 9 3,5-Triazin-2-ylH 


H l,3,5-Triazin-2-yIH 


H l,2,4-Triazin-6-ylH 


H 1,2,4- Triazin-6-yl H 


H l-Me-Pyrro!-2-ylH 


H l-Me-Pyrrol-2- yl H 


H Furan-2-yl H 


HF uran- 2- yl H 


H Thiophen-2-yl H 


H Thiophen-2- yl H 


H Thiazol-5-yl H 


H Thiazol-5-yl H 


H 2,4-Me 2 -Oxazol-5-yl H 


H 2, 4- Me<sub>2</sub>-Oxazol-5-yl H 


H 3-Me-Isothiazoi-5-yI H 


H 3- Me-Isothiazol-5-yl H 


H Isoxazol-5-yI H 


H Isoxazol-5-yl H 


H l-Me-Imidazol-5-ylH 


H l-Me-Imidazol-5-ylH 


H 4-Me-l,2,3-Thiadiazol-5-yl H 


H 4- Me-1, 2, 3- Thiadiazol-5-yl H 


H Pyridin-4-yI H 


H Pyridin-4- yl H 


H Quinoxalin-2-yl H 


H Quinoxalin-2- yl H 


H 6-Cl-Quinoxa!in-2-yl H 


H 6-Cl-Quinoxalin-2- yl H 


H 6-F-Quinoxalin-2-yi H 


H 6-F-Quinoxalin-2- yl H 


H l-Me-Indol-3-ylH 


H l-Me-Indol-3-ylH 


H Benzothiazol-2-yI H 


H Benzothiazol-2- yl H 


H 5-F-Benzothiazol-2-yl H 


H 5-F-Benzothiazol-2- yl H 


H 6-F-Benzothiazol-2-yl H 


H 6-F-Benzothiazol-2- yl H 


H Quinolin-4-yl H 


H Quinolin-4- yl H 




n ryrdzin-z- yi ri 


H 4-CClF 2 -Pyrimidin-5-yl H 


H 4- CClF<sub>2</sub>-Pyrimidin-5-yl H 


H Benzofuran-2-yl H 


H Benzofuran-2- yl H 


HPhH 


HPhH 


H 2-Cl-Ph H 


H 2- Cl-Ph H 


H 3-Cl-Ph H 


H 3- Cl-Ph H 
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H 4-Cl-Ph H 


H 4- Cl-Ph H 


H 2-F-Ph H 


H 2- F-Ph H 


H 3-F-Ph H 


H 3- F-Ph H 


H 4-F-Ph H 


H 4- F-Ph H 


H 2-Me-Ph H 


H 2- Me-Ph H 


H 3-Me-Ph H 


H 3- Me-Ph H 


H 4-Me-Ph H 


H 4- Me-Ph H 


H 2-MeO-Ph H 


H 2- MeO-Ph H 


H 3-MeO-Ph H 


H 3- MeO-Ph H 


H 4-MeO-Ph H 


H 4- MeO-Ph H 


H 4-Br-Ph H 


H 4- Br-Ph H 


H 2,4-Cl 2 -Ph H 


H 2, 4- CKsub>2<ysub>-Ph H 


H 3,4-Cl 2 -Ph H 


H 3, 4- Ct<sub>2</sub>-Ph H 


H 2,4,6-Cl 3 -Ph H 


H 2, 4, 6-CKsub>3</sub>-Ph H 


H 3,4-(MeO) 2 -Ph H 


H 3, 4- (MeO ) <sub>2</sub>-Ph H 


H 2-Cl-4-Me-Ph H 


H 2- Cl-4- Me-Ph H 


H 2-MeO-4-Me-Ph H 


H 2- MeO-4- Me-Ph H 


H 2,4-Me 2 -Ph H 


H 2, 4- Me<sub>2</sub>-Ph H 


H 2 5 5-Me 2 -Ph H 


H 2, 5-Me<sub>2</sub>-Ph H 


H 2,6-F 2 -Ph H 


H 2, 6-F<sub>2</sub>-Ph H 


H 2,3,4,5,6-F 5 -Ph H 


H 2, 3, 4, 5, 6-F<sub>5</sub>-Ph H 


H 4-Et-Ph H 


H 4- Et-Ph H 


H 4-i-Pr-Ph H 


H 4- i- Pr-Ph H 


H 4-t-Bu-Ph H 


H 4- t-Bu-Ph H 


H 4-CF 3 -Ph H 


H 4- CF<sub>3</sub>-Ph H 


H 4-i-PrO-Ph H 


H 4- i- PrO-Ph H 


H 4-t-BuO-Ph H 


H 4- t-BuO-Ph H 


H 4-CHF 2 0-Ph H 


H 4- CHF <sub>2</sub>0-Ph H 


H 4-CF 3 0-Ph H 


H 4- CF<sub>3</sub>0-Ph H 


H 4-MeS-Ph H 


H 4- MeS-Ph H 


H 4-CHO-Ph H 


H 4- CHO-Ph H 


H 4-N0 2 -Ph H 


H 4- NO<sub>2</sub>-Ph H 


H 4-CN-Ph H 


H 4- CN-Ph H 


H 4-PhCH 2 0-Ph H 


H 4- PhCH<sub>2</sub>0-Ph H 


H 4-MeC(0)-Ph H 


H 4- MeC (0 ) -Ph H 
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H 4-PhC(0)-Ph H 


H 4- PhC (0 ) -Ph H 


H 4-MeOCH 2 -Ph H 


H 4- MeOCH<sub>2</sub>-Ph H 


H 4-MeSCH 2 -Ph H 


H 4- MeSCH<sub>2</sub>-Ph H 


H 4-MeC(0)0-Ph H 


H 4- MeC (0 ) O-Ph H 


H 4-Ph-Ph H 


H 4- Ph-Ph H 


H 4-PhO-Ph H 


H 4- PhO-Ph H 


H 2,3-Cl 2 -Ph H 


H 2, 3- CKsub>2</sub>-Ph H 


H 3,5-Cl 2 -Ph H 


H 3, 5-CKsub>2</sub>-Ph H 


H 2,6-Cl 2 -Ph H 


H 2, 6-CKsub>2</sub>-Ph H 


H 2,5-Cl 2 -Ph H 


H 2, 5-CKsub>2</sub>-Ph H 


H 2,3-F 2 -Ph H 


H 2, 3- F<sub>2</sub>-Ph H 


H 2,5-F 2 -Ph H 


H 2, 5-F<sub>2</sub>-Ph H 


H3,4-F 2 -PhH 


H 3, 4- F<sub>2</sub>-Ph H 


H3,5-F 2 -PhH 


H 3, 5-F<sub>2</sub>-Ph H 


H 2,4-F 2 -Ph H 


H 2, 4- F<sub>2</sub>-Ph H 


H 2-CF 3 -Ph H 


H 2- CF<sub>3</sub>-Ph H 


H 2-F-6-CF 3 -Ph H 


H 2- F-6-CF<sub>3</sub>-Ph H 


H 2-F-6-Cl-Ph H 


H 2- F-6-Cl-Ph H 


H 2-F-6-Me-Ph H 


H 2- F-6-Me-Ph H 


H 2-F-6-MeO-Ph H 


H 2- F-6-MeO-Ph H 


H 2-F-4-Cl-Ph H 


H 2- F-4- Cl-Ph H 


H 2-F-4-CF 3 -Ph H 


H 2- F-4- CF<sub>3</sub>-Ph H 


H 2-F-4-Me-Ph H 


H 2- F-4- Me-Ph H 


H 2-F-4-MeO-Ph H 


H 2- F-4- MeO-Ph H 


H 3-F-4-Cl-Ph H 


H3-F-4- Cl-Ph H 


H 3-F-4-Me-Ph H 


H 3- F-4- Me-Ph H 


H 3-F-4-MeO-Ph H 


H 3- F-4- MeO-Ph H 


H 4-F-2-Cl-Ph H 


H 4- F-2- Cl-Ph H 


H 4-F-2-Me-Ph H 


H 4- F-2- Me-Ph H 


R 4-F-9-MpO-P1i T-T 
11 r-Z -IVItV-J-r 11 11 


n *+- r-z- ivievj-i n ri 


H 4-F-3-Cl-Ph H 


H 4- F-3- Cl-Ph H 


H 4-F-3-Me-Ph H 


H 4- F-3- Me-Ph H 


H 4-F-3-MeO-Ph H 


H 4- F-3- MeO-Ph H 


H 2-OH-Ph H 


H 2- OH-Ph H 


H 4-I-Ph H 


H 4- I-Ph H 
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H 4-MeOC(0)-Ph H 

H 2,6-Me 2 -Ph H 

H 2,6-(MeO) 2 -Ph H 

H 3-CF 3 -Ph H 

H 2-Br-Ph H 

H 3-Br-Ph H 

H 2-MeC(0)-Ph H 

H 4-c-Pr-Ph H 

H 4-PhS-Ph H 

H 2,3-Me 2 -Ph H 

H 3,4-Me 2 -Ph H 

H 3,5-Me 2 -Ph H 

H 2,3-(MeO) 2 -Ph H 

H 2,4-(MeO) 2 -Ph H 

H 2,5-(MeO) 2 -Ph H 

H 3 s 5-(MeO) 2 -Ph H 

H 2-F-4-I-Ph H 

H 2-F-4-EtO-Ph H 

H 2-F-6-Ph-Ph H 

H 3,4-methylenedioxy-Ph H 

H 3,4-ethylenedioxy-Ph H 

H 2-F-4-Br-Ph H 

H 2-Cl-4-Me-Ph H 

H 2,4,6-Me 3 -Ph H 

-CH=CH-CH=CH- H 

-CH=N-CH=CH- H 

-N=CH-CH=CH- H 

-(CH 2 ) 3 -H 

-(CH 2 ) 4 -H 

-CH 2 -CH 2 -0-CH 2 - H 

-CO-(CH 2 ) 3 - H 

-CH 2 -CH(CH 2 Ph)-CH 2 - H 

-CH 2 -CH 2 -CH(Me)-CH 2 - H 

-CH=CH-CH=C(OMe)- H 



H 4- MeOC (O ) -Ph H 

H 2, 6-Me<sub>2</sub>-Ph H 

H 2, 6- (MeO ) <sub>2</sub>-Ph H 

H 3- CF<sub>3</sub>-Ph H 

H 2- Br-Ph H 

H 3- Br-Ph H 

H 2- MeC (O ) -Ph H 

H 4- c-Pr-Ph H 

H 4- PhS-Ph H 

H 2, 3- Me<sub>2</sub>-Ph H 

H 3, 4- Me<sub>2</sub>-Ph H 

H 3, 5-Me<sub>2</sub>-Ph H 

H 2, 3- (MeO ) <sub>2</sub>-Ph H 

H 2, 4- (MeO ) <sub>2</sub>-Ph H 

H 2, 5- (MeO ) <sub>2</sub>-Ph H 

H 3, 5- (MeO ) <sub>2</sub>-Ph H 

H 2- F-4- I-Ph H 

H 2- F-4- EtO-Ph H 

H 2- F-6-Ph-Ph H 

H 3, 4- methylenedioxy-Ph H 

H 3, 4- ethylenedioxy-Ph H 

H 2- F-4- Br-Ph H 

H 2- Cl-4- Me-Ph H 

H 2, 4, 6-Me<sub>3</sub>-Ph H 

-CH=CH-CH=CH- H 

-CH=N- CH=CH- H 

-N=CH-CH=CH- H 

- (CH<sub>2</sub> ) <sub>3</sub>- H 

- (CH<sub>2</sub> ) <sub>4</sub>- H 

-CH<sub>2</sub>-CH<sub>2</sub>-0-CH<sub>2</sub>-H 

-CO- (CH<sub>2</sub> ) <sub>3</sub>- H 

-CH<sub>2</sub>-CH (CH<sub>2</sub>Ph ) 
-CH<sub>2</sub>- H 

-CH<sub>2</sub>-CH<sub>2</sub>-CH (Me ) 
-CH<sub>2</sub>- H 

-CH=CH-CH=C (OMe ) -H 
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Me H H 


Me H H 


Me C1H 


Me C1H 


Me F H 


Me F H 


Me Br H 


Me Br H 


Me I H 


Me I H 


Me Me H 


Me MeH 


Me EtH 


Me EtH 


Me n-Pr H 


Me n- Pr H 


Me i-Pr H 


Me i- Pr H 


Me n-Bu H 


Me n- Bu H 


Me i-Bu H 


Me i- Bu H 


Me s-Bu H 


Me s-Bu H 


Me t-Bu H 


Me t-Bu H 


Me n-Pen H 


Me n- Pen H 


Me 3-Me-n-Bu H 


Me 3- Me-n- Bu H 


Me n-Hex H 


Me n- Hex H 


Me Ethenyl H 


Me Ethenyl H 


Me 1-Propenyl H 


Me 1- Propenyl H 


Me Ethynyl H 


Me Ethynyl H 


Me CF 3 H 


Me CF<sub>3</sub> H 


Me c-Pr H 


Me c-Pr H 


Me c-Hex H 


Me c-Hex H 


Me MeO H 


Me MeO H 


Me t-BuO H 


Me t-BuO H 


Me CF 3 0 H 


Me CF<sub>3</sub>0 H 


Me MeS H 


Me MeS H 


Me MeSO H 


Me MeSO H 


Me MeS0 2 H 


Me MeSO<sub>2</sub> H 


Me N0 2 H 


Me NO<sub>2</sub> H 


Me NC H 


ivic i»v^ n 


Me CHO H 


Me CHO H 


Me Me2N H 


Me Me<sub>2</sub>N H 


Me PhCH 2 H 


Me PhCH<sub>2</sub> H 


Me PhCH=CH H 


Me PhCH=CH H 


Me 4-Cl-PHCH=CH H 


Me 4- Cl-PHCH-CH H 
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Me PhCH=CHCH 2 H 


Me PhCH=CHCH<sub>2</sub> H 


Me PhCC H 


Me PhCC H 


Me PhH 


Me PhH 


Me MeNHC(O) H 


Me MeNHC (0 ) H 


Me PhNHC(O) H 


Me PhNHC (0 ) H 


Me EtNHC(O) H 


Me EtNHC (O ) H 


Me 2-F-PhNHC(0) H 


Me 2- F-PhNHC (O ) H 


Me 3-F-PhNHC(0) H 


Me 3- F-PhNHC (0 ) H 


Me 4-F-PhNHC(0) H 


Me 4- F-PhNHC (0 ) H 


Me 2-Cl-PhNHC(0) H 


Me 2- Cl-PhNHC (0 ) H 


Me 3-Cl-PhNHC(0) H 


Me 3- Cl-PhNHC (0 ) H 


Me 4-Cl-PhNHC(0) H 


Me 4- Cl-PhNHC (0 ) H 


Me 2-Me-PhNHC(0) H 


Me 2- Me-PhNHC (0 ) H 


Me 3-Me-PhNHC(0) H 


Me 3- Me-PhNHC (0 ) H 


Me 4-Me-PhNHC(0) H 


Me 4- Me-PhNHC (O ) H 


Me 2-Br-PhNHC(0) H 


Me 2- Br-PhNHC (0 ) H 


Me 3-Br-PhNHC(0) H 


Me 3- Br-PhNHC (O ) H 


Me 4-Br-PhNHC(0) H 


Me 4- Br-PhNHC (0 ) H 


Me 2-MeO-PhNHC(0) H 


Me 2- MeO-PhNHC (0 ) H 


Me 3-MeO-PhNHC(0) H 


Me 3- MeO-PhNHC (0 ) H 


Me 4-MeO-PhNHC(0) H 


Me 4- MeO-PhNHC (0 ) H 


Me 2,6-F 2 -PhNHC(0) H 


Me 2, 6-F<sub>2</sut»-PhNHC (0 ) H 


Me MeOC(O) H 


Me MeOC (0 ) H 


Me MeOCH 2 H 


Me MeOCH<sub>2</sub> H 


Me MeOC(=NOMe) H 


Me MeOC (=NOMe ) H 


Me MeC(=NOMe) H 


Me MeC (=NOMe ) H 


Me MeC(O) H 


Me MeC (0 ) H 


Me CH 2 SMe H 


Me CH<sub>2</sub>SMe H 


Me CH 2 SCH 2 Ph H 


Me CH<sub>2</sub>SCH<sub>2</sub>Ph H 


Me Pyrazol-l-ylCH 2 H 


Me Pyrazol-l- ylCH<sub>2</sub> H 


Me CICH 2 H 


Me ClCH<sub>2</sub> H 


Me BrCH 2 H 


Me BrCH<sub>2</sub> H 


Me CF 3 CF 2 H 


Me CF<sub>3</sub>CF<sub>2</sub> H 


Me PhC(0)NH H 


Me PhC (0 ) NH H 


Me 1-Naphthyl H 


Me 1-NaphthylH 
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Me 1 -Me-Pyrazol-5-yI H 

Me l-Me-3-Cl-Pyrazol-5-yI H 

Me 2-F-Furan-3-yl H 

Me Oxazol-2-yl H 

Me l,2,4-Oxadiazol-3-yl H 

Me l,2,4-Thiadizazol-5-yl H 

Me 1,2,4-Triazol-l-ylH 

Mel,2,3-Triazol-l-ylH 

Me 1,2,3,4-Tetrazol-l-ylH 

Me 6-MeO-Pyrimidin-2-yl H 

Me Pyridazin-3-yl H 

Me l,3,5-Triazin-2-ylH 

Me l,2,4-Triazin-6-ylH 

Me l-Me-Pyrrol-2-yl H 

Me Furan-2-yl H 

Me Thiophen-2-yl H 

Me Thiazol-5-yl H 

Me 2,4-Me 2 -Oxazol-5-yl H 

Me 3-Me-Isothiazol-5-yl H 

Me Isoxazol-5-yl H 

Me l-Me-Imidazol-5-yl H 

Me 4-Me-l,2,3-Thiadiazol-5-yl H 

Me Pyridin-4-yl H 

Me Quinoxalin-2-yl H 

Me 6-Cl-Quinoxalin-2-yl H 

Me 6-F-Quinoxalin-2-yl H 

Me l-Me-Indol-3-yl H 

Me Benzothiazol-2-yl H 

Me 5-F-Benzothiazol-2-yl H 

Me 6-F-Benzothiazol-2-yI H 

Me Quinolin-4-yI H 

Me Pyrazin-2-yl H 

Me 4-CClF 2 -Pyrimidin-5-yl H 

Me Benzof\iran-2-yl H 



2003-6-20 

Me 2- Naphthyl H 

Me 1- Me-Pyrazol-5-yl H 

Me 1- Me-3- Cl-Pyrazol-5-yl H 

Me 2- F-Furan-3- yl H 

Me Oxazol-2- yl H 

Me 1,2,4- Oxadiazol-3- yl H 

Me 1, 2, 4- Thiadizazol-5-yl H 

Me 1,2, 4-TriazoI-l-ylH 

Me 1,2, 3-Triazol-l-ylH 

Me 1,2,3,4- Tetrazol-l-ylH 

Me 6-MeO-Pyrimidin-2- yl H 

Me Pyridazin-3- yl H 

Me l,3,5-Triazin-2- yl H 

Me 1,2,4- Triazin-6-yI H 

Me 1- Me-Pyrrol-2- yl H 

Me Furan-2- yl H 

Me Thiophen-2- yl H 

Me Thiazol-5-yl H 

Me 2, 4- Me<sub>2</sub>-Oxazol-5-yl H 

Me 3- Me-Isothiazol-5-yl H 

Me Isoxazol-5-yl H 

Me 1- Me-Imidazol-5-yl H 

Me 4- Me-1, 2, 3- Thiadiazol-5-yl H 

Me Pyridin-4- yl H 

Me Quinoxalin-2- yl H 

Me 6-Cl-Quinoxalin-2- yl H 

Me 6-F-Quinoxalin-2- yl H 

Mel-Me-Indol-3-ylH 

Me Benzothiazol-2- yl H 

Me 5-F-Benzothiazol-2- yl H 

Me 6-F-Benzothiazol-2- yl H 

Me Quinolin-4- yl H 

Me Pyrazin-2- yl H 

Me 4- CClF<sub>2</sub>-Pyrimidin-5-yl H 
Me Benzofuran-2- yl H 
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Me PhH 
Me 2-Cl-Ph H 
Me 3-Cl-Ph H 
Me 4-Cl-PhH 
Me 2-F-PhH 
Me 3-F-Ph H 
Me 4-F-Ph H 
Me 2-Me-Ph H 
Me 3-Me-Ph H 
Me 4-Me-Ph H 
Me 2-MeO-Ph H 
Me 3-MeO-Ph H 
Me 4-MeO-Ph H 
Me 4-Br-Ph H 
Me 2,4-Cl 2 -Ph H 
Me 3,4-Cl 2 -Ph H 
Me 2,4,6-Cl 3 -Ph H 
Me3,4-(MeO) 2 -PhH 
Me 2-Cl-4-Me-Ph H 
Me 2-MeO-4-Me-Ph H 
Me 2,4-Me 2 -Ph H 
Me 2,5-Me 2 -Ph H 
Me 2,6-F r Ph H 
Me 2,3,4,5,6-F 5 -Ph h 
Me 4-Et-Ph H 
Me4-i-Pr-PhH 
Me 4-t-Bu-Ph H 
Me 4-CF 3 -Ph H 
Me 4-i-PrO-Ph H 
Me 4-t-BuO-Ph H 
Me 4-CHF 2 0-Ph H 
Me 4-CF 3 0-Ph H 
Me 4-MeS-Ph H 
Me 4-CHO-Ph H 
Me 4-N0 2 -Ph H 



Me PhH 
Me 2- Cl-Ph H 
Me 3- Cl-Ph H 
Me 4- Cl-Ph H 
Me 2- F-Ph H 
Me 3- F-Ph H 
Me 4- F-Ph H 
Me 2- Me-Ph H 
Me 3- Me-Ph H 
Me 4- Me-Ph H 
Me 2- MeO-Ph H 
Me 3- MeO-Ph H 
Me 4- MeO-Ph H 
Me 4- Br-Ph H 

Me 2, 4- CKsub>2</sut»-Ph H 

Me 3, 4- Cl<sub>2</sub>-Ph H 

Me 2, 4, 6-CKsub>3</sub>-Ph H 

Me 3, 4- (MeO ) <sub>2</sub>-Ph H 

Me 2- Cl-4- Me-Ph H 

Me 2- MeO-4- Me-Ph H 

Me 2, 4- Me<sub>2</sub>-Ph H 

Me 2, 5-Me<sub>2</sub>-Ph H 

Me 2, 6-F<sub>2</sub>-Ph H 

Me 2, 3, 4, 5, 6-F<sub>5</sub>-Ph H 

Me 4- Et-Ph H 

Me 4- i- Pr-Ph H 

Me 4- t-Bu-Ph H 

Me 4- CF<sub>3</sub>-Ph H 

Me 4- i- PrO-Ph H 

Me 4- t-BuO-Ph H 

Me 4- CHF <sub>2</sub>0-Ph H 

Me 4- CF<sub>3</sub>0-Ph H 

Me 4- MeS-Ph H 

Me 4- CHO-Ph H 

Me 4- NO<sub>2</sub>-Ph H 
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Me 4-CN-Ph H 


Me 4- CN-Ph H 


Me 4-PhCH 2 0-Ph H 


Me 4- PhCH<sub>2</sub>0-Ph H 


Me 4-MeC(0)-Ph H 


Me 4- MeC (0 ) -Ph H 


Me4-PhC(0)-PhH 


Me 4- PhC (0 ) -Ph H 


Me 4-MeOCH 2 -PhH 


Me 4- MeOCH<sub>2</sub>-Ph H 


Me 4-MeSCH 2 -Ph H 


Me 4- MeSCH<sub>2</sub>-Ph H 


Me 4-MeC(0)0-Ph H 


Me 4- MeC (0 ) O-Ph H 


Me 4-Ph-Ph H 


Me 4- Ph-Ph H 


Me 4-PhO-Ph H 


Me 4- PhO-Ph H 


Me 2,3-Cl 2 -Ph H 


Me 2, 3- CKsub>2</sub>-Ph H 


Me 3,5-Cl 2 -Ph H 


Me 3, 5-CKsub>2</sub>-Ph H 


Me 2,6-Cl 2 -Ph H 


Me 2, 6-CKsub>2</sub>-Ph H 


Me 2,5-Cl 2 -Ph H 


Me 2, 5-CKsub>2</sub>-Ph H 


Me 2,3-F 2 -Ph H 


Me 2, 3- F<sub>2</sub>-Ph H 


Me 2,5-F 2 -Ph H 


Me 2, 5-F<sub>2</sub>-Ph H 


Me3,4-F 2 -PhH 


Me 3, 4- F<sub>2</sub>-Ph H 


Me3,5-F 2 -PhH 


Me 3, 5-F<sub>2</sub>-Ph H 


Me 2,4-F 2 -Ph H 


Me 2, 4- F<sub>2</sub>-Ph H 


Me 2-CF 3 -Ph H 


Me 2- CF<sub>3</sub>-Ph H 


Me 2-F-6-CF 3 -Ph H 


Me 2- F-6-CF<sub>3</sub>-Ph H 


Me 2-F-6-Cl-Ph H 


Me 2- F-6-Cl-Ph H 


Me 2-F-6-Me-Ph H 


Me 2- F-6-Me-Ph H 


Me 2-F-6-MeO-Ph H 


Me 2- F-6-MeO-Ph H 


Me 2-F-4-Cl-Ph H 


Me 2- F-4- Cl-Ph H 


Me 2-F-4-CF 3 -Ph H 


Me 2- F-4- CF<sub>3</sub>-Ph H 


Me 2-F-4-Me-Ph H 


Me 2- F-4- Me-Ph H 


Me 2-F-4-MeO-Ph H 


Me 2- F-4- MeO-Ph H 


Me 3-F-4-Cl-Ph H 


Me 3- F-4- Cl-Ph H 


Me 3-F-4-Me-Ph H 


Me 3- F-4- Me-Ph H 


ivic j-r -t-ivieu-i n n 


ivie j- r IVievy-r n rl 


Me 4-F-2-Cl-Ph H 


Me 4- F-2- Cl-Ph H 


Me 4-F-2-Me-Ph H 


Me 4- F-2- Me-Ph H 


Me 4-F-2-MeO-Ph H 


Me 4- F-2- MeO-Ph H 


Me 4-F-3-C!-Ph H 


Me 4- F-3- Cl-Ph H 


Me 4-F-3-Me-Ph H 


Me 4- F-3- Me-Ph H 
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Me 4-F-3-MeO-Ph H 


Me 4- F-3- MeO-Ph H 


Me 2-OH-Ph H 


Me 2- OH-Ph H 


Me 4-I-Ph H 


Me 4- I-Ph H 


Me 4-MeOC(0)-Ph H 


Me 4- MeOC (0 ) -Ph H 


Me 2,6-Me 2 -Ph H 


Me 2, 6-Me<sub>2</sub>-Ph H 


Me 2 s 6-(MeO) 2 -Ph H 


Me 2, 6- (MeO ) <sub>2</sub>-Ph H 


Me 3-CF 3 -Ph H 


Me 3- CF<sub>3</sub>-Ph H 


Me 2-Br-Ph H 


Me 2- Br-Ph H 


Me 3-Br-Ph H 


Me 3- Br-Ph H 


Me 2-MeC(0)-Ph H 


Me 2- MeC (0 ) -Ph H 


Me 4-c-Pr-Ph H 


Me 4- c-Pr-Ph H 


Me 4-PhS-Ph H 


Me 4- PhS-Ph H 


Me 2,3-Me 2 -Ph H 


Me 2, 3- Me<sub>2</sub>-Ph H 


Me 3,4-Me 2 -Ph H 


Me 3, 4- Me<sub>2</sub>-Ph H 


Me 3,5-Me 2 -Ph H 


Me 3, 5-Me<sub>2</sub>-Ph H 


Me 2,3-(MeO) 2 -Ph H 


Me 2, 3- (MeO ) <sub>2</sub>-Ph H 


Me 2,4-(MeO) 2 -Ph H 


Me 2, 4- (MeO ) <sub>2</sub>-Ph H 


Me 2 5 5-(MeO) 2 -Ph H 


Me 2, 5- (MeO ) <sub>2</sub>-Ph H 


Me 3,5-(MeO) 2 -Ph H 


Me 3, 5- (MeO ) <sub>2</sub>-Ph H 


Me 2-F-4-I-Ph H 


Me 2- F-4- I-Ph H 


Me 2-F-4-EtO-Ph H 


Me 2- F-4- EtO-Ph H 


Me 2-F-6-Ph-Ph H 


Me 2- F-6-Ph-Ph H 


Me 3,4-methylenedioxy-Ph H 


Me 3, 4- methylenedioxy-Ph H 


Me 3,4-ethylenedioxy-Ph H 


Me 3, 4- ethylenedioxy-Ph H 


Me 2-F-4-Br-Ph H 


Me 2- F-4- Br-Ph H 


Me 2-Cl-4-Me-Ph H 


Me 2- Cl-4- Me-Ph H 


Me 2,4,6-Me 3 -Ph H 


Me 2, 4, 6-Me<sub>3</sub>-Ph H 


Et EtH 


EtEtH 


Et n-Pr H 


Et n- PrH 


Et i-Pr H 


Et i- Pr H 


Et n-Bu H 


Et n- Bu H 


Et s-Bu H 


Et s-Bu H 


Et t-Bu H 


Et t-Bu H 


Et CF 3 H 


Et CF<sub>3</sub> H 


Et CF 2 CF 3 H 


Et CF<sub>2</sub>CF<sub>3</sub> H 



Page 262 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



Et 1-Naphthyl H 


Etl-NaphthylH 


Et 2-Naphthyl H 


Et 2- Naphthyl H 


Et PhH 


Et PhH 


Et 2-Cl-Ph H 


Et2- Cl-PhH 


Et 4-Cl-Ph H 


Et4- Cl-PhH 


Et 2-F-Ph H 


Et 2- F-Ph H 


Et 4-F-Ph H 


Et4- F-PhH 


Et 2-Me-Ph H 


Et2- Me-PhH 


Et 3-Me-Ph H 


Et 3- Me-Ph H 


Et 4-Me-Ph H 


Et 4- Me-Ph H 


Et 2-MeO-Ph H 


Et 2- MeO-Ph H 


Et 3-MeO-Ph H 


Et 3- MeO-Ph H 


Et 4-MeO-Ph H 


Et4- MeO-Ph H 


Et 4-Br-Ph H 


Et4- Br-PhH 


Et 2,6-F 2 -Ph H 


Et 2, 6-F<sub>2</sub>-Ph H 


Et 4-CF3-PI1 H 


Et 4- CF<sub>3<sub>-Ph H 


Et 4-Ph-Ph H 


Et 4- Ph-Ph H 


Et 4-PhO-Ph H 


Et 4- PhO-Ph H 


Et 2,3-F 2 -Ph H 


Et 2, 3- F<sub>2</sub>-Ph H 


Et 2,5-F 2 -Ph H 


Et 2, 5-F<sub>2</sub>-Ph H 


Et3,4-F 2 -PhH 


Et 3, 4- F<sub>2</sub>-Ph H 


Et 3,5-F 2 -Ph H 


Et 3, 5-F<sub>2</sub>-Ph H 


Et 2,4-F 2 -Ph H 


Et 2, 4- F<sub>2</sub>-Ph H 


Et 2-F-4-Cl-Ph H 


Et 2- F-4- Cl-Ph H 


Et 2-F-4-Me-Ph H 


Et 2- F-4- Me-Ph H 


Et 2-F-4-MeO-Ph H 


Et 2- F-4- MeO-Ph H 


Et3-F-4-Ci-PhH 


Et 3- F-4- Cl-Ph H 


Et 3-F-4-Me-Ph H 


Et 3- F-4- Me-Ph H 


Et 3-F-4-MeO-Ph H 


Et 3- F-4- MeO-Ph H 


Ft 4-F-2-Cl-Ph H 

l J L ^ 1 Zm \~*\ I 11 11 


Ft 4- F-9- Pl-Ph H 


Et 4-F-2-Me-PhH 


Et4- F-2- Me-PhH 


Et4-F-2-MeO-PhH 


Et 4- F-2- MeO-PhH 


Et 4-F-3-Cl-Ph H 


Et4- F-3- Cl-PhH 


Et 4-F-3-Me-PhH 


Et4- F-3- Me-PhH 


Et 4-F-3-MeO-Ph H 


Et 4- F-3-MeO-PhH 
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Et 2,6-(MeO) 2 -Ph H 


Et 


2, 6- (MeO ) <sub>2</sub>-Ph H 


Et 2-Br-Ph H 


Et 


2- Br-Ph H 


Et 3-Br-Ph H 


Et 


3- Br-Ph H 


Et4-EtO-PhH 


Et 


4- EtO-Ph H 


Et 2,3-Me 2 -Ph H 


Et 


2, 3- Me<sub>2</sub>-Ph H 


Et 3,4-Me 2 -Ph H 


Et 


3, 4- Me<sub>2</sub>-Ph H 


Et 3,5-Me 2 -Ph H 


Et 


3, 5-Me<sub>2</sub>-Ph H 


Et 2-Cl-3-Me-Ph H 


Et 


2- Cl-3- Me-Ph H 


Et 2-Cl-4-Me-Ph H 


Et 


2- Cl-4- Me-Ph H 


Et 3-Cl-4-Me-Ph H 


Et 


3- Cl-4- Me-Ph H 


Et4-Cl-2-Me-PhH 


Et 


4- Cl-2- Me-Ph H 


Et4-CI-3-Me-PhH 


Et 


4- Cl-3- Me-Ph H 


Et2,4,6-Me 3 -PhH 


Et 


2, 4, 6-Me<sub>3</sub>-Ph H 


Pr EtH 


Pr 


EtH 


Pr n-PrH 


Pr 


n- PrH 


Pri-PrH 


Pr 


i- PrH 


Prs-BuH 


Pr 


s-BuH 


Pr t-BuH 


Pr 


t-BuH 


Pr CF 3 H 


Pr 


CF<sub>3</sub> H 


Pr CF 2 CF 3 H 


Pr 


CF<sub>2</sub>CF<sub>3</sub> H 


Pr l-Me-3-Cl-Pyrazol-4-yi H 


Pr 


1- Me-3- Cl-Pyrazol-4- yl H 


Pr l-Me-5-Cl-Pyrazol-3-yl H 


Pr 


l-Me-5-Cl-Pyrazol-3-ylH 


Pr l-Me-5-Cl-Pyrazoi-4-yl H 


Pr 


l-Me-5-Cl-Pyrazol-4- yl H 


Pr PhH 


Pr 


PhH 


Pr 2-Cl-Ph H 


Pr 


2- Cl-Ph H 


Pr 4-Cl-PhH 


Pr 


4- Cl-Ph H 


Pr 2-F-Ph H 


Pr 


2- F-Ph H 


Pr 4-F-PhH 


Pr 


4- F-Ph H 


Pr 2-Me-Ph H 


Pr 


2- Me-Ph H 


Pr 4-Me-Ph H 


Pr 


4- Me-Ph H 


Pr 4-Br-PhH 


Pr 


4- Br-Ph H 


Pr 2,6-F 2 -Ph H 


Pr 


2, 6-F<sub>2</sub>-Ph H 


Pr 2,3-F 2 -Ph H 


Pr 


2, 3- F<sub>2</sub>-Ph H 


Pr 2,5-F 2 -Ph H 


Pr 


2, 5-F<sub>2</sub>-Ph H 


Pr 3,4-FrPh H 


Pr 


3, 4- F<sub>2</sub>-Ph H 
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Pr 3,5-F 2 -Ph H 


Pr 3, 5-F<sub>2</sub>-Ph H 




Pr 2,4-F 2 -Ph H 


Pr 2, 4- F<sub>2</sub>-Ph H 




Pr 2-Br-Ph H 


Pr 2- Br-Ph H 




Br n-Pr H 


Br n- Pr H 




Br i-Pr H 


Br i- Pr H 




Br s-Bu H 


Br s-Bu H 




Br t-Bu H 


Br t-Bu H 




Br CF 3 H 


Br CF<sub>3</sub> H 




Br CF 2 CF 3 H 


Br CF<sub>2<sub>CF<sub>3</sub> H 




Br PhH 


Br PhH 




Br 2-Cl-Ph H 


Br 2- Cl-Ph H 




Br 4-CI-Ph H 


Br 4- Ci-Ph H 




Br 2-F-Ph H 


Br 2- F-Ph H 




Br 4-F-Ph H 


Br 4- F-Ph H 




Br 2-Me-Ph H 


Br 2- Me-Ph H 




Br 4-Me-Ph H 


Br 4- Me-Ph H 




Br 4-Br-Ph H 


Br 4- Br-Ph H 




i-Pr i-Pr H 


1- Pr 1- Pr H 




i-Pr s-Bu H 


i- Pr s-Bu H 




i-Pr t-Bu H 


i- Pr t-Bu H 




i-Pr CF 3 H 


i- Pr CF<sub>3</sub> H 




i-Pr 






CF2CF3 


H 


i- Pr 


CF2CF3 


H 


i-Pr 






Ph 


H 


i- Pr 


Ph 


H 


i-Pr 






2-Cl-Ph 


H 


i- Pr 


2 -Cl-Ph 


H 


i-Pr 






4-Cl-Ph 


H 


i- Pr 


4 -Cl-Ph 


H 


i-Pr 






2-F-Ph 


H 
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1- rr 






2 -F-Pn 


H 


i-Pr 






4-F-Ph 


H 


l- rr 


A I? DU 

4 -r-rn 


H 


i-Pr 






2-Me-Ph 


H 


l- rr 


I -Me-rn 


T T 

H 


i-Pr 






4-Me-Ph 


H 


l- rr 


4 -Me-rn 


H 


i-Pr 






4-Br-Ph 


H 


i-Pr 


4 -Br-Ph 


H 


i-Pr 






2-Br-Ph 


H 


i- Pr 


2 -Br-Ph 


H 




C 











[0244] [0244] 




[it 66] [Chemical Formula 66] 

[0245] [0245] 
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COOMe , MeO*N COOMe 
MiO-^COOMi COOMt 

Yb-ya jf>x vp*va f^x 

MiO-N COOMe M«0-^COOMi 
COOMe . MeO-tl COOMj 



2003-6-20 



MeO-^COOMe "COOMe 
NeO-N COOMe MeO~^COOM* 



[Chemical Formula 67] 



[0246] 
[ft 68] 



^-Va J! lx 



COOMe 



MeO-^COOMe 



Vb-Vi 

MtO-N^COQMe 
Vb-Va 



COOMe 



MiO-N^COOMe 

NMe 
COO He 

X 



Vb 

Vc 



MeO-^COOMa 



Me 



MeO-N^XOOMe 

Me. M v 
b-Ve N^K 

*va 



Vc * 



COOMe 



Vb-va y N "!V X 



[0246] 

[Chemical Formula 68] 



MbO-N^COOMo MeO~^TOOMe 



[0247] 
lit 69] 



[0247] 

[Chemical Formula 69] 
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m 



COOMe 



MeO-^^COOMe 



vh-v» !*V 

H«0^ COOMl 



COOMj 
Me 

M»0~^COOMi 



COOMe 



M»0~^CO 

[0248] 

[a 3] 

-Va-Vb-Vc-Vd- X 

-S-CH 2 -C(OH)(C 2 F 5 )-N(Me)- H 

-S-CH(CH 2 Br)-CH 2 -N(Me)- H 
-S-S-CH=N- H 
-S-S-C(Ph)=N- H 
-S-S-C(CF 3 )=N- H 
-S-N(Me)-CH 2 -S- H 
-S-N(Ph)-CH 2 -S- H 
-S-N(Me)-CH(Ph)-S- H 
-N=N-C(=0)-0- H 
-N=N-CH(Me)-0- H 
-N=N-CH(Ph)-0- H 
-S-0-CH=N- H 
-S-0-C(Me)=N- H 
-S-0-C(Ph)=N- H 
-CH=CH-N(Me)-S- H 



[0248] 
[Table 3] 



-Va-Vb-Vc-Vd - X 



-S-CH<sub>2</sub>-C (OH ) 
(C<sub>2</sub>F<sub>5</sub> ) -N (Me ) -H 

-S-CH (CH<sub>2</sub>Br ) -CH<sub>2</sub>-N (Me ) -H 

-S-S-CH=N- H 

-S-S-C (Ph ) =N- H 

-S-S-C (CF<sub>3</sub> ) =N- H 

-S-N (Me ) -CH<sub>2</sub>-S- H 

-S-N (Ph ) -CH<sub>2</sub>-S- H 

-S-N (Me ) -CH (Ph ) -S- H 

-N=N- C (=0 ) -O- H 

-N=N- CH (Me ) -O- H 

-N=N- CH (Ph ) -O- H 

-S-0-CH=N- H 

-S-O-C (Me ) =N- H 

-S-O-C (Ph ) =N- H 

-CH=CH-N (Me ) -S- H 
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-CH=CH-N(Ph)-S- H 


-CH=CH-N (Ph ) -S- H 


-C(Me)=CH-N(Ph)-S- H 


-C (Me ) =CH-N (Ph ) -S- H 


-CH=C(Me)-N(Ph)-S- H 


-CH=C (Me ) -N (Ph ) -S- H 


-C(Me)=C(Me)-N(Ph)-S- H 


-C (Me ) =C (Me ) -N (Ph ) -S- H 


-CH=CH-N(Me)-0- H 


-CH=CH-N (Me ) -0- H 


-CH=CH-N(Ph)-0- H 


-CH=CH-N (Ph ) -0- H 


-C(Me)-CH-N(Ph)-0- H 


-C (Me ) =CH-N (Ph ) -0- H 


-CH=C(Me)-N(Ph)-0- H 


-CH=C (Me ) -N (Ph ) -0- H 


-C(Me)=C(Me)-N(Ph)-0- H 


-C (Me ) =C (Me ) -N (Ph ) -0- H 


-CH 2 -CH 2 -N(Me)-0- H 


-CH<sub>2</sub>-CH<sub>2</sub>-N (Me ) -0- H 


-CH r CH 2 -N(Ph)-0- H 


-CH<sub>2</sub>-CH<sub>2</sub>-N (Ph ) -0- H 


-CH 2 -C(=0)-N(Ph)-0- H 


-CH<sub>2</sub>-C (=0 ) -N (Ph ) -0- H 


-CH=N-N(Me)-CH 2 - H 


-CH=N- N (Me ) -CH<sub>2</sub>- H 


-CH=N-N(Ph)-CH 2 - H 


-CH=N- N (Ph ) -CH<sub>2</sub>- H 


-CH=N-N(Ph)-C(=0)- H 


-CH=N- N (Ph ) -C (=0 ) -H 


-C(Me)=N-N(Ph)-C(=0)- H 


-C (Me ) =N- N (Ph ) -C (=0 ) -H 


-N(Me)-CH 2 -N(Ph)-0- H 


-N (Me ) -CH<sub>2</sub>-N (Ph ) -0- H 


-N(Me)-C(=0)-N(Ph)-0- H 


-N (Me ) -C (=0 ) -N (Ph ) -0- H 


-N(Me)-CH 2 -N(Ph)-S- H 


-N (Me ) -CH<sub>2</sub>-N (Ph ) -S- H 


-N(Me)-C(=0)-N(Ph)-S- H 


-N (Me ) -C (=0 ) -N (Ph ) -S- H 


-S-CH 2 -C(Ph)=N- H 


-S-CH<sub>2</sub>-C (Ph ) =N- H 


-S-CH 2 -N(Ph)-N(Me)- H 


-S-CH<sub>2</sub>-N (Ph ) -N (Me ) -H 


-S-C(=0)-N(Ph)-N(Me)- H 


-S-C (=0 ) -N (Ph ) -N (Me ) -H 


-OCH 2 -C(Ph)=N- H 


-0-CH<sub>2</sub>-C (Ph ) =N- H 


-0-CH 2 -N(Ph)-N(Me)- H 


-0-CH<sub>2</sub>-N (Ph ) -N (Me ) -H 


-0-C(=0)-N(Ph)-N(Me)- H 


-0-C (=0 ) -N (Ph ) -N (Me ) -H 


-S-CH(Ph)-N(Me)-N(Me)- H 


-S-CH (Ph ) -N (Me ) -N (Me ) -H 


-0-CH(Ph)-N(Me)-N(Me)- H 


-0-CH (Ph ) -N (Me ) -N (Me ) -H 


-N=C(Me)-N=N- H 


-N=C (Me ) -N-N- H 


-N=C(Ph)-N=N- H 


-N=C (Ph ) -N=N- H 


-N=CH-CH=N- H 


-N=CH-CH=N- H 


-N=C(Ph)-CH=N- H 


-N=C (Ph ) -CH=N- H 


-S-N(Me)-CH 2 -N(Me)- H 


-S-N (Me ) -CH<sub>2</sub>-N (Me ) -H 


-S-N(Ph)-CH 2 -N(Me)- H 


-S-N (Ph ) -CH<sub>2</sub>-N (Me ) -H 


-0-N(Me)-CH 2 -N(Me)- H 


-ON (Me ) -CH<sub>2</sub>-N (Me ) -H 
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-0-N(Ph)-CH 2 -N(Me)- H 
-CH 2 -CH 2 -N(Me)-N(Me)- H 
-CH 2 -CH 2 -N(Ph)-N(Me)- H 
-CH 2 -C(Ph)=N-N(Me)- H 
-CH=C(Ph)-N(Me)-N(Me)- H 
-CH=CH-N(Ph)-N(Me)- H 
-CH=C(Ph)-N=N- H 
-CH=N-C(Ph)=N- H 
-CH 2 -CH 2 -N=N- H 
-N(Me)-0-CH(Ph)-N(Me)- H 
-0-CH 2 -C(Ph)=N- H 
-CH r CH r CH 2 -0- H 
-CH 2 -CH 2 -CH 2 -S- H 
-CH 2 -CH 2 -CH 2 -N(Me)- H 

-CH=CH-CH 2 -0- H 
-CH=CH-CH 2 -S- H 
-CH=CH-CH 2 -N(Me)- H 
-CH 2 -S-C(=N-Ph)-N(Me)- H 
-0-CH 2 -CH 2 -N(Me)- H 
-0-CH 2 -CH(Ph)-N(Me)- H 
-0-CH=CH-N(Me)- H 
-0-CH=CH(Ph)-N(Me)- H 
-N(Me)-CH 2 -CH r N(Me)- H 
-N(Me)-CH 2 -CH(Ph)-N(Me)- H 
-N(Me)-CH=CH-N(Me)- H 
-N(Me)-CH=CH(Ph)-N(Me)- H 
-S-CH=N-N(Me)- H 
-S-C(Ph)=N-N(Me)- H 
-S-CH 2 -N=N- H 
-S-CH(Ph)-N=N- H 
-0-CH=N-N(Me)- H 
-0-C(Ph)=N-N(Me)- H 
-N(Me)-CH 2 -N(Me)-N(Me)- H 
-N(Me)-CH(Ph)-N(Me)-N(Me)- H 



-O-N (Ph ) -CH<sub>2</sub>-N (Me ) -H 
-CH<sub>2</sub>-CH<sub>2</sub>-N (Me ) -N (Me ) -H 
-CH<sub>2</sub>-CH<sub>2</sub>-N (Ph ) -N (Me ) -H 
-CH<sub>2</sub>-C (Ph ) =N- N (Me ) -H 
-CH=C (Ph ) -N (Me ) -N (Me ) -H 
-CH=CH-N (Ph ) -N (Me ) -H 
-CH=C (Ph ) -N=N- H 
-CH=N- C (Ph ) =N- H 

-CH<sub>2</sub>-CH<sub>2</sub>-N=N-H 
-N (Me ) -O-CH (Ph ) -N (Me ) -H 
-0-CH<sub>2</sub>-C (Ph ) =N- H 

-CH<sub>2</sub>-CH<sub>2</sub>-CH<sub>2</sub>-0-H 

-CH<sub>2</sub>-CH<sub>2</sub>-CH<sub>2</sub>-S-H 

-CH<sub>2</sub>-CH<sub>2</sub>-CH<sub>2</sub>-N 
(Me ) -H 

-CH=CH-CH<sub>2</sub>-0- H 
-CH=CH-CH<sub>2</sub>-S- H 
-CH=CH-CH<sub>2</sub>-N (Me ) -H 
-CH<sub>2</sub>-S-C (=N- Ph ) -N (Me ) -H 
-0-CH<sub>2</sub>-CH<sub>2</sub>-N (Me ) -H 
-0-CH<sub>2</sub>-CH (Ph ) -N (Me ) -H 
-0-CH=CH-N (Me ) -H 
-0-CH=CH (Ph ) -N (Me ) -H 

-N (Me ) -CH<sub>2</sub>-CH<sub>2</sub>-N (Me ) -H 

-N (Me ) -CH<sub>2</sub>-CH (Ph ) -N (Me ) -H 

-N (Me ) -CH=CH-N (Me ) -H 

-N (Me ) -CH=CH (Ph ) -N (Me ) -H 

-S-CH=N- N (Me ) -H 

-S-C (Ph)=N-N(Me)-H 

-S-CH<sub>2</sub>-N=N- H 

-S-CH (Ph ) -N=N- H 

-0-CH=N- N (Me ) -H 

-O-C (Ph ) =N- N (Me ) -H 

-N (Me ) -CH<sub>2</sub>-N (Me ) -N (Me ) -H 

-N (Me ) -CH (Ph ) -N (Me ) -N (Me ) -H 
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-N(Me)-CH 2 -N(Ph)-N(Me)- H 


-N (Me ) -CH<sub>2</sub>-N (Ph ) -N (Me ) -H 


-N(Me)-CH(Me)-N(Ph)-N(Me)- H 


-N (Me ) -CH (Me ) -N (Ph ) -N (Me ) -H 


-N(Me)-CH=N-N(Me)- H 


-N (Me ) -CH=N- N (Me ) -H 


-N(Me)-C(Ph)=N-N(Me)- H 


-N (Me ) -C (Ph ) =N- N (Me ) -H 


-N(Me)-CH=N-N(Me)- H 


-N (Me ) -CH=N- N (Me ) -H 


-N(Me)-CH=N-N(Me)- H 


-N (Me ) -CH=N- N (Me ) -H 


-N=CH-N(Me)-N(Me)- H 


-N=CH-N (Me ) -N (Me ) -H 


-N=C(Ph)-N(Me)-N(Me)- H 


-N=C (Ph ) -N (Me ) -N (Me ) -H 


-N=CH-N(Me)-N(Me)- H 


-N=CH-N (Me ) -N (Me ) -H 


-N=CH-N(Ph)-N(Me)- H 


-N=CH-N (Ph ) -N (Me ) -H 


-S-N=CH-N(Me)- H 


-S-N=CH-N (Me ) -H 


-S-N=C(Ph)-N(Me)- H 


-S-N=C (Ph ) -N (Me ) -H 


-S-N(Me)-CH=N- H 


-S-N (Me ) -CH=N- H 


-S-N(Ph)-C(Ph)=N- H 


-S-N (Ph ) -C (Ph ) =N- H 


-S-N(Me)-C(Ph)=N- H 


-S-N (Me ) -C (Ph ) =N- H 


-S-N(Ph)-CH=N- H 



-S-N (Ph ) -CH=N- H 
-0-N=CH-N(Me)- H 



-0-N=CH-N (Me ) -H 
-0-N=C(Ph)-N(Me)- H 



-0-N=C (Ph ) -N (Me ) -H 
-0-N(Me)-CH=N- H 



-O-N (Me ) -CH=N- H 
-0-N(Ph)-C(Ph)=N- H 



-O-N (Ph ) -C (Ph ) =N- H 
-0-N(Me)-C(Ph)=N- H 



-O-N (Me ) -C (Ph ) =N- H 
-0-N(Ph)-CH=N- H 



-O-N (Ph ) -CH-N- H 



Page 271 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



-N(Me)-0-CH=N- H 



-N (Me ) -0-CH=N- H 
-N(Ph)-0-C(Ph)=N- H 



-N (Ph ) -O-C (Ph ) =N- H 
-N(Me)-0-C(Ph)=N- H 



-N (Me ) -O-C (Ph ) =N- H 
-N(Ph)-0-CH=N- H _ 



-N (Ph ) -O-CH-N- H 
-N(Me)-CH2-N=N- H 



-N (Me ) -CH2-N=N2- N- H 
-N(Me)-CH(Ph)-N=N- H 



-N (Me ) -CH (Ph ) -N=N- H 
-S-N=CH-S- H 



-S-N=CH-S- H 
-S-N=C(Ph)-S- H 



-S-N=C (Ph ) -S- H 
-0-CH=CH-0- H 



-0-CH=CH-0- H 
-0-C(Me)=CH-0- H 



-O-C (Me ) =CH-0- H 
-0-C(Ph)=CH-0- H 



-O-C (Ph ) -CH-0- H 
-0-C(Me)=C(Ph)-0- H 



-O-C (Me ) =C (Ph ) -O- H 
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-0-CH2-CH2-0- H 



-0-CH2-CH22- - H 
-0-CH2-CH(Ph)-0- H 



-0-CH2-CH (2 - ) -O- H 
-0-CH(Ph)-CH(Me)-0- H 



-O-CH (Ph ) -CH (Me ) -O- H 
-S-CH2-CH2-0- H 



-S-CH2-CH22- - H 
-S-CH2-CH(Ph)-0- H 



-S-CH2-CH (2 - ) -O- H 
-S-CH(Ph)-CH(Me)-0- H 



-S-CH (Ph ) -CH (Me ) -O- H 
-S-CH(Me)-CH(Ph)-0- H 



-S-CH (Me ) -CH (Ph ) -O- H 
-S-CH(Ph)-CH2-0- H 



-S-CH (Ph ) -CH2-0- H 
-S-CH2-CH2-S- H 



-S-CH2-CH22- - H 
-S-CH2-CH(Ph)-S- H 



-S-CH2-CH (2 - ) -S- H 
-S-CH(Ph)-CH(Me)-S- H 



-S-CH (Ph ) -CH (Me ) -S- H 
-N(Me)-CH2-CH2-0- H ~~ 



-N (Me ) -CH2-CH22- - H 
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-N(Me)-CH2-CH(Ph)-0- H 



-N (Me ) -CH2-CH (2 - ) -O- H 
-N(Me)-CH(Ph)-CH(Me)-0- H 



-N (Me ) -CH (Ph ) -CH (Me ) -O- H 
-N(Me)-CH(Me)-CH(Ph)-0- H 



-N (Me ) -CH (Me ) -CH (Ph ) -O- H 
-N(Me)-CH(Ph)-CH2-0- H 



-N (Me ) -CH (Ph ) -CH2-0- H 
-CH2-N=CH-S- H 



-CH2-N=CH-S- H 
-CH2-N=C(Ph)-S- H 



-CH2-N=C2- h) -S- H 
-CH2-S-CH=N- H 



-CH2-S-CH=N- H 
-CH2-S-C(Ph)=N- H 



-CH2-S-C2- h) =N- H 
-CH2-N(Me)-CH2-S- H 



-CH2-N (Me ) -CH2-S- H 
-CH2-N(Me)-CH(Ph)-S- H 



-CH2-N (Me)-CH (Ph ) -S- H 
-CH2-N(Ph)-CH2-S- H 



-CH2-N (Ph ) -CH2-S- H 
-CH2-N(Ph)-CH(Ph)-S- H 



-CH2-N (Ph ) -CH (Ph ) -S- H 
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{Table 4} 



[0249] 



COO Mo s Mtf-^XOOM* 



Vc 



V. 

M*0-N COOMo 



Vd Ve^ 



X 



COCM» 
MeO-fl*XOOII1e 



Xrtr" 

COOM» 



M«D-N*S:OOMe 

[ft 70] 



MeO-^COOl* 
X 



Vd. v J= N 

MeO-N^CONHMe 



V<L,>^f 



M80~^ "COO Me 



0-^CO 



MeO-N COMHMe 



[0249] 



[Chemical Formula 70] 



[0250] 

[a 4] 



-Va-Vb-Vc-Vd-Ve- X 



-S-CH 2 -CH=N-N(Me)- H 
-S-CH 2 -CH=N-N(Ph)- H 
-S-CH 2 -C(Me)=N-N(Me)- H 
-S-CH 2 -C(Ph)=N-N(Me)- H 
-S-C(=0)-CH 2 -N(Me)-N(Me)- H 
-S-C(=0)-CH 2 -N(Ph)-N(Me)- H 
-S-CH=C(Me)-N(Ph)-N(Me)- H 
-S-C(=0)-C(Me)=N-N(Me)- H 



[0250] 
[Table 4] 



-Va-Vb-Vc-Vd -Ve- X 



-S-CH<sub>2</sub>-CH=N- N (Me ) -H 
-S-CH<sub>2</sub>-CH=N- N (Ph ) -H 
-S-CH<sub>2</sub>-C (Me ) =N- N (Me ) -H 
-S-CH<sub>2</sub>-C (Ph ) =N- N (Me ) -H 
-S-C (=0 ) -CH<sub>2</sub>-N (Me ) -N (Me ) -H 
-S-C (-O ) -CH<sub>2</sub>-N (Ph ) -N (Me ) -H 
-S-CH=C (Me ) -N (Ph ) -N (Me ) -H 
-S-C (=0 ) -C (Me ) =N- N (Me ) -H 
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-S-C(=0)-C(Ph)=N-N(Me)- H 
-CH 2 -S-CH=CH-N(Me)- H 
-N=CH-N=C(F)-N(Me)- H 
-N=CH-N=C(Cl)-N(Me)- H 
-N=CH-N=C(Br)-N(Me)- H 
-N=CH-N=C(Ph)-N(Me)- H 
-N=CH-N=C(OPh)-N(Me)- H 
-N=CH-N=CH-N(Et)- H 
-N=CH-N=CH-N(Pr)- H 
-N=CH-N=C(CF 3 )-N(Me)- H 
-N=C(CI)-N=CH-N(Me)- H 
-N=CH-N=CH-N(Me)- H 
-CH 2 -CH 2 -0-CH 2 -CH 2 - H 

-CH 2 -CH 2 -N(Me)-CH 2 -CH 2 - H 

-N(Me)-CH 2 -CH=CH-S- H 
-N(Me)-CH 2 -C(Ph)=CH-S- H 
-N(Me)-CH 2 -CH=C(Ph)-S- H 
-N(Me)-CH 2 -CH=CH-0- H 
-N(Me)-CH 2 -C(Ph)=CH-0- H 
-N(Me)-CH 2 -CH=C(Ph)-0- H 
-N=CH-CH=CH-S- H 
-N=CH-C(Ph)=CH-S- H 



-S-C (=0 ) -C (Ph ) =N- N (Me ) -H 

-CH<sub>2</sub>-S-CH=CH-N (Me ) -H 

-N=CH-N=C (F ) -N (Me ) -H 

-N=CH-N=C (CI ) -N (Me ) -H 

-N=CH-N=C (Br ) -N (Me ) -H 

-N=CH-N=C (Ph ) -N (Me ) -H 

-N=CH-N=C (OPh ) -N (Me ) -H 

-N=CH-N=CH-N (Et)-H 

-N=CH-N=CH-N (Pr ) -H 

-N=CH-N=C (CF<sub>3</sub> ) -N (Me ) -H 

-N=C (CI ) -N=CH-N (Me ) -H 

-N=CH-N=CH-N (Me ) -H 

-CH<sub>2</sub>-CH<sub>2</sub>-0-CH<sub>2</sub>-CH<sub>2</sub>- 
H 

-CH<sub>2</sub>-CH<sub>2</sub>-N (Me ) 
-CH<sub>2</sub>-CH<sub>2</sub>- H 

-N (Me ) -CH<sub>2<7sub>-CH=CH-S- H 

-N (Me ) -CH<sub>2</sub>-C (Ph ) =CH-S- H 

-N (Me ) -CH<sub>2</sub>-CH=C (Ph ) -S- H 

-N (Me ) -CH<sub>2</sub>-CH=CH-0- H 

-N (Me ) -CH<sub>2</sub>-C (Ph ) =CH-0- H 

-N (Me ) -CH<sub>2</sub>-CH=C (Ph ) -O- H 

-N=CH-CH=CH-S- H 

-N=CH-C (Ph ) =CH-S- H 



-N=CH-CH=C(Ph)-S- H 



-N=CH-CH=C (Ph ) -S- H 
-N=CH-CH=CH-0- H 



-N=CH-CH=CH-0- H 
-N=CH-C(Ph)=CH-0- H 



-N=CH-C (Ph ) =CH-0- H 
-N=CH-CH=C(Ph)-0- H 



-N=CH-CH=C (Ph ) -O- H 
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-S-CH2-C(=0)-N(Me)-N(Me)- H 



= 2 -N (Me ) -N (Me ) -H -S-CH2-C 
-S-CH2-C(=0)-NPh-N(Me)- H 



= 2 -NPh-N (Me ) -H -S-CH2-C 
-S-CH=CH-CH(Ph)-N(Me)- H 



-S-CH=CH-CH (Ph ) -N (Me ) -H 
-CH=CH-CH=C(Ph)-N(-OMe)- H 



-CH=CH-CH=C (Ph ) -N (-OMe ) -H 
-CH=CH-CH=C(F)-N(-OMe)- H 



-CH=CH-CH=C (F ) -N (-OMe ) -H 
-CH=CH-CH=C(Cl)-N(-OMe)- H 



-CH=CH-CH=C (CI ) -N (-OMe ) -H 
-CH=CH-CH=C(-OPh)-N(-OMe)- H 



-CH=CH-CH=C (-OPh ) -N (-OMe ) -H 
-N(Me)-CH2-S-CH2-N(Me)- H 



-N (Me ) -CH2-S-CH2-N (Me ) -H 
-N(Me)-CH2-S-CH(Ph)-N(Me)- H 



-N (Me ) -CH2-S-CH (Ph ) -N (Me ) -H 
-N(Me)-CH=CH-CH-N- H 



-N (Me ) -CH=CH-CH=N- H 
-N(Me)-C(Ph)=CH-CH=N- H 



-N (Me ) -C (Ph ) =CH-CH=N- H 
-N(Me)-CH2-CH2-CH2-N(Me)- H 



-N (Me ) -CH2-CH22- H22- (Me ) -H 
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-N(Me)-CH(Ph)-CH2-CH2-N(Me)- H 



-N (Me ) -CH (Ph ) -CH2-CH22- (Me ) -H 
-0-CH2-CH2-CH2-N(Me)- H ~~ 



-0-CH2-CH22- H22- (Me ) -H 
-0-CH(Ph)-CH2-CH2-N(Me)- H 



-O-CH (Ph ) -CH2-CH22- (Me ) -H 
-0-CH2-CH2-CH2-N(Me)- H 



-0-CH2-CH22- H22- (Me ) -H 
-0-CH2-CH2-CH(Ph)-N(Me)- H 



-0-CH2-CH22- H (2 - ) -N (Me ) -H 
-S-CH2-CH2-CH2-N(Me)- H 



-S-CH2-CH22- H22- (Me ) -H 
-S-CH(Ph)-CH2-CH2-N(Me)- H 



-S-CH (Ph ) -CH2-CH22- (Me ) -H 
-S-CH2-CH2-CH2-N(Me)- H 



-S-CH2-CH22- H22- (Me ) -H 
-S-CH2-CH2-CH(Ph)-N(Me)- H 



-S-CH2-CH22- H (2 - ) -N (Me ) -H 
-N(Me)-CH2-N(Me)-CH2-N(Me)- H 



-N (Me ) -CH2-N (Me ) -CH2-N (Me ) -H 
-N(Me)-CH2-N(Me)-CH(Ph)-N(Me)- H 



-N (Me ) -CH2-N (Me ) -CH (Ph ) -N (Me ) -H 
-N(Me)-CH2-0-CH2-N(Me)- H 



-N (Me ) -CH2-0-CH2-N (Me ) -H 
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-N(Me)-CH2-0-CH(Ph)-N(Me)- H 

-N (Me ) -CH2-0-CH (Ph ) -N (Me ) -H 
-S-CH2-CH=CH2-N(Me)- H 



-S-CH2-CH-2- 2-N (Me ) -H 
-S-CH2-CH=CH(Ph)-N(Me> H 



-S-CH2-CH=2- (Ph ) -N (Me ) -H 
-S-CH=CH2-N(Me)-N(Me)- H 



-S-CH=CH2-N (Me ) -N (Me ) -H 
-S-CH=CH2-N(Ph)-N(Me)- H 



-S-CH=CH2-N (Ph ) -N (Me ) -H 



{Table 5 } 

[0251] 
[Table 5] 



[0252] 

[Chemical Formula 71] 



[0251] 
[315] 



[0252] 
[ft 71] 
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a~P{> ' ccP? ' 

COOlfc M,O^COOM! 
M, COORfc ^ M,o^~COOMt 

[0253] 
[ft 72] 



4, k COOAfc 7 MeoV^COOMa 




[0254] 
Hb 73] 



2003-6-20 



[0253] 

[Chemical Formula 72] 



[0254] 

[Chemical Formula 73] 
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*«#j*s*i;»«i«±#jsf *»JnLr, x 
B3&L fimm. *x*x-7;i,s?3>. 



Eff*<D#JSa)»?W***tta«(*lcaAL 
[0256] 

BttfittiLTI*, **'J*>fk 
k Btt &±* 7*/U-vWk -tftj-^-f MS* 

B**<*if&*i4. 

[0257] 



When application it does with the compound of this invention 
as microbicide , it mixes with the suitable solid carrier or 
liquid carrier usually, adding boundary surfactant , permeant , 
spreading agent , thickener , antifreeze , binder , blocking 
preventing agent , disintegrating agent and 
decomposition-preventing agent etc furthermorewith desire, 
with formulation of arbitrary form such as liquid , emulsion , 
wettable , water soluble , granule wettable , granule water 
soluble , suspension , emulsifier , suspoemulsion , 
microemulsion , powder , granule and gel agent 
offering/accompanying it is possible to utility. 

In addition, from viewpoint of labor reduction and safety 
improvement,enclosing formulation of above-mentioned 
arbitrary form into water solubility packaging , it ispossible 
also to offer. 

[0256] 

As solid carrier , for example quartz , kaolinite , pyrophiliite 
(DANA 71.2.1.1 ), sericite (DANA 71.2.2a.l ), talc , 
bentonite (DANA 7 1.3. la. 1-2 ), acidic clay , attapulgite , 
zeolite andsilicon algae earth or other natural mineral , you 
can list calcium carbonate , ammonium sulfate , sodium 
sulfate and potassium chloride or other inorganic salts , 
synthetic silicic acid and synthetic silicic acid salt . 

[0257] 

As liquid carrier , for example ethyleneglycol , propylene 
glycol and isopropanol or other alcohols , xylene , 
alkylbenzene and you can list alkyl naphthalene or other 
aromatic hydrocarbons , butyl cellosolve or other ethers , 
cyclohexanone or other ketones , ;ga-butyro!actone or other 
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UK2/*©»75KSL *a«u ***»u $SH 
[0258] 

[0259] 

;u7'J-;ux-x;u. tKU^+vx^u^xtu 
;U7x- ;ux-x;u, TKU^i/x^b^TKU^ 
^TV^PtV^P^zjTK'jT-.Ttfg^+vX 

TU>fliSSKxXT-;u. v;uif ^KKKxt.t- 
^fcctl/TK'J^+vx^bl/V^t^^lSfiKx 

Ktt, 7;u*;u^>if >xjU7tc/Htt. U^x> 
;u-7'j>«^lfc©tt % 7tx 0, j^+vx^Lx>7;u 

[0260] 

*©-ei*fci^ *#gH<z>sffl ioo iiviztt 

U 3kHt 0.05-20 Mtt(DtfiHA<a*Ll*o 



[0261] 



[0262] 



esters , N- methyl pyrrolidone , N- octyl pyrrol idone or other 
acyl amides , soybean oil , rape seed oil , cottonseed oil and 
castor oil or other vegetable oil and water. 



[0258] 

These solid and liquid carrier , even when using with alone 
may jointlyuse 2 kinds or more . 

[0259] 

As boundary surfactant , you can list salt , poly oxy ethylene 
alkyl aryl ether sulfuric acid and phosphate , polyoxyethylene 
styryl phenyl ether sulfuric acid and the phosphate , 
polycarboxylic acid salt and polystyrene sulfonate or other 
anionic surfactant , alkyl amine salt and alkyl quaternary 
ammonium salt or other cationic surfactant and amino acid 
type and betaine type or other amphoteric surfactant of the 
formalin condensate of salt , alkyl naphthalene sulfonic acid 
of formalin condensate of for example polyoxyethylene alkyl 
ether , polyoxyethylene alkyl aryl ether , polyoxyethylene 
styryl phenyl ether , polyoxyethylene polyoxy propylene block 
copolymer , polyoxyethylene fatty acid ester , sorbitan fatty 
acid ester and polyoxyethylene sorbitan fatty acid ester or 
other nonionic surfactant , alkyl sulfonate , alkylbenzene 
sulfonate , lignin sulfonate , alkyl sulfosuccinic acid salt , 
naphthalene sulfonate , alkyl naphthalene sulfonate , 
naphthalene sulfonic acid . 



[0260] 

content of these boundary surfactant is not something which 
especially islimited. Vis-a-vis formulation lOOparts by weight 
of this invention , range of usually 0.05 - 20 parts by weight 
isdesirable. 

In addition, these boundary surfactant , even when using with 
alone mayjointly use 2 kinds or more . 

[0261] 

In addition, when the compound of this invention you use as 
pesticide , herbicide , various insecticide , miticide , 
nematicide , microbicide , plant growth regulator , synergistic 
agent , fertilizer , soil conditioner etc of other kind and mixed 
application it is possible to do at timeof according to need 
formulation or time of scattering fabric . 

[0262] 

Especially, with decrease of application dose enlargement of 
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£(Farm Chemicals Handbook)2001 ^Hfilcfg® 
[0263] 

7v/<>y^— ;U(acibenzolar)^ 

7 A3^P t°^U^X(ampropyfos)^ 

7— 7V>(anilazine) % 

T+f ^U(azaconazole)^ 

7 % /^>XhPt*>(azoxystrobin), 

/ ^*j"^+V^U(benalaxyl) % 

K/y-;U(benodanil) % 

^ / 5^ U(benomy 1) % 

*>1f 7£ »J ;U(benzamacril), 

t^/^U;U(binapacryl), 

t^x-jU(biphenyl), 

t*f-;U^y— ^Kbitertanol), 

*h*+rv>(bethoxazine). 

/f^UK— i$(bordeaux mixture) ^ 

?7Xh1MS/>-S(blasticidin-S)* 

^ □ ^ □ V— ) U(bromoconazole) % 

J tf 'J h(bupirimate) % 

^^F^— h(buthiobate). 

^JUv^A/KUXJl/^K(calcium polysulfide)* 

+V^7^~;U(captafol), 

^rV^>(captan) > 

*hvi ?Mpi/£a U K(copper oxychloride)> 
2) ; U ^ □ / < 5 K(carpropamid) ^ 



fungicidal spectrum and,you can expect a higher microbicidal 
effect with synergistic action of cost reduction , mixed 
chemical other pesticide or plant hormone and by mixed 
application doing. 

this occasion, also combination with public knowledge 
pesticide of multiple ispossible simultaneously. 

for example Farm Chemicals Handbook (Farm Chemicals 
handbook ) there is a compound etc which is stated in 2001 
year edition the compound of this invention and as types of 
pesticide which mixed use is done. 

If generic name is illustrated concretely, as follows is, but it is 
notsomething which is always limited in only these. 

[0263] 

microbicide : 

[ashibenzoraaru ] (acibenzolar ) 

[amupuropiruhosu ] (ampropyfos ) 

anilazine (anilazine ), 

azaconazole (azaconazole ), 

azoxystrobin (azoxystrobin ), 

benalaxyl (benalaxyl ), 

[benodaniru ] (benodanil ) 

benomyl (benomyl ), 

[benzamakuriru ] (benzamacril ) 

binapacryl (binapacryl ), 

biphenyl (biphenyl ), 

bitertanol (bitertanol ), 

[betokisajin ] (bethoxazine ) 

Bordeaux liquid (bordeaux mixture ), 

blasticidin -S (blasticidin-S ), 

bromo conazole (bromoconazole ), 

bupirimate (bupirimate ), 

buthiobate (buthiobate ), 

calcium polysulfide (calcium polysulfide ), 

[kyaputafooru ] (captafol ) 

captan (captan ), 

kappa oxy chloride (copper oxychloride ), 
carpropamid (carpropamid ), 
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^JjU^l/^vl^carbendazim^ 

il ) U/tf + V>(carboxin) „ 

^r/>^'^'^>— h(chinomethionat) % 

£P^>^7V>(chlobenthiazone), 

^□;U7x^-l/— JU(chlorfenazol). 

<7 □ □ ^(ch loroneb) . 

£PP$P~ Jl/(chlorothalonil), 

£ D X J ' J h(chlozo 1 inate) % 

^^^^^cufraneb)* 

v-t^-tf-— ;U(cymoxanil) % 

v^n^^l/— ^U(cyproconazol)^ 

V^Pv— Jl/(cyprodinil)* 

V^P*7vA(cyprofuram) v 

xA^j;U^(debacarb), 

i/<7 P P T7x>(dichlorophen) % 

V^P^h^y— ;U(diclobutrazol), 

V^P^-Rdiclhlofluanid), 

v£ P > v>(diclomedine)* 

V^P^>(dicloran)* 

vXh7x>^;U7f(diethofencarb), 

V<7 P V> *V h(diclocymet) , 

v7x/p-^-y— Jl/(difenoconazoIe)* 

i/7;U>hU>(diflumetorim), 

v/^U^—^Kdimethirimol). 

vyh^;U7(dimethomorph) s 

i/Zia-^-y— ;i/(diniconazole). 

v-=l-f7-;U-M(diniconazole-M), 

v/*^(dinocap), 

v7x~;UT5>(diphenylamine)^ 

vt 0, J^7)->(dipyrithione), 

i/^UATtvXCditalimfos), 

v^7/>(dithianon). 

KT^U"7(dodemorph)* 

Ki/>(dodine), 

K^y^VP^Cdrazoxolon). 



[karubendajin ] (carbendazim ) 
carboxin (carboxin ), 
quinomethionate (chinomethionat ), 
[kurobenchiazon ] (chlobenthiazone ) 
[kurorufenazooru ] (chlorfenazol ) 
chloroneb (chloroneb ), 
chlorthaionil (chlorothalonil ), 
[kurozorineeto ] (chlozolinate ) 
[kufuranebu ] (cufraneb ) 
cymoxanil (cymoxanil ), 
cyproconazole (cyproconazol ), 
cyprodini! (cyprodinil ), 
cyprofuram (cyprofuram ), 
[debakarubu ] (debacarb ) 
dichlorophene (dichlorophen ), 
diclobutrazol (diclobutrazol ), 
[jikurofiiranido ] (diclhlofluanid ) 
diclomezine (diclomedine ), 
[jikuroran ] (dicloran ) 
diethofencarb (diethofencarb ), 
[jikuroshimetto ] (diclocymet ) 
difenconazole (difenoconazole ), 
[jifurumetorin ] (diflumetorim ) 
dimethirimol (dimethirimol ), 
dimethomorph (dimethomorph ), 
diniconazole (diniconazole ), 
diniconazole -M (diniconazole-M ), 
dinocap (dinocap ), 
diphenylamine (diphenylamine ), 
dipyrithione (dipyrithione ), 
[jitarimuhosu ] (ditalimfos ) 
dithianon (dithianon ), 
[dodemorufu ] (dodemorph ) 
dodine (dodine ), 
[dorazokusoron ] (drazoxolon ) 
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X-r*7x/7txX(edifenphos)s 

X/H^va^y— JU(epoxiconazole)* 

X £ zi ~y V — ; U(etaconazole) % 

X^U^Kethirimol), 

XhUvTy-^Ketridiazole), 

'^T^+'tf" K>(famoxadone) * 

7x^iJ^;U(fenarimol), 

^x^n^- % /— ;U(febuconazole), 

^x>77A(fenfuram) % 

7x>t°^Px;L,(fenpiclonil). 

T7x>:?P fcf v>(fenpropidin). 

7i>^P t 0: E;U^(fenpropimorph), 

7x>^>(fentin), 

^xjU/0(ferbam), 

^x'J A V>(ferimzone)* 

^;UTv^A(fluazinam), 

7;Uv^-+V-;Kfludioxonil), 

^;i/^-D-<5K(fluoroimide), 

*7;U+>3^V r ^;Kfluquinconazole) % 

;U(flusilazole), 
7;i/X;U7T5K(flusulfamide), 
7;Uh7x;U(flutolanil), 
7;Uh'J77*— ;U(flutriafol), 
7^;U^^h(folpet), 

37^ir^l/-7JU^X^A(fosetyl-aluminium) % 
y<V& % J— ;U(fuberidazole), 
7^^+v;U(furalaxyI) % 

*7 x 5 K>(fenamidone) * 

:7x>^+Ht^K(fenhexamid) v 

^T^^^Cguazatine)* 

/\^r-y-^7 D □ K>-tf >(hexachlorobenzene) x 

/ ^r"9"3"J" > /— ^U(hexaconazole)^ 

fc>*UV— ;U(hymexazol), 

-f7lf< J;i/(imazalil)> 

-Y^^^P^V — JU(imibenconazole)> 



[edefenohosu ] (edifenphos ) 
epoxyconazole (epoxiconazole ), 
etaconazole (etaconazole ), 
[echirimoru ] (ethirimo! ) 
[etorijiazooru ] (etridiazole ) 
[famokisadon ] (famoxadone ) 
fenarimol (fenarimol ), 
[febukonazooru ] (febuconazole ) 
[fenfuramu ] (fenfuram ) 
fenpiclonil (fenpiclonil ), 
fenpropidin (fenpropidin ), 
fenpropimorph (fenpropimorph ), 
fentin (fentin ), 
[feruban ] (ferbam ) 
ferimzone (ferimzone ), 
fluazinam (fluazinam ), 
fludioxonil (fludioxonil ), 
fluoro imide (fluoroimide ), 
fluquinconazole (fluquinconazole ), 
flusilazole (flusilazole ), 
flusulfamide (flusulfamide ), 
flutolanil (flutolanil ), 
[furutoriafooru ] (flutriafol ) 
folpet (folpet ), 

[fosechiru ] -al * Niu * (fosetyl-aluminium ), 
[fuberidazooru ] (fuberidazole ) 
furalaxyl (fliralaxyl ), 
[fenamidon ] (fenamidone ) 
[fenhekisamido ] (fenhexamid ) 
guazatine (guazatine ), 
hexachlorobenzene (hexachlorobenzene ), 
hexaconazole (hexaconazole ), 
hymexazole (hymexazol ), 
imazalil (imazalil ), 
imibenconazole (imibenconazole ), 
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^5/££v>(iminoctadine)* 

-f ^P "J" V ~~ J U (ipconazoie) * 

*f 3? P ^ > /fvX(iprobenfos) „ 

^fl7Pv^">(iprodione) % 

^V^ , Q^^7>(isoprothiolane)^ 

^^□/^J*;U^(iprovalicarb), 

^J7.^f"7^v>(kasugamycin), 

<7l/V^rVix-/^;U(kresoxim-methyl), 

'Vl/jiy/ ^— (mancopper)* 

P if ^(mancozeb) , 
T>^^(maneb), 

fcf UAtmepanipyrim)* 
X^P— ;L/(mepronil) % 
^T+vJKmetalaxyl), 

> ha ^(metconazole) „ 
y^^A^etiram)^ 

^ h^y X h P tf >(metominostrobin) * 
£^P^£— JKmyclobutanil)* 
*J~/^A(nabam),> 

H)(nickel bis(dimethyldithiocarbamate)). 

-hP^— ;U-^V^Pt°J U(nitrothal-isopropyl) , 
2 7 'J ^ )l (nuarimol) , * 0 U J > 
(octhilinone)* ^3?L^— X(ofurace) % 

;U (oxadixyl) , * * * )l> Tf? * *> > 
(oxycarboxin), ^+7Ka^-7— ;U^^ 
(oxpoconazole fumarate) . ^ 7 5 X — h 
(pefurzoate) , ^>P"?"l/— JKpenconazole), ^ 

> V £ P > (pencycuron) , 7 $ ^ >f K(phthalide) , 
t° U >(piperalin) % /tf 1 J (polyoxins) , 
^P^t V — (probenazole), ^P<7P^X 
(prochloraz), ~Ju v5Kl/(procymidone) > ^PA 
^^l/^J§l£^(propamocarb hydrochloride), ~J 
P tf 3 ± X J — ;U (propiconazole) , 3? P fcf * ^ 
(propineb), tf^/zft^pyrazophos), t 0, j7x/y 
^X (pyrifenox), fcf'J JU(pyrimethanil), tf 
P + jl P > (pyroquilon) , + 
(quinoxyfen) , + 1/ h -tf > (quintozene) , {ft H 
(sulfur), Xfc°P++f^>(spiroxarnine), 7-~Jl"Y 
V — (tebuconazole) , T £ *t" *tf > (tecnazene) , 
T-bv^i-V— ;i/(tetraconazole), TTOW— 
)l (thiabendazole) , ^ "7 ;U If ^ K(thifluzamide) , 
5^77*— ^Kthiophanate-methyl), ^7 
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iminoctadine (iminoctadine ), 
ipconazoie (ipconazoie ), 
iprobenfos (iprobenfos ), 
iprodione (iprodione ), 
isoprothiolane (isoprothiolane ), 
[ipurobarikarubu ] (iprovalicarb ) 
kasugamycin (kasugamycin ), 
kresoxim -methyl (kresoxim-methyl ), 
man kappa (mancopper ), 
mancozeb (mancozeb ), 
maneb (maneb ), 
mepanipyrim (mepanipyrim ), 
mepronil (mepronil ), 
metalaxyl (metalaxyl ), 
metconazole (metconazole ), 
[mechiramu ] (metiram ) 
[metominosutorobin ] (metominostrobin ) 
microbutanil (myclobutanil ), 
[nabamu ] (nabam ) 

nickel bis (dimethyldithiocarbamate ), nickel bis (dimethyl 
dithiocarbamate ) 

nitro tar -isopropyl (nitrothal-isopropyl ), jplO ants mole 
(nuarimol ), octi jp9 non (octhilinone ), ofurace (ofiirace ), 
oxadixyl (oxadixyl ), oxycarboxin (oxycarboxin ), 
[okipokonazoorufumaaru ] acid salt (oxpoconazole 
fumarate ), pefurazoate (pefurzoate ), penconazole 
(penconazole ), pencycuron (pencycuron ), phthalide 
(phthalide ), [piperarin ] (piperalin ), polyoxins (polyoxins ), 
probenazole (probenazole ),prochloraz (prochloraz ), 
procymidone (procymidone ) 5 propamocarb hydrochloride 
(propamocarb hydrochloride ), propiconazole 
(propiconazole ), propineb (propineb ), pyrazophos 
(pyrazophos ), pyrifenox (pyrifenox ),[pirimetaniru ] 
(pyrimethanil ), [pirokyuron ] (pyroquilon ), quinoxyfen 
(quinoxyfen ), quintozene (quintozene ), sulfur (sulfur ), 
sprioxamine (spiroxamine ), tebuconazole (tebuconazole ), 
[tekunazen ] (tecnazene ), tetraconazole (tetraconazole ), 
tiabendazole (thiabendazole ),thifluzamide (thifluzamide ), 
thiophanate -methyl (thiophanate-methyl ), jp8 ram (thiram ) } 
tolclofos -methyl (tolclofos-methyl ), [torirufuranido ] 
(tolylfluanid ), triadimefon (triadimefon ), triadimenol 
(toriadimenol ), [toriazokishido ](triazoxide ), tricyclazole 
(tricyclazole ), tridemorph (tridemorph ), triflumizole 
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A (thiram) % h )l <? P * X - > =f- )\, 
(iolclofos-methyl) % h 'J )1>Z>?=- K(tolylfluanid) , 
h 'J 7 i> * t» > (triadimefon) . h "J 7 V > / - ;U 
(toriadimenol), HJ 7 74* vK(triazoxide), MJv 
£ 7 7 — )l (tricyclazole) . h'Jfiil/7 
(tridemorph), ;U(triflumizole), HJ 

* "J > (triforine) , h 'J f 3 t 7 - il 
(triticonazole), A'J^V-fv^ (validamycin)* tf 
□ */ >J >(vinclozolin) , v ^^(zineb)S XSV 
^A(ziram)^ 0 

[0264] 

(streptomycin) „ ^"4rV7*h"7it^T £ 'J > 
(oxytetracycline) £. IS "fr *r V'J — V *? 7 v K 
(oxolinic acid)^ 0 

[0265] 

8tt4#J:7;uK*i/*;U^(aldoxycarb),-7*X 
7 if — h (fosthiazate) % "7 * X X $ > 
(fosthietan), **^5;i/(oxamyl);Rt;:7x-}-5* 
X(fenamiphos)^ 0 

[0266] 

«y-SlJ:75h5X(amitraz), ^P^PbfU— 
h (bromopropylate) ^ ^ / ^ ^~ ^ — h 
(chinomethionat) * ^PP^^v^ — h 
(chlorobezilate), ^P^x>-fv>(clofentezine)^ 
+h-f/\+^^>( C yhexatine), v=l7^-;U 
(dicofol), viy^P- ;U(dienochlor), Xh+tJ- 
*/— ;L/(etoxazole) % ?x"J-+f+>(fenazaqiiin), "7 
x>^^^>^vK(fenbutatin oxide), 7x>? 
P/^hU>(fenpropathrin), 7i>^P+v^-h 
(fenproximate) , /WU^xI/^Py^X 
(hal fenprox) s ^+vf 7l/7^X (hexy thiazox) „ 
5;U*>$*>(milbemectin)* ^P/OU^f^h 
(propargite). tfU^K^ (pyridaben), tf'JSv^x 
> (pyrimidifen) St/f ?7i>e7h* 
(tebufenpyrad) ^ G 

[0267] 

7/^£^>(abamectin) v 

7*fe7x— h(acephate), 

7-tr^5tf U K(acetamipirid), 

7v>/1^X->^;i/(azinphos-methyl), 

*>$/**;U?(bendiocart>)* 

^>77^;U"?(benruracarb), 

K>x;U^^^(bensultap). 



(triflumizole ), triforine (triforine ), tri jp8 conazole 
(triticonazole ), validamycin (validamycin ), vinclozolin 
(vinclozolin ), zineb (zineb ) and ziram (ziram ) etc. 



[0264] 

Shooting bacteria agent istreptomycin (streptomycin ), 
oxytetracycline (oxytetracycline ) and oxo jp9 nick acid 
(oxolinic acid ) etc. 

[0265] 

nematicide : [arudokishikarubu ] (aldoxycarb ), 
[fosuchiazeeto ] (fosthiazate ), [fosuchietan ] (fosthietan ), 
oxamyl (oxamyl ) and fenamiphos (fenamiphos ) etc. 

[0266] 

miticide :amitraz (amitraz ), bromopropylate 
(bromopropylate ), [chinomechioneeto ] (chinomethionat ), 
chloro benzylate (chlorobezilate ), clofentezine 
(clofentezine ), [saihekisachin ] (cyhexatine ), dicofol 
(dicofol ), dieno chloro (dienochlor ), etoxazole (etoxazole ), 
fenazaquin (fenazaquin ), [fenbutachinokishido ] (fenbutatin 
oxide ), fenpropathrin (fenpropathrin ), [fenpurokishimeeto ] 
(fenproximate ), halfenprox (halfenprox ), hexythiazox 
(hexythiazox ),milbemectin (milbemectin ), propargite 
(propargite ), pyridaben (pyridaben ), pyrimidifen 
(pyrimidifen ) and tebufenpyrad (tebufenpyrad ) etc. 



[0267] 
insecticide : 

abamectin (abamectin ), 

acephate (acephate ), 

acetamiprid (acetamipirid ), 

[ajinhosu ] -methyl (azinphos-methyl ), 

bendiocarb (bendiocarb ), 

benfuracarb (benfuracarb ), 

bensultap (bensultap ), 
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tf7x>hU>(bifenthrin), 

? -?Q ^xi/>(buprofezin) % 

^h^U^+V>(butocarboxim)^ 

*;U/^J ;U(carbaryl), 

^U/K77>(carboruran) % 

*;L//KX;U7T>(carbosulfan) v 

^U^y^cartap), 

^□;U7x^t°;Kchlorfenapyr), 

^□;Ut 0, J/t>X(chlorpyrifos), 

^□;U7x>e>/t^7 k (chlorfenvinphos), 

^□;U^;U7Xa>(chIorfluazuron) % 

9U=f-T— V>(clothianidin) v 

£ Q "7"7x v K(chromafenozide) , 

0 □ t° 1 J Tf-vX-y ;i/(chlorpyrifos-methy I) , 

■tl-^^^hUVCcyfluthrin), 

^--y--<7;UhU>(beta.cyfluthrin), 
1M/ >7JJ>(cypenriethrin), 
yP7v> (cy romazi ne) ^ 
-tf-^/NDHJ >(cyha!othrin) % 
7A^ -i// \P HJ >(lambda-cyhalothrin), 
xJU£>hU>(deUamethrin), 
v77x>^^P>(diafenthiuron), 
y^7v/>(diazinon), 
vT^PT^Cdiacloden)^ 
V^;U^<>XP>(diflubenzuron). 
vy^;Ut>/-nX(dimethylvinphos), 
V^-^xy^^CdiofenoIan). 
vX;U7^-h>(disulfoton). 
v^hX— Kdimethoate), 
EPN, 

XT^xl// Kesfenvalerate), 
X^7x>*;u:?(ethiofencarb). 
Xf^P- ;U(ethipro!e). 
Xh^x^^P^^XCetofenprox), 
XhUA*X(etrimfos), 



bifenthrin (bifenthrin ), 

buprofezin (buprofezin ), 

buto carboxin (butocarboxim ), 

carbaryl (carbaryl ), 

carboftiran (carbofuran ), 

carbosulfan (carbosulfan ), 

cartap (cartap ), 

chlorfenapyr (chlorfenapyr ), 

chlorpyrifos (chlorpyrifos ), 

chlorofenvinphos (chlorfenvinphos ), 

chlorfluazuron (chlorfluazuron ), 

[kurochianijin ] (clothianidin ) 

chromafenozide (chromafenozide ), 

[kuropirihosu ] -methyl (chlorpyrifos-methyl ), 

[saiflirutorin ] (cyfluthrin ) 

beta - [saiflirutorin ] (beta-cyfluthrin ), 

cypermethrin (cypermethrin ), 

cyromazine (cyromazine ), 

[saiharotorin ] (cyhalothrin ) 

lambda cyhalothrin (lambda -cyhalothrin ), 

deltamethrin (deltamethrin ), 

diafenthiuron (diafenthiuron ), 

diazinon (diazinon ), 

diacloden (diacloden ), 

diflubenzuron (diflubenzuron ), 

dimethyl vinphos (dimethyl vinphos ), 

[jiofenoran ] (diofenolan ) 

disulfoton (disulfoton ), 

dimethoate (dimethoate ), 

EPN, 

esfenvalerate (esfenvalerate ), 
ethiofencarb (ethiofencarb ), 
[echipurooru ] (ethiprole ) 
ethofenprox (etofenprox ) s 
etrimfos (etrimfos ), 
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ZPjl - h □ ^^(fenitrothion), 
7 x / ) L/^(fenobucarb) . 
~?jLJ*r\/'h — T?( fenoxycarb)* 
7x>^P / ^ h U ^(fenpropathrin) % 
7x1// ^l/U— h(fenvalerate)„ 
^^□-^(fipronil), 

h(flucythrinate), 
^;U7x/^X^P>(flufenoxuron), 
7;U7x>^P»y^X(flufenprox). 
£ ^ -7 ; U / < 1 J h(tau-flu val inate) % 
7ft//ftX(fonophos) % 
7^;U>^^— K(formetanate). 
7*;U^5^>(forrnothion), 
^^^^■^^^(furathiocarb), 
/ \ P 7x7 v K(halofenozide). 
^^^:?Jl/AP>(hexaflumuron). 
tK^f ;i//>(hydramethylnon), 

^ ^ <7 P Zf U K( i m i dacloprid) * 
*<V7xl/7t\X(isofenphos)* 

> K^r"9" ^1 U^(indoxacarb) s 

•f V ^ P 2j ) U ^(isoprocarb) v 

^y^.-y-^^->(i soxa thion) % 

^:7x*^P>(lufenuron), 

■7 7 * > (malathion) % ^ f t h' 
(metaldehyde) , ^^SK/ft^methamidophos), y 
f t> (methidathion) . ^ 5 ^ 'J * X 
(methacrifos), ^^;i/*;i/"^(metalcarb). > 
(methomyl), P< 7 (methoprene), >h+v£ 
P — ;U (methoxychlor) , ^ + v7i/vh # 
(methoxyfenozide) * i / ^ P h ^ X 
(monocrotophos), Ix7.il — b(muscalure), — 
f > 7 A (nitenpyram) , t>hl-h 
(omethoate) , 3j" + 2/xJ*h:/->^;U 
(oxydemeton-methyl), ^^"tf"^ J l> (oxamyl), 
7 f :t > (parathion) , 7 =f- * > - * =f- )\> 
(parathion-methyl), / ^ X' J > (permethrin), "7 
x 1/ h X — h (phenthoate) , 7t+vA (phoxi m) , 
/ftl/— Kphorate), ?MJ"P> (phosalone), 7fcX> 
yHphosmet), ^X^75K>(phosphamidon), tf 
U ^ -h )l ~? (pirimicarb) , t? 'J £ * X - > ^ ;U 
(pirimiphos-methyl) , ^ P 7 i / ^ X 
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fenitrothion (fenitrothion ), 
fenobucarb (fenobucarb ), 
fenoxycarb (fenoxycarb ), 
fenpropathrin (fenpropathrin ), 
fenvalerate (fenvalerate ), 
fipronil (fipronil ), 
flucythrinate (flucythrinate ), 
[furufenokusuuron ] (flufenoxuron ) 
[rurufenpurokkusu ] (flufenprox ) 
[tau ] -fluvalinate (tau-fluval inate ), 
[honohosu ] (fonophos ) 
[forumetaneeto ] (formetanate ) 
formothion (formothion ), 
furathiocarb (furathiocarb ), 
[harofenojido ] (halofenozide ) 
hexaflumuron (hexaflumuron ), 
hydramethylnon (hydramethylnon ), 
imidacloprid (imidacloprid ), 
isofenphos (isofenphos ), 
indoxacarb (indoxacarb ), 
isoprocarb (isoprocarb ), 
isoxathion (isoxathion ), 
[rufenuuron ] (lufenuron ) 

malathion (malathion ), [metarudehido ] (metaldehyde ), 
[metamidohosu ] (methamidophos ), methidathion 
(methidathion ), [metakurihosu ] (methacrifos ), 
[metarukarubu ] (metalcarb ), methomyl (methomyl ), 
methoprene (methoprene ),methoxy chloro (methoxychlor ), 
methoxyfenozide (methoxyfenozide ), monocrotophos 
(monocrotophos ), [musukaruure ] (muscalure ), nitenpyram 
(nitenpyram ), [ometoeeto ] (omethoate ), oxydemeton 
-methyl (oxydemeton-methyl ), oxamyl (oxamyl ), parathion 
(parathion ), parathion -methyl (parathion-methyl ), 
permethrin (permethrin ), phenthoate (phenthoate ), phoxi m 
(phoxim ), phorate (phorate ), phosalone (phosalone ), 
phosmet (phosmet ), [hosufamidon ] (phosphamidon ) pirimor 
(pirimicarb ), pirimiphos -methyl (pirimiphos-methyl ), 
profenofos (profenofos ), pymetrozine (pymetrozine ), 
pyraclofos (pyraclofos ), pyriproxyfen 
(pyriproxyfen ),rotenone (rotenone ), sulprofos (sulprofos ), 
silafluofen (silafluofen ), [supinosado ] (spinosad ), sulfo step 
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(profenofos) * tf/ hP S/>(pymetrozine) s 
P 7\s X (pyraclofos) , fcf "J ? P + V ? x > 
(pyriproxy fen) % PT"/>(rotenone)* TJU^P/fx 
X(sulprofos)^ V7^;U^^x>(silafluofen), X 
tV-^K(spinosad), XJU*xy:?(sulfotep), tZJ 
7 x / v K (tebfenozide) ,f7J^>XP> 
(teflubenzuron), x7/UhU >(tefluthorin), -fjl 
J 7\x X (terbufos) , t h 7 £ P P fcf > * X 
(tetrachlorvinphos) ^ T ^" V # J U ~J (thiodicarb) „ 
^7>h^-tf A(thiamethoxam), ttlyJv*?*, 
(thiofanox). =f- ?Mh>(thiometon) v H;U"7x>t° 
vK(tolfenpyrad)x h^P^X'J^tralomethrin)* h 
*) 9 a )[, t\s 1/ (trichlorfon) , h 'J 7 X P > 
(triazuron) , h U ? A P >(triflumuron)& If/ 
K^^^vamidothion)!^ 

[0268] 

*9tmnit*otommmtmmw* mm 

-|S(Hi^^iJ«^Si:Lr^^^-;U(ha)afc 
y 0.005~50kg g£A<aS-C&*. 



[0269] 

4fc\ jaT©E^<wici3i\Trajjtt«*»s 



(sulfotep ), tebfenozide (tebfenozide ), teflubenzuron 
(teflubenzuron ),tefluthrin (tefluthorin ), terbufos (terbufos ), 
[tetorakurorobinhosu ] (tetrachlorvinphos ), thiodicarb 
(thiodicarb ), [chiametokisamu ] (thiamethoxam ), 
[chiofanokkusu ] (thiofanox ), thiomethon (thiometon ), 
[torufenpirado ] (tolfenpyrad ),tralomethrin (tralomethrin ), 
trichlorphon (trichlorfon ), triazuron (triazuron ), triflumuron 
(triflumuron ) and vamidothion (vamidothion ) etc. 



[0268] 

As for application dose of the compound of this invention 
there is a difference depending upon theapplication locale , 
application time , application method , cultivated crop etc, but 
generally per hectare (ha ) 0.005 - 50 kg extent aresuitable as 
amount of active ingredient , 

[0269] 

combination example of formulation when the compound of 
this invention is used next is shown. 

However combination example of this invention is not 
something which is limited inonly these. 

Furthermore, "part" means parts by weight in 
combination example below. 

{wettable } 





0.l~8O§(5 


the compound of this invention 


0.1 - 80 parts 




5-98.9 g|5 


solid carrier 


5 - 98.99 part 


ffSSSttJH 


1~10g|5 


Boundary surfactant 


1 - 100 part 


torn 


O 




In addition 


0 


5 sections 
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* And others *. 


cil m 






{emulsion } 




0.1-3O35 


the compound of this invention 


0.1-30 sections 


»{«§{* 


45-9535 


liquid carrier 


45 - 95 sections 




4.9-1535 


Boundary surfactant 


4.9 - 15 sections 




O 




In addition 


0 


10 part 



'So 



*. 



{suspension } 



the compound of this invention 



liquid carrier 



Boundary surfactant 

Toil 



In addition 



0.1-7O35 



00.1700 part 



1 5-98.89 35 



15 -98.89 sections 



1-1235 



1-12 sections 
O01 



-3035 



0.01 



■ 30 sections 
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CSSt&TKfQSfl] 






1 granule weuaDie / 




0.1-9035 


uie compounu 01 mis invention 


0.1-90 sections 




0-98.9 35 


solid carrier 


0 - 98.99 part 




1-2035 


Boundary surfactant 


1 - 200 part 




0- 


1035 


In addition 


0- 


10 part 



WW 



{liquid } 





0.01-7O35 


the compound of this invention 


0.01 -70 sections 




20-99.99 35 


liquid carrier 


20 - 99.99 sections 




0- 


1035 


In addition 


0- 


100 part 



So 



WW 



Page 292 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



{granule } 



0.01~8OSfl 



the compound of this invention 



0.01 -80 parts 



1 0-99.99 



solid carrier 



10-99.99 sections 





0 


~10SG 


In addition 


0 


- 10 part 



4. 



*. 

WW 



{powder } 



the compound of this invention 


0.01 -300 part 




65-99.99 §15 


solid carrier 


65 - 99.99 sections 




0~5gfl 



0.01~3Ogfl 



In addition 



0 - 5 sections 



•If 6*1*. 
[0270] 

ttffllc»LTI*±IB»*J£#'e 1-10000 fftl: 



[027 l] 
[0272] 



It is listed. 
[0270] 

With water diluting above-mentioned formulation in l - 
10000 timesat time of use, or without diluting scattering 
fabric it does. 

[027 1] 

As application method of the compound of this invention , 
you can list foliage spreading , soil treatment , seed 
disinfection etc, but regardingto general method which 
usually person skilled in the art utilizes it is effective. 

[0272] 
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[0273] 
HOMO 

2-(l,3-v*^;U-4-(71f(5-/? 1 

V>^^)75/)t 0: 5 v /-;U-5--r;U)BSI 
512mg(2mmol)£ 2ml <D N,N-vy?^U*;UA7 

5Klc»»L. cftlz^x^v^PT-fK 

398mg(2mmoI)^AP^fco 

80 deg C V 3 IftfflmiSMttLfcfc, fitlM 

% 2.5ml £»*»»I^U|CTttttlLfc 0 

-r-(^pp*;uA)icT««-rL, *6ics?-f 

2-(l 5 3-v>^;U-4-(7if(5-^^;i/-4-7x- 
350mg Sfcfefgfiil/Cflfc. 



[Working Example(s)] 

It shows below, with synthesis example of the compound of 
this invention as Working Example , but the this invention is 
not something which is limited in only these. 

[0273] 

[Working Example l] 

Synthesis of methyl 2- (1 and 3 -dimethyl -4- (aza (5 -methyl 
-4- phenyl -2, 5- [chiazoriniriden ] ) methyl ) pyrazole -5-yl ) 
acetic acid (the compound of this invention M ) 

methyl 2- (1 and 3 -dimethyl -4- (methylamino ) thioxo 
methyl ) amino ) pyrazole -5-yl ) acetic acid 512mg (2 mmol ) 
was melted in N, N- dimethylformamide of 2 ml , phenacyl 
bromide 398mg (2 mmol )was added to this. 

With 80 deg C 3 hours heat and stir after doing, in reaction 
mixture it extracted with the ethylacetate including water 10 
ml and 1 normal sodium hydroxide water solution 2.5ml . 

organic layer after drying, was filtered with anhydrous 
magnesium sulfate , solvent under vacuum was removed. 

residue which it acquires refining sushi, furthermore by 
washingwith diisopropyl ether with silica gel column 
chromatography (chloroform ) it acquired methyl 2- (1 and 3 
-dimethyl -4- (aza (5 -methyl -4- phenyl -2, 5- 
[chiazoriniriden ] ) methyl ) pyrazole -5-yl ) acetic acid 
350mg of the objective as colorless crystal . 



n&jiiioo-iorc 


melting point :100-101* 


cn 


S50IJ2] 


Truth 


Shi Example 2 * 



^;i/-7xz:;U)-2,5-^-y-^^-L/-'Jx>)>5 1 



wttS II-1)(D£$ 



2-(2-(((v^f L ;u75/)^^-+v>^;u)7 

S;)-l-t7f;i/KS 0.8g(2.65mmol)£ 2ml <7)v 

t^V^izmML, ztiiz 4->5 1 ;l,^x-;u i- 

^□^EX^;u>rh> 0.66g(2.9mmol)£Jn;lfco 
105 deg C V 3 ftMttlMttLfcft, fttmS 
*U* 10ml £toAtfBi^UcT»ajLfcp 



jp8 roof ** jpl 1 ) -2, 5- [okisachioreniriden ]) synthesis of 
methyl ) -1- naphthyl ) acetic acid (the compound of this 
invention II-l ) 

methyl 2- (2 - (dimethylamino ) thioxo methyl ) amino ) -1- 
naphthylacetic acid 0.8g (2.65 mmol ) was melted in dioxane 
of 2 ml , 4 -methylphenyl 1- bromoethyl ketone 0.66g the(2.9 
mmol ) was added to this. 3 hours heat and stir after doing, it 
removed solvent with 105 deg C, it extractedwith ethylacetate 
including water 10 ml . organic layer after drying, was filtered 
with anhydrous magnesium sulfate , solvent under vacuum 
was removed. It acquired methyl 2- (2 - (aza (5 -methyl -4- (4 
-methyl -phenyl ) - 2 and 5 - [okisachioreniriden ] ) methyl ) - 
1 -naphthyl ) acetic acid 0.58g of objective it refined residue 
whichit acquires with silica gel column chromatography 
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\s=.*)7 : y)*¥)l,)-l--t-Zt ! ?)\,)&m 0.58g &JIK 
fe^S«tLT#fc 0 111^:118-119 deg CCSttfti 
3 ] )l> (4-(4-(2,6- JU* □ -7x=JI/>5-> 

JU-2H-e5y--^-^U)-iHt(**3IHb*» 
III-l)(O£j£##0lJ 9 IZ &)®t>tltz(H2,6-*? 
)[y*a-7x-)l)-5-*?)l>-[\,3] f s : ?*—)\,-2-<< 
l ) t Is )• is t ¥ )\s - T > ^ — ^ 1* &&Mt& 
1 .6 1 g(4.37mmol) H^lf^Jl 1 ,3-i» ^JU-4- 
TS/tf^/— JU-S-'OU-ftK 0.8g(4.37mmol)£ 
i,2-i;^oai^> 8ml ICRjlU ZtlfcMJX* 
;U75> 0.89g(8.74mmol)£Jjn*.f;: o lHl&il3itf4 
B#IB|flM$U:fiL 7K^*DX.. Vf&X.?MZXm 

*SH£, MET;t8l£g£L7i. *#b*l7iiSiI£ 

g ft*) (7) > ;U (4-(4-(2,6- v7^tO-7i- 
;u )-5- ^ ^ ;u -[ 1 ,3]- v ^ t— -2-4 'J t > 7 s 
y )-2,5- v y * ;u -2H- 1° 7 7 — ;u -3- <( ;u>- K ft 
0.7g £*fetSai:LT»fc. ) 



2003-6-20 

(chloroform ), furthermore by washing with diisopropyl ether 
as colorless crystal . It acquired melting point :1 18-1 19 deg C 
{Working Example 3 } methyl (4 - (4 - (2 and 6 -difluoro 
-phenyl ) - 5 -methyl - [1 and 3] -dithiol -2- ylidene amino ) - 
2 and 5 -dimethyl -2H-pyrazole -3- yl ) -acetic acid with 
synthetic Reference Example 9 of(the compound of this 
invention III-l ) (4 - (2 and 6 -difluoro -phenyl ) - 5 -methyl - 
[1 and 3] dithiol -2- ylidene ) -dimethyl -ammonium sulfate 
1.61g (4.37 mmol ) and in 1 and 2 -dichloroethane 8ml 
suspension to do methyl 1, 3- dimethyl -4- amino pyrazole 
-5-yl -acetic acid 0.8g (4.37 mmol ), triethylamine 0.89g (8.74 
mmol ) was added to this. After heating and refluxing course 
time agitating, it extracted with ethylacetate including water, 
organic layer solvent after drying and under vacuum was 
removed with anhydrous magnesium sulfate . By washing 
residue which it acquires with diisopropyl ether methyl of the 
objective (4 - (4 - (2 and 6 -difluoro -phenyl ) - 5 -methyl - [I 
and 3] -dithiol -2- ylidene amino ) - 2 and 5 -dimethyl 
-2H-pyrazole -3- yl ) it acquired -acetic acid 0.7g as colorless 
crystal . ) 



[0274] [0274] 
|££;m.p.l03-106 o C 



melting point ;m.p.l03 -106* 



{Working Example 4 } 



##« 10 IZ&mttltztm 3-(2-(((v^ 

;u75/)5 i 3j-*y^u)75/>2-*i=;uR» 

290mg(1.14mmol)£ l,4-v^^> 10ml IZ^M 
U ztilz 4-h'J^vu^-P>^;U7x-;u \-ZfO 
^X^;u>rh> 0.33g(1.14mmol)^ AD^fco 100 
deg C 7? 2 tifmn®mftLtz'&. mm B*U 
*10ml*tt*»i|xTJHCTaULfc o B»X 

;u=5:i)icr»«-rftztizj:y, iwro^fji 

2-(3-(T^(5->T>U-4-(4-h , J^;U^P>^;U-^x 

7x>)Ki 260mg £ fcfett BfcLTWfc. ) 
[0275] 



jp9 fluoromethyl -phenyl ) -2, 5- [okisachioreniriden ]) 
synthesis of methyl ) -2- thiophene ) acetic acid (the 
compound of this invention 11-18 ) 

methyl 3- (2 - (dimethyl amino ) thioxo methyl ) amino ) -2- 
thienyl acetic acid 290mg (1.14 mmol ) which is acquired 
with Reference Example 10 was melted in land 4 -dioxane 
10ml , 4 -tri fluoromethyl phenyl 1- bromoethyl ketone 0.33g 
(1.14 mmol ) was added to this. 2 hours heat and stir after 
doing, it removed solvent with 100 deg C, it extractedwith 
ethylacetate including water 10 ml . ethyl acetate layer solvent 
after drying and under vacuum was removed with anhydrous 
sodium sulfate . By refining residue which it acquires with 
silica gel column chromatography (n- hexane :ethylacetate 
=5:1 ), it acquired methyl 2- (3 - (aza (5 -methyl -4- (4 
-tri fluoromethyl -phenyl ) - 2 and 5 - [okisachioreniriden ] ) 
methyl ) - 2 -thiophene ) acetic acid 260mg of objective as 
colorless crystal . ) 

[0275] 



gt£;92-93°C 
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melting point ;92- 93* 




{Reference Example 1 } 




- 5 -yl ) malonic acid synthesis 


7P>lv^fJl/ 7.9g(60mmol)£ N.N-v^l- 
t|^UA75K 100ml |C»*U CtllzliTKKS* 
U^A 12.4g(90mmol)fc,i:tf l,3-VP<5 1 ;U-4--h 
U-'5-'JUU\i=yy—)\, 5.3g(30mmol)£iDX, 100 

degcicr s^raa^Lfc. 


It melted dimethyl malonate 7.9g (60 mmol ) in N, N- 
dimethylformamide 100ml , to this 5 hours it agitated with 100 
deg C including anhydrous potassium carbonate 12.4g (90 
mmol ) and 1 and 3 -dimethyl -4- nitro -5-chloro pyrazole 
5.3g (30 mm ol ). 


SJfcS^^Tk 100ml P&X^UICT 


You poured reaction mixture to water 100 ml , with 
ethylacetate afterextracting, washed organic layer with water 
and and saturated saline driedwith anhydrous magnesium 
sulfate . 


3.9g ^ ^Hfe;S^t)i:Lr^fc, 


After filtering, removing solvent , by washing crystal which 
itprecipitated with diisopropyl ether , it acquired dimethyl (1 
and 3 -dimethyl -4- nitro pyrazole -5-yl ) malonic acid 3.9g as 
the pale yellow oil . 


(M:78-79°C J 


melting point :78-79* 


C# 


#0112) 


Going/participating 


Thought Example 2 * 




-yl -acetic acid synthesis 


iiyia^W. 3.7g(13.7mmol)^i?^f : -;U7.;i/7t%^- 
vK 60ml |C» fl?U CtlfcfcJlCttfc'J^A 
1.16g(27.3mmo)fccl;^7K 0.25g £*Q;u 100 deg 
C ICT 2 #fU]l]Q&}8#L7=o 


It melted dimethyl (1 and 3 -dimethyl -4- nitro pyrazole 
-5-yl ) malonic acid 3.7g (13.7 mmol ) in dimethyl sulfoxide 
60ml , 2 hours heating and stirring it made thiswith 100 deg C 
anhydrous lithium chloride 1.1 6g (27.3 mmo ) and including 
water 0.25 g. 


S1S;1^^^7X 100ml l=a«?Bttl^iHCT 
»Lfc*ttlt7y*5^AI=TteiILfc. 


You poured reaction mixture to water 100 ml and with 
ethylacetate afterextracting, washed organic layer with water 
and and saturated saline driedwith anhydrous magnesium 
sulfate . 


*«SB*-r*ctlcJ:y^;i/ 1,3-5? 

>^;U-4-- ho t? JU-S-'f 2.6g £ $ 


After filtering, by removing solvent it acquired methyl 1, 3- 
dimethyl -4- nitro pyrazole -5-yl -acetic acid 2.6g as the pale 
yellow oil . 


[0276] 


[0276] 


[##01 3) 


{Reference Example 3 } 


2-(l ) 3-v>^;U-4-(((>5 1 ;UT5>')5 1 7)-* 
V/*JU)7S/)£?V'-,/U-S-'OI/)Blt0aj* 


Synthesis of methyl 2- (1 and 3 -dimethyl -4- (methylamino ) 
thioxo methyl ) amino ) pyrazole -5-yl ) acetic acid 
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i,3-v^^;u-4--HPtfv x /— ;i/-5->ou- 

WfM. 1.8g(8.5mmol)£>£>'-/U 10ml (C;§fl?U 
ZtllZ 5%/ 0.1 g *in;Lfc8L 

/^j-)^5^)i-mm i.ig 

[0277] 

^t^r.^btifc^u i,3-v>^;u-4-7£/t: 

lg(5.5mmol)$^7KT-h7 
tKP75> 10ml I3»BU ^IC-rVT^vT 
0.4g(5.5mmol)j3cfctf HJX^UTS 
> 0.56g(5.5mmol)£ *Pie, MSKTjf #Lfc 0 

96 $Mft % 8et»»£ a*u 

Kettle* 10ml tttABHi^;ncrttlHL 
;u)T5y)e57-ju-5-^;u)B» i.ig£ft&tt 

[0278] 



It melted methyl 1, 3- dimethyl -4- nitro pyrazole -5-yl -acetic 
acid 1.8g (8.5 mmol ) in methanol 10ml , after adding 5% 
palladium -activated carbon 0.1 g to this, 3 hours it agitated 
with room temperature under hydrogen atmosphere . 

It acquired methyl 1, 3- dimethyl -4- amino pyrazole -5-yl 
-acetic acid l.lg palladium -activated carbon by removing 
methanol after filteringand under vacuum as pale yellow oil . 

[0277] 

Consequently, it melted methyl 1, 3- dimethyl -4- amino 
pyrazole -5-yl -acetic acid lg (5.5 mmol ) which is acquired 
in anhydrous tetrahydrofuran 10ml ,in this it agitated with 
room temperature isothiocyanate methyl 0.4g (5.5 mmol ) and 
including the triethylamine 0.56g (5.5 mmol ). 

It removed and under vacuum solvent of 96 hours , later in the 
reaction mixture which is acquired it extracted with 
ethylacetate including thewater 10 ml. 

After washing organic layer with 1 Nhydrochloric acid , it 
dried with anhydrous magnesium sulfate . 

It acquired methyl 2- (1 and 3 -dimethyl -4- (methylamino ) 
thioxo methyl ) amino ) pyrazole -5-yl ) acetic acid 1 .lg it 
removed solvent after filteringand and under vacuum residue 
which is acquired, by washing with mixed solvent of diethyl 
ether and diisopropyl ether as colorless crystal . 

[0278] 



lHjS;138-139 fl C 



melting point ; 138-1 39* 



{Reference Example 4 } 



2-— hP-l-^yjUT^a— ;U5g(26.44mmol)£ 
mt**lsy 60ml IZ^ML 0 deg C IZjfrOL 

tZo 

ZtllZ* tf Uv> 2.54g(32.15mmol)fc<fct/*7Kh 
■j7;U;j-P>$>7JU*>ig 8.21g(29.1mmol)£ 
*D^.4B#Pp130 »«#Lfc e 

m&Tmm&*?z>zbx\ 2-xhP-i-^-^ 

;u hU?;u*p>$>*;u*:>KxxxJU£*l 

fittKtt 6.1g£#fc 0 



Synthesis of [n ] acid ester 

2 -nitro -1- naphthyl alcohol 5g it melted (26.44 mmol ) in 
methylene chloride 60ml and cooled in 0 deg C. 



To this, equivalent of 4 hours 30 it agitated pyridine 2.54g 
(32.15 mmol ) and including anhydrous trifluoromethane 
sulfonic acid 8.21g (29.1 mmol ). 

You poured reaction mixture to ice water , with chloroform 
after extracting,dried with anhydrous sodium sulfate , by fact 
that solvent after filtering andunder vacuum is removed, 2 
-nitro -1- naphthyl trifluoromethanesulfonic acid ester you 
acquired brown oil 6.1g. 
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[0279] 

2-(2--hP-i--f^^;u)VD> 

2.3 lg(52.9mmol) £ N,N-2? > ^ ;U t\s )\, A 7 5 K 
46ml f: SI L , VD>^i/>^;u 
9. 1 4g(69.24mmol)£ N,N-v >^ A 7 £ K 

m^izx i Bin 30 #mftLtz'&. w-vwi 

TfWUATSK 20ml IZ»#Lfc 2-XhP-l-:K7T 

a?&icsafcr . 14 BsnmjutLfc. 

VJ^U 2-(2--hP-l-^375 : -;U)"7P>® 12.5g 



[0279] 

{Reference Example 5 } 

Synthesis of dimethyl 2- (2 -nitro -1- naphthyl ) malonic acid 

sodium hydride 2.31 g (52.9 mmol ) which was washed with 
hexane suspension was donein N, N- dimethyl formamide 
46ml , those which melt dimethyl malonate 9.14g (69.24 
mmol ) in N, N- dimethylformamide 20ml were added. 

Furthermore with room temperature , 14 hours it agitated 
equivalent of 1 hour 30 after agitating, including 2 -nitro -1- 
naphthyl trifluoromethanesulfonic acid ester where it melts in 
N, N- dimethylformamide 20ml with room temperature . 

You poured reaction mixture to 1 normal hydrochloric acid 
and mixed solution of ice water , extractedwith ethylacetate . 

It acquired dimethyl 2- (2 -nitro -1- naphthyl ) malonic acid 
12.5g of objective it dried ethyl acetate layer with anhydrous 
sodium sulfate , after filtering, by removing solvent , as crude 
product . 



{Reference Example 6 } 



2- 



+ 



7? 



methyl 2- 



[na] 



[ruchi ] 



jpll 



Synthesis of acetic acid 



;U)"7P>K 12.5g(41.25mmol)£ft» 30ml |C» 
»U CfllCttB 30ml £Jjn*, 1 10 deg C IZX 8 

*Cfc|C<fey . 2-(2--hP-l-^T;U)KK 4.2g 
[0280] 

60mi iZcfe*»Lc*uc, aittii 

i.2 g ipj»aaLfco 

2 ftm&s S*L, 7k 100ml £in*fcfc % 



^-f-(ftKx^;U:n-^^rt*->=l:5)lcrmS-r 



It melted jpl 1 ) malonic acid 12.5g (41.25 mmol ) in acetic 
acid 30m! , 8 -hour heating and stirring it made this with 110 
deg C including hydrochloric acid 30ml . 

2 - it acquired (2 -nitro -1- naphthyl ) acetic acid 4.2g it 
cooled reaction mixture , by * palpusdoing crystal which was 
precipitated, as pale yellow crystal . 

[0280] 

It acquired continuously, 2 - (2 -nitro -1- naphthyl ) acetic 
acid it melted in methanol 60ml andin this, heating and 
refluxing it did including concentrated sulfuric acid 1.2g. 

2 hours later, it removed solvent , after adding water 100 
m! ,it extracted with ethylacetate . 

ethyl acetate layer was washed with saturated aqueous sodium 
bicarbonate solution and saline , solvent afterdrying and under 
filtration paper , vacuum was removed with anhydrous 
sodium sulfate . 

By refining residue which it acquires, with silica gel column 
chromatography (ethylacetate :n- hexane =1:5 ), itacquired 



Page 298 Paterra® InstantMT® Machine Translation (U.S. Pat. Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2003171370A 



2003-6-20 



rwrnrn 2.6 g satufeisatLrfffc. 

[0281] 



methyl 2- (2 -nitro -1- naphthyl ) acetic acid 2.6g of objective 
as pale yellow crystal . 

[0281] 









{Reference Example 7 } 




2-(2-75 






methyl 


2 - [ami ]2 - 


[no ] - 1 - [na ] 


Synthesis of butyl ) acetic acid 


g(13.3mmol)£>$/— ;U 30ml lZ%f& 


^ It melted g (13.3 mmol ) in methanol 30ml , after adding 5% 



H*T*aiCT4B*IH30»a»Lfc. 

2.34g «|fittttftfcl/C*fc. 

[0282] 
[##0J 8] 

2-(2-(((v> : f;uTS> r )5 1 7l-+v>^;u)7 

5£V-JU 1.68g(9.4mmol)£ N,N-V>^;U*;U 
A7SK 10ml IC56#U 5 deg C IZjftOLfco ffi 
l^T^^U 2-(2-75y-l-t7f^)Ki 
1.94g(9mmol)£in;u SSl::T\ 1 B#Pb1 30 

1.22g(10.8mmol)SJP5L.*6l3 1 ft ID] ft ft L 
tzo *ET*tt£H*U f#bftfcJSl£;I£% 
IC7K 10ml£to*B»i*JUlcTttfflLfc o «tt 
1$ IN (MlZTftfrLfcft. 

*cticj:y>T;u 2-(2-(((v>^;u7^y)^^- 

BfcLTt&fc. )) 

[0283] 

C##0J9] 

(4-(2 s 6-v^;u^-n-^x-;u)-5-y^;u-[i J 3]v^ 

7.93g(44.33mmol)*7irh-h'J;U 80ml 

U Z*UC l-^D^-l-C^-v^^P-^x-JU)- 

^□/\°>.2-^> I0.03g(40.3mmol)£}ja*_. MS 



palladium -activated carbon 0. 1 g to this,equivalent of 4 hours 
30 it agitated with room temperature under hydrogen 
atmosphere . 

It acquired methyl 2- (2 -amino -l- naphthyl ) acetic acid 
2.34g palladium -activated carbon by removing methanol 
afterfiltering and under vacuum as brown oil . 

[0282] 

{Reference Example 8 } 

It melted synthetic thiocarbonyl diimidazole l.68g (9.4 
mmol ) of methyl 2- (2 - (dimethylamino ) thioxo methyl ) 
amino ) - l- naphthylacetic acid in N, N- dimethyl formamide 
10ml ,cooled in 5 deg C. Consequently, with room 
temperature , equivalent of l hour 30 it agitatedincluding 
methyl 2- (2 -amino -l- naphthyl ) acetic acid 1.94g (9 
mmol ). Furthermore, furthermore l hour it agitated including 
40% dimethyl amine water solution l.22g (10.8 mmol ). It 
removed solvent under vacuum , in reaction mixture which is 
acquiredit extracted with ethylacetate including water 10 ml . 
After washing organic layer with 1 Nhydrochloric acid , it 
dried with anhydrous magnesium sulfate . It acquired methyl 
2- (2 - (dimethylamino ) thioxo methyl ) amino ) -1- 
naphthyl acetic acid 2g it removed solvent after filteringand 
and under vacuum residue which is acquired, by washing with 
mixed solvent of diethyl ether and diisopropyl ether as black 
crystal , ) 

[0283] 

{Reference Example 9 } 

(4 - (2 and 6 -difluoro -phenyl ) - 5 -methyl - [1 and 3] dithiol 
-2- ylidene ) -dimethyl -ammonium sulfate synthesis 

Suspension it did sodium dimethyl dithiocarbamate dihydrate 
7.93g (44.33 mmol ) in acetonitrile 80ml , to this 1 hour 
itagitated with room temperature 1 -bromo -1- (2 and 6 
-difluoro -phenyl ) -propane -2- on 10.03g including (40.3 
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»ET»«£ffl*U * 100ml *JP5l, K&X 

51 JI2tl3Mttt 13ml SDDiLMSlCT 1 

fiJtE£tol3R»x*;u i.5i fciHMffHiLfc 
^x-;u)-5./^;u-[i,3]v^-;u-2-<'Jx>)- 

sj^ju-T^-^A*!!* io g $«ieeai 

[0284] 
C###J 10] 

^y)-2-flzj^i(D^fi!c 2-^7PP-3--hP^ 
*?x> 3g(18.34mmol), VD>8v^;i/ 
3.63g(27.51mmol) , ft 8 * U ^ A 
4.97g(36mmol)fccfcl/N,N-v^5 1 ;U^;UA7SK 
30ml £;I£U SSlCT 16 ftWHittLfco 5L& 

i astt»**aica?, Kixf^ 

2fe»U fc*ttB*hU *AlzTtt*«. $E 

T*tt*BS-r*citj:y % $;wb 2-0-=. 

hPT*7i>-2-f;i/)-7P>»S»fc 0 ) 
[0285] 

tfbftfcv^U 2-(3--hP^^x>-2->f;U) 
VD>i 0.46g(1.78mmol)£lfK 2ml [C;#fi?L 
;S^K2ml £Jn* 100 deg C IZT 1 ^MAHftfll 

aET»tt*H* -rs-t-e. 2-(3-xhP^ 

*7i>-2-^ ;U)WK 320mg £»fc D 
[0286] 

»b*lfc 2-(3--hP*:*-7x:/-2-OU)R» 
320mg(1.75mmol)^^y-;U 5ml IC»WU C 

tiizmmm 1 a»T 1 *mwtt 



mmol ). 

It removed solvent under vacuum , it extracted with 
ethylacetate including water 100 ml . 

organic layer was washed with water and saturated saline , 
solvent afterdrying and under vacuum was removed with 
anhydrous sodium sulfate . 

Continuously, to residue 1 hour it agitated with room 
temperature including concentrated sulfuric acid 13ml . 

(4 - (2 and 6 -difluoro -phenyl ) - 5 -methyl - [1 and 3] dithiol 
-2- ylidene ) You acquired -dimethyl -ammonium sulfate lOg 
you poured ethylacetate 1.51 to reaction mixture , by filtering 
crystal which was precipitated, as colorless crystal . 

[0284] 

{Reference Example 10 } 

Synthesis of methyl 3- (2 - (dimethylamino ) thioxo methyl ) 
amino ) -2- thienyl acetic acid 2 -chloro -3- nitro thiophene 3g 
(18.34 mmol ), dimethyl malonate 3.63g (27.51 mmol ), it 
mixed potassium carbonate 4.97g (36 mmol ) and N, N- 
dimethylformamide 30ml , 16 hours agitated with room 
temperature . You poured reaction mixture to 1 normal 
hydrochloric acid solution , extracted with ethylacetate . ethyl 
acetate layer was washed with saturated saline , dimethyl 2- 
(3 -nitro thiophene -2- yl ) malonic acid was acquiredby 
removing solvent after drying and under vacuum with 
anhydrous sodium sulfate . ) 

[0285] 

It melted dimethyl 2- (3 -nitro thiophene -2- yl ) malonic acid 
0.46g (1.78 mmol ) which it acquires in acetic acid 2ml and 1 
hour heating and stirring it did with 100 deg C including 
concentrated hydrochloric acid 2ml . 

In reaction mixture it extracted with ethylacetate including 
water. 

ethyl acetate layer by fact that solvent after drying and under 
vacuum is removed with anhydrous sodium sulfate , 2 - (3 
-nitro thiophene -2- yl ) acetic acid 320mg was acquired. 

[0286] 

2 it acquires - it melted (3 -nitro thiophene -2- yl ) acetic acid 
320mg (1.75 mmol ) in methanol 5ml , after adding 
concentrated sulfuric acid 1 drop to this, 1 hour under reflux it 
agitated. 

It removed methanol under vacuum , it extracted with 
ethylacetate including water. 

ethyl acetate layer was washed with saturated aqueous sodium 
bicarbonate solution , by fact that solvent afterdrying and 
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KET»«SB*r*cfC, 2-(3--h 
n=f-tZ>x.^-2-<< )\,)mm 300mg £®tz. 



[0287] 

*#b*ifc.^;u 2-{3--haf 1 ^-7i>-2-<;u)K 

& 300mg(1.52mmol)^^^/— ;U 15ml (Cjgg? 
U ^^bm-;1 0.45g(4.5mmol)JS<fcl/zk^b* 
OsSiTJV^A 0.54g(10mmol)$ttl^,SSICT 

is aiMawLfc. 

**fc*ai9JU 5»**ETSH6Lfcfc» Tic 
*Jn*.B»x*;ucxttttiLfc. 

B«x*A,Jl***«[ir*-Mj^AI=xtt« 
«,*ET»J§*BSLfc. 

*#b*lf=SI/Tl£ 0 deg C leX 

IVM^VV— ;U0.29g(1.62mmol)0>N,N-$?.** 

;irfftUA75K 5ml Sgfclcft]*.. SaiZT 45 # 

0.27g £JP;L M;glcx^blc 30 »W«ltLfc. 



XttiUS, IFlfcx?JUJ|£ft*ttltt-MJ4A 
l=Xtt«U «ET»tt* B*-T*Ci-e, *T 
)l> 2-(3-(((v^5 1 ;UT5/)f 1 7f-^V>^;U)T5 
y)-2-T X- ;U^K 290mg * mzo ) 



[0288] 

*i=c*i6o>*ai=*i:x«jftLfc-tta(i)a) 



S4>0>B§#I*. fI^<Diiyxfey> Hetl 
frb Het21 fccfctf Tal frb Ta4 \t&LTOi<D£ 
St. 

[0289] 

Kb 74] 



under vacuum is removed with anhydrous sodium sulfate , 
methyl 2- (3 -nitro thiophene -2- yl ) acetic acid 300mg was 
acquired. 

[0287] 

It melted methyl 2- (3 -nitro thiophene -2- yl ) acetic acid 
300mg (1.52 mmol ) which it acquires in methanol 15ml , 15 
min it agitated with room temperature chloride first dong 
0.45g (4.5 mmol ) and including potassium borohydride 0.54g 
(10 mmol ). 

It filtered insoluble matter , it extracted with ethylacetate after 
under the vacuum concentrating filtrate , including water. 

ethyl acetate layer solvent after drying and under vacuum was 
removed with anhydrous sodium sulfate . 

residue which it acquires with 0 deg C 45 minute it agitated 
with the room temperature 1 and 1 -thiocarbonyl diimidazole 
0.29g in addition to N, N- dimethylformamide 5m! solution of 
(1.62 mmol ). 

Next, to reaction mixture furthermore 30 minute it agitated 
with room temperature including 50% methylamine aqueous 
solution 0.27g. 

reaction mixture was poured to 1 normal hydrochloric acid , 
with ethylacetate after extracting, the ethyl acetate layer was 
dried with anhydrous sodium sulfate , by fact that solvent 
under the vacuum is removed, methyl 2- (3 - 
(dimethylamino ) thioxo methyl ) amino ) -2- thienyl acetic 
acid 290mg was acquired. ) 

[0288] 

Next property value etc of compound of General Formula (1) 
which is producedaccording to these method from Table 6 is 
shown in Table 8 . 

Furthermore, as for code of in the table , with aforementioned 
sort, from Hetl as for Ta4 those below are displayed from 
Het2 land Tal. 

[0289] 

[Chemical Formula 74] 
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[0290] [0290] 

[it 75] [Chemical Formula 75] 

qtV jor «4 ,4 

Til T32 T83 J* 

[0291] [0291] 

C»6*] {Table 6} 

[0292] [0292] 

[it 76] [Chemical Formula 76] 




Me' 



[0293] [0293] 
[S 6] [Table 6] 



No. 


Yl 


Y2 


Het 


T 




No. 


Yl 


Y2 


Het 


T 


property (m.p. etc) 
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1-1 H 




Ph 






Hetl 


CH2COOMe 


m.p.l00-101°C 


1-1 rl 


Ph 


Hptl 
ncn 


^nz v_/UUivie 


m.p.iuu-iui 


1-2 H 




2,6-F2-Ph 


Hetl 


CH2COOMe 


m.p.l46-147°C 


1-Z M 


2 and 6 -F22- h 


Hpt1 
nci i 




m n 1 4^-1 Al* 
Iu. p. / 


1-3 H 




Ph 






Het5 


CH2COOMe 


nD20.2 1.5244 


I- J rl 


Ph 


ricu 




n non o i oaa 
nuzu.z i . jz^tH" 


1-4 H 




2,6-F2-Ph 


Het6 


CH2COOMe 


m.p.l31-132°C 


T A U 


2 and 6 -F22- h 


Het6 


CH2COOMe 


m.p.131-132* 


1-5 H 




Ta2 






Het2 


CH2COOMe 


nD21.41.5161 


1-5 H 


Ta2 


Het2 


CH2COOMe 


nD21.41.5161 


cm? 


a 


] 












7th 


Chart 


) 



[0294] 



[0294] 



> 

lit 77] 



i J i Hei-T 



[Chemical Formula 77] 



[0295] 
[a 7] 



No. Y 1 Y 2 Het T 1*ltt(m.p.Sf) 



[0295] 
[Table 7] 



No. Y<sup>K/sup> Y<sup>2</sup> Het T property (m.p. 
etc) 



II- 1 Me 4-Me-Ph Het6 CH 2 COOMe m.p. 1 18-1 19 
degC 

II-2 Me 4-CF 3 -Ph Het6 CH 2 COOMe 
m.p. 143.5-144 deg C 

11-3 Me 4-CF 3 -Ph Hetl CH 2 COOMe 



II- 1 Me 4- Me-Ph Het6 CH<sub>2</sub>COOMe 
m.p.H8-119degC 

II-2 Me 4- CF<sub>3</sub>-Ph Het6 
CH<sub>2</sub>COOMe m.p. 143. 5-1 44 deg C 

II-3 Me 4- CF<sub>3</sub>-Ph Hetl 
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m.p.133.5-134 degC 

II-4 Me 4-Me-Ph Hetl CH 2 COOMe m.p.74-76 
degC 

II-5 Me 4-CF 3 -Ph Het3 CH 2 COOMe 
m.p.100.5-101 degC 

II-6 Me 4-Me-Ph Het3 CH 2 COOMe m.p.80-83 
degC 

II-7 Me 2-F-4-CF 3 -Ph Het3 CH 2 COOMe 
m.p.88-89 deg C 

II-8 Me 4-Me-Ph Het3 CH 2 CONHMe 
m.p.166-167 degC 

II-9 Me 4-CF 3 -Ph Het2 CH 2 COOMe 
m.p.l 18.5-1 19.5 deg C 

11-10 Me 4-Me-Ph Het2 CH 2 COOMe oil 

11-11 Me 4-CF 3 -Ph Het4 CH 2 COOMe 
m.p.l 64- 165 degC 

11-12 Me 4-Me-Ph Het4 CH 2 COOMe 
m.p.l 13-1 14 deg C 



CH<sub>2</sub>COOMe m.p.133.5-134 deg C 

II-4 Me 4- Me-Ph Hetl CH<sub>2</sub>COOMe m.p.74-76 
degC 

II-5 Me 4- CF<sub>3</sub>-Ph Het3 
CH<sub>2</sub>COOMe m.p.100.5-101 deg C 

II-6 Me 4- Me-Ph Het3 CH<sub>2</sub>COOMe m.p.80-83 
degC 

II-7 Me 2- F-4- CF<sub>3</sub>-Ph Het3 
CH<sub>2</sub>COOMe m.p.88-89 deg C 

II-8 Me 4- Me-Ph Het3 CH<sub>2</sub>CONHMe 
m.p.166-167 degC 

II-9 Me 4- CF<sub>3</sub>-Ph Het2 
CH<sub>2</sub>COOMe m.p.l 18.5-1 19.5 deg C 

11-10 Me 4- Me-Ph Het2 CH<sub>2</sub>COOMe oil 

II-l 1 Me 4- CF<sub>3</sub>-Ph Het4 
CH<sub>2</sub>COOMe m.p.l 64- 165 deg C 

11-12 Me 4- Me-Ph Het4 CH<sub>2</sub>COOMe 
m.p.l 13-1 14 deg C 



11-13 


Me 


4-Me-Ph 




Het5 


CH2COOMe 


oil 


11-13 


Me 


4 -Me-Ph 




Het5 


CH2COOMe 


oil 


11-14 


Me 


4-CF3-Ph 




Het5 


CH2COOMe 


oil 


11-14 


Me 


4 -CF3- Ph 




Het5 


CH2COOMe 


oil 


11-15 


Me 


4-Me-Ph 




Het7 


CH2COOMe 


m.p.l58-160°C 


11-15 


Me 


4 -Me-Ph 




Het7 


CH2COOMe 


m.p.158-160* 


11-16 


Me 


4-Me-Ph 




Het8 


CH2COOMe 


m.p.l 27- 129°C 


11-16 


Me 


4 -Me-Ph 




Het8 


CH2COOMe 


m.p.127-129* 


11-17 


Me 


4-Me-Ph 




Het9 


CH2COOMe 


m.p.l43-145°C 


11-17 


Me 


4 -Me-Ph 




Het9 


CH2COOMe 


m.p.143-145* 


11-18 


Me 


4-CF3-Ph 




HetlO 


CH2COOMe 


m.p.92-93°C 


11-18 


Me 


4 -CF3- Ph 




HetlO 


CH2COOMe 


m.p.92-93* 


11-19 


Me 


Tal 




Het2 


CH2COOMe 


m.p.89-90°C 
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TI 1 O 


Me 


I ai 




HetZ 


tn/tUUMe 


_ on on* 

m.p.oV-yu 


11-20 


Me 


PhNHC(O) 




Het2 


CH2C00Me 


m.p.69-70°C 


it on 


Me 


DKMUr (C\ \ 
rniNtiC \\J ) 




Hetz 


TJ O C*C\ C\ \ A a 

trizLUUMe 


*v> ^ /£Q "7A* 

m.p.oV- /U 


11-21 


Me 


4-t-Bu-Ph 




Het2 


CH2C00Me 


nD21.41.5153 


II 0 1 

11-Z 1 


Me 


4 -t-Bu-Ph 




Hetz 


LHzLUUMe 


nDzl.41 .5 153 


11-22 


Me 


4-CI-Ph 




Het2 


CH2C00Me 


nD22.0 1.5473 


II 07 
Il-zz 


Me 


4 -Cl-Ph 




Hetz 


CHzCUUMe 


nDzz.U 1.5473 


11-23 


Me 


2-F-4-CF3-P 


Het2 


CH2C00Me 


nD21.4L5182 


11-Zj 


Me 


2 -F-4- CF3- P 


Hetz 


CHzCUUMe 


1 /II CIO 

nDz 1.4 1.5182 


11-24 


Me 


3-F-4-CF3-P 


Het2 


CH2C00Me 


nD21.41.5190 


IT O/f 

11 -Z4 


Me 


3 -F-4- CF3- P 


Hetz 


LnzLUUMe 


^rxi i/ii ci aa 

nU2 1.4 1.5190 


11-25 


Me 


4-Cl-Ph 




Het3 


CH2C00Me 


m.p.90-93°C 


II 0^ 


\Aa 

Me 


4 -Cl-Ph 




Heu 


OLIO C\ f\ "N /f « 

CHzCUUMe 


m.p.yu-93 ¥ 


11-26 


Me 


4-t-Bu-Ph 




Het3 


CH2C00Me 


nD23. 9 1.4298 


TI OA 


Me 


4 -t-Bu-Ph 




HetJ 


LHiLUUMe 


nDz3. 91.4298 


11-27 


Me 


3,4-F2-Ph 




Het3 


CH2C00Me 


nD21. 8 1.4688 


11-Z / 


Me 


3 and 4 -F2- Ph 




Heti 


LnZLUUMe 


-nn oi a/:oo 


11-28 


Me 


3-F-4-CF3-P 


Het3 


CH2C00Me 


m.p.H6-119°C 


TI OO 

11-Zo 


Me 


3 -F-4- CF3- P 


Heti 


CHzCUOMe 


m.p.l lo-l 19* 


11-29 


Me 


4-Me-Ph 




HetlO 


CH2C00Me 


m.p.l03-103.5°C 


II oo 


Me 


4 -Me-Ph 




HetlO 


CHzCOOMe 


_„ 1 AT 1 rvi c* 

m.p.103 -103 .5* 


11-30 


Me 


4-Cl-Ph 




HetlO 


CH2C00Me 


m.p.95.5-96°C 


11-30 


Me 


4 -Cl-Ph 




HetlO 


CH2C00Me 


m.p.95.5-96* i 


11-31 


Me 


4-t-Bu-Ph 




HetlO 


CH2C00Me 


nD24.01.5037 
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IT 1 1 


\Aa 

ivie 


4 -t-Bu-Ph 




rienu 


LnZLvJUMc 


nuz4.ui.jUJ / 


11-32 


Me 


3,4-F2-Ph 




HetlO 


CH2COOMe 


m.p.69-70°C 


IT 71 

lloz 


\A Q 

Me 


3 and 4 -F2- Ph 




lietiu 


unZUUUMe 


m.p.ov-/u 


11-33 


Me 


2-F-4-CF3-P 


HetlO 


CH2COOMe 


nD23.71.4419 


IT 11 


Me 


2 -F-4- CF3- P 


Menu 


LnzLUUMe 


nJL>Z J . / 1 .44 1 y 


11-34 


Me 


3-F-4-CF3-P 


HetlO 


CH2COOMe 


m.p.l 18.5-1 19°C 


II 1A 
11-J4 


Me 


3 -F-4- CF3- P 


rietiu 


Lnzi/UUlvie 


m n 110 c 110* 

m.p. 1 lo.j-i iy 


11-35 


Me 


4-Me-Ph 




Hetll 


CH2COOMe 


m.p.l29-131°C 


ii 


\Ao 

Me 


4 -Me-Ph 




Heti i 


L>riZLAJUMe 


m n 1 OO 1 1 T * 

m.p. izy-13 1 


11-36 


Me 


4-Me-Ph 




Hetl2 


CH2COOMe 


m.p.l40.5-141.5°C 


ii 


Me 


4 -Me-Ph 




rietlZ 


LnZLUUMe 


tvi v\ 1 Af\ C 1/11 < * 

m.p. 14U.J-141 .j 


11-37 


Me 


4-Me-Ph 




Hetl3 


CH2COOMe 


m.p.l 58- 160°C 


IT 11 


\Aa 

Me 


4 -Me-Ph 




lieu J 


CrlZCUUMe 


m.p.l jo-loU* 


11-38 


Me 


4-Me-Ph 




Hetl4 


CH2COOMe 


oil 


II 1C 


Me 


4 -Me-Ph 




Heti4 


CHzCUUMe 


n!1 

oil 


11-39 


Me 


Ta2 




HetlO 


CH2COOMe 


nD2 1.5 1.5344 


TT 1Q 


Me 


Ta2 






LnZLUUMe 


nlJZl.j 1.D344 


11-40 


Me 


Ta2 




Het2 


CH2COOMe 


nD21. 5 1.5304 


TT ACi 
11 -4U 


\Af> 

Me 


Ta2 




rictZ 


L^riZCUUMe 


nUZl.j 1.J3U4 


11-41 


Me 


Ta2 




Het3 


CH2COOMe 


m.p.l 57-1 58°C 


TT A 1 
11-41 


\Aa 

Me 


Ta2 




Ua*1 

Heti 


CHzCUUMe 


.~« m, 1 C*7 1 CO* 

m,p.l57-158 ¥ 


11-42 


Me 


PhNHC(O) 




HetlO 


CH2COOMe 


m.p.l00-101 o C 


11-42 


Me 


PhNHC (0 ) 




HetlO 


CH2COOMe 


m.p.100-101* 


11-43 


Me 


Tal 




HetlO | 


CH2COOMe 


m.p.!34-135°C 
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11-4.5 


\A~ 

Me 


i ai 




rieiiu 




m.p. 1 J4-1 JJ 


11-44 


Me 


4-Me-Ph 




Hetl5 


CH2COOEt 


m.p.l09-lll°C 


IT AA 

n-44 


\Ao 

Me 


4 -Me-rn 




rietl j 


UrizujvJtit 


m n 1 HQ 111* 

m.p. iuy-i 11 


11-45 


Me 


4-Me-Ph 




Hetl5 


CH2C00Me 


m.p.l29-131°C 


II AS. 
ll-4j 


Me 


A \4o Oh 

4 -Me-r n 




lieto 




m.p. izy-i j i 


11-46 


Me 


4-CF3-Ph 




HetlO 


CH2C00Me 


m.p.l 13.5-1 14.5°C 


II Ad 

11 -4o 


Me 


A PE"J PVi 

4 -LI J- rrl 




rietiu 


PJJ^PPiPiN/f^ 


m n i n ^ 11/1 <: * 
m.p. 1 1 j.j-i 14. 


11-47 


Me 


4-Me-Ph 




Hetl6 


OCOOMe 


m.p. 149.5-1 50.5°C 


IT A1 

11-4/ 


Me 


A PV» 
4 -Me-rn 




rietlO 


UtUUMc 


m.p. i4y.j-i jU.j* 


11-48 


Me 


4-Me-Ph 




Hetl7 


CH2C00Me 


m.p.l67-170°C 


TT AO 

11-45 


Me 


A \Aa PK 

4 -Me-rn 




lieti / 




m.p.io/-i /u 


11-49 


Me 


4-Me-Ph 




Hetl8 


0CH2C00M 


m.p.l 82-1 84°C 


IT AQ 

ii -4y 


Me 


A \/l*> PK 
4 -Me-rn 




TJof 1 Q 


ULnZLUUM 


m _ i on i qa * 
m.p.loZ-lo4^ 


11-50 


Me 


4-CF3-Ph 




Hetl3 


CH2C00Me 


m.p.l80-181°C 


n sr\ 
11-jU 


Me 


/l PCI Pl-i 

4 -L-r J- rrl 




rietl J 


CriZLAJUMe 


m n i on 1 Q 1 * 

m.p. i oU-i o i 


11-51 


Me 


4-Me-Ph 




Hetl9 


CH2COOMe 


m.p.l66-167°C 


TT ^ 1 

no i 


Me 


A \A*> PTi 

4 -Me-rn 




TT 0 f 1 O 


tnZLUUMe 


m.p.ioo-io/* 


11-52 


Me 


4-Me-Ph 




Hetl9 


CH2C00H 


m.p.l71-175°C 


TT 


Me 


4 -Me-rn 




rietl y 


CH2C00H 


m.p.171-175* 


11-53 


Me 


4-CF3-Ph 




Hetll 


CH2C00Me 


m.p.l 65-1 66°C 


TT SI 


Me 


a pk 
4 -Lr j- rn 




rietl 1 


CH2C00Me 


m.p.165-166* 


11-54 


Me 


4-Me-Ph 




Het20 


CH2C00Me oil contains 50% of II-6 


11-54 


Me 


4 -Me-Ph 




Het20 


CH2C00Me oil contains 50% of II-6 


11-55 


Me 


Ta4 




Het3 


CH2C00Me 


nD22.61.5440 
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11-55 


Me 


i a4 




Heu 


CHzCUlJMe 


nD22.61.5440 


11-56 


Me 


4-Me-Ph 




Het21 


CH2COOMe 


m.p.!84-186°C 


11-56 


Me 


4 -Me-Ph 




Het21 


CH2COOMe 


m.p,184-186* 




C* 


*] 
















Chart) 













[0296] 



[0296] 



Kb 78] 



[Chemical Formula 78] 



[0297] 
[3*8] 



[0297] 
[Table 8] 



No. 


Yl 


Y2 




Het 


T 


%14(m.p.^) 


No. 


Yl 


Y2 


Het 


T 


Physical properties (property p. etc) 


III-l 


Me 


2,6-F2-Ph 


Hetl 


CH2COOMe 


m.p.l03-106°C 


III-l 


Me 


2 and 6 -F2- Ph 


Hetl 


CH2COOMe 


m.p.103-106* 



Next, Formulation Example of horticultural microbicide 
which designates the compound of this invention as active 
ingredient is shown concretely, but it is not something which 
is limited in onlythese. 

Furthermore, "part" means parts by weight in 
Formulation Example below. 









{Formulation Example 1 } emulsion 






*£0JHb£^No. 1-1 


20g|J 


the compound of this invention no.I-1 


20 sections 






55gfl 


methyl naphthalene 




55 sections 
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20SP 


cyclohexanone 


20 sections 


V;UtK— JU2680 






Sorpol 2680 


5 sections 



n tt:KS<b¥l2l(tt)lSfii45) compound :Toho Chemical Industry Co., Ltd. tradename ) 

— nLX$l#lb~tZ)o Mixing below to uniform , it makes emulsion . 

<j£ffllw|&LTIi±fB¥L#J£: 50-20000 fSlC^g? Diluting above-mentioned emulsion in 50 - 20000 times at 

LT^^ft/S^mA^^^— )ls=itz l ) 0.005~50kg time oftise, in order for amount of active ingredient to become 

|::fc:'5 < J;9lCB&3!i"3"<£ 0 per hectare 0.005~50kg , scattering fabric it does. 











{Formulation Example 2 } wettable 


**mnb£»No. i-i 




25§|5 




the compound of this invention no.I-1 


25 sections 






66gf5 




pyrophillite (DANA 71.2.1.1 ) 


66 sections 


v;utK-;l/5039 




4S15 




Sorpol 5039 


4 sections 




(anionic surfactant :Toho Chemical Industry Co., Ltd. tradename ) 


*J-:/b^X#80D 








Carplex #80 D 


3 sections 


h*-7K> : ttBttKX (80 MA« ) 




(white carbon :Shionogi & Co. Ltd. (DB 69-054-0711 ) tradename ) 






2Sfl 




calcium lignin sulfonate 


2 sections 




■r 


So 
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mixing and pulverization doing above in uniform , wettable 


It does 


* 





[0298] [0298] ^ 

{£JBlCfl£LT I* ±IE7Kft]#J£ 50-20000 felZffr Diluting above-mentioned wettable in 50 - 20000 times at 

$RLX : fc$hf$. 4 ft%.tf / ^$$ — )[s =itz l ) time ofuse, in order for amount of active ingredient to become 

0.005~50kg lC&&cfc9lCifeflrf ho per hectare 0.005~50kg , scattering fabric it does. 









{Formulation Example 3 } powder 






*%mt$mo. i-i 




395 


the compound of this invention no.I-1 




3 sections 






0. 595 


Carplex #80 D 




0.5 Section 


(*9^h*-7t-;> : &u mmm <«o ms>% ) 


(white carbon :Shionogi & Co. Ltd. (DB 69-054-071 1 ) tradename ) 








kaolinite 




95 sections 






1. 5SP 


diisopropyl phosphate 




1 .5 Section 



IfilftBfl^^^jS^iiA^^^ — Jis^tz 1 ) Description powder is done in order for amount of active 

0.005~50kg ICfcr&cfcdf-ifclfT f £o ingredient to become the per hectare 0.005~50kg , scattering 

fabric . 









{Formulation Example 4 } granule 


*SS(JJHI:£1&lNo. 1-1 




5SP 


the compound of this invention no.I-1 


5 sections 






30SP 


bentonite (DANA 7 1 .3 . 1 a. 1 -2 ) 


30 sections 






64g|5 
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talc 




64 sections 






ISP 


lignin sulfonic acid cull 


[u] 


1 section 



U Wth jtiali*i*Ciali $L&LX%L#lt 1 t It does, granulating does with extrusion type granulator , dries 

%>o and makes granule . 

&¥R\Zffi\^X±.W&M%^^f&ftM.tfi' s > / ?$— Above-mentioned granule in order for amount of active 

JUSfcy 0.005~50kg d&^cfcdlclfe^rf £o ingredient to become per hectare 0.005-50kg scattering 



fabric is done at time of use. 















{Formulation Example 5 } flowable 












**Wft*ftNo. 1-1 






25SP 






the compound of this invention no.I-1 






25 sections 






v;utK-;u3353 






535 






Sorpol 3353 






5 sections 








(nonionic surfactant :Toho Chemical Industry Co., Ltd. tradename ) 


juyy^xioooc 






0. 535 






Runox 1000C 






0.5 Section 








) 




anionic surfactant :Toho Chemical Industry Co., Ltd. tradename 


) 










O. 235 






xanthan gum (natural polymer ) 






0.2 Section 












0. 435 






sodium benzoate 






0.4 Section 












10SP 






propylene glycol 






10 sections 






7k 






58. 935 
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Water 


58.9 part 



«ffllcBLTI*,±E7P7^UJWS 50-20000 

0.005~50kg icfc&cfc^iclfeflrf £ 0 



After agitating well understanding, including the compound 
of this invention next, the wet milling doing with sand mill , 
you obtain flowable . 

At time of use, diluting above-mentioned flowable in 50 - 
20000times, in order for amount of active ingredient to 
become per hectare 0.005~50kg , scattering fabric it does. 









{Formulation Example 6 } granular wettable (dry flowable ) 






*JB9HbftftNo. M 75S15 






the compound of this invention no.I-1 75 section 






/Wf/Hl/NE-15 5g(5 






Hitenol NE- 155 part 






(7^*>ttJHIStt« : m-XHiSf^ (&) Sp°p« ) / U^XN 1 Ogfl 


(anionic surfactant :Dai-Ichi Kogyo Seiyaku Co. Ltd. (DB 69-055-7798 ) tradename ) VanilexN 10 part 


(7=*>14*BStt»: B*S«t(»)Sp°n*)*-^b^X#80D 1 OSfl 






(anionic surfactant :Nippon Paper Industries Co. Ltd. (DB 69-053-6628 ) tradename ) Carplex #80 D 10 part 












(white carbon :Shionogi & Co. Ltd. (DB 69-054-071 1 ) tradename ) 







ffiffllC(gLTIi7KT? 50-20000 fSlZ^IRLT, 
^JiStftf 1 ^*-;USfcy 0.0O5~50kg left 

[0299] 

CKttfll] 3A4f5ifA/=*l»»»*K« 
Eg 5.5cm fl)7H'Vhr*WJSLfc 2.0-2.5 g»|0>=] 



7 c c vi — o ' — 

and makes dry flowable . 

With water diluting in 50 - 20000 times at time of use, inorder 
for active ingredient to become per hectare 0.005~50kg , 
scattering fabric it does. 

You explain concretely concerning usefulness of compound 
which relatesto {Test Example } this invention , in Test 
Example below. 

However, it is not something which is limited in only these. 
[0299] 

{Test Example 1 } wheat powdery mildew protective effect 
test 

In wheat (variety :Norin 61 number) of 2.0 - 2.five-leaf stage 
which were reared with pot of diameter 5.5cm , diluting the 
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7KT*3&IRL-C 500ppm lzB»Lfcat?ft£X?l/ 
-#>*ffll^KSfcy 20ml fiM&Lfco 

[0300] 

ft* 1 BS, :aA*3^C*M(Eiysiphe 
graminis)(DBS^^Il^SflLfco 



[0301] 

[»i] 

®«$)]xi00 

No.;II-3,II-5,II-7,II-9,II-l 1,II-13,II-14,II-17,II-18,II- 



compound of this invention emulsion with water, per pot 
20ml scattering fabric it did reagent solution which you 
adjusted 500 ppm making use of the spray gun . 

[0300] 

After scattering fabric 1 day , spore of wheat powdery mildew 
microbe (Erysiphe graminis ) was done the inoculation 
directly. 

After that, you placed in greenhouse , you measured ratio 
which isoccupied in inoculation leaf of diseased spot surface 
area which was formed after inoculation 7 dayyou calculated 
protection value in accordance with below-mentioned 
formula. 

[0301] 

[Mathematical Formula 1] 

protection value = {1 - (treated plot diseased spot surface area 
ratio /untreated plot diseased spot surface area ratio ) } X 100 

As a result, compound below showed above protection value 
70. 

W it £ 

21JI-22JI-23JI-24JI-25JI-26JI-27JI-28JIO0JMlJI-32,IM3JI-34,II-41,II-54,III 



CiSKfl!! 2] 3 A^f ifccXf {Test Example 2 } wheat red rust protective effect test 
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US 5.5cm <D7\ty\*V^I$.Ltz 2.0-2.5 SJUtDa 
A*(n a n ffl:Jgtt 61 #)IZ % **W<t£»?Lffl* 
7KT*#$RLT 500ppm IClSgLfclg&^X^U 

[0302] 

1 H 3 A*^£tf!f*B(Puccinia 
recondita)(Dfl&^SS;^(2x 10 5 fl/ml)$OR|| 
U SJt 20-25 deg C, 9& 95%Ja±<D&iI$£ 

*<D'iks Mlcft*, 10 B»lc»j«*ttfc 

*KBtteai£u * tie© ifiKHi 

[0303] 
[ft 2] 

R&l^fiifi=Cl-(5aaE^S5SS$/«l«iSE^a 
®«¥)]xi00 

12lTa><b**A<|»»ffli 70 Bl±*« 



In wheat (variety :Norin 61 number) of 2.0 - 2.five-leaf stage 
which were reared with pot of diameter 5.5cm , diluting the 
compound of this invention emulsion with water, per pot 
20ml scattering fabric it did reagent solution which you 
adjusted 500 ppm making use of the spray gun . 

[0302] 

After scattering fabric 1 day , atomization it did condiospore 
suspension (2 X 10<sup>5</sup>/ml ) of wheat red rust 
microbe (Puccinia recondita ), whole day and night inserted in 
inoculation box of temperature 20-25 deg C, humidity 95% 
or more . 

After that, you placed in greenhouse , you measured diseased 
spot surface area which wasformed after inoculation 10 day, 
you calculated protection value in accordance 
withbelow-mentioned formula. 

[0303] 

[Mathematical Formula 2] 

protection value = { 1 - (treated plot diseased spot surface area 
ratio /untreated plot diseased spot surface area ratio ) } X 100 

As a result, compound below showed above protection value 
70. 

m 



No.;I- 1 ,11- 1 ,11-4,11-5,11-6^ 
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fig 5.5cm (DtfvbT^tiULtz 2.0-2.5 ^ffiCDa 
A^(p n pfi:T;Uh'J7)IC, *§%mt£M<D$im 
**"«MRLT 500ppm IcHSLfc****? 
U-#>*ffll^hfcfcy20ml»*«aLfco 

[0304] 

1 B & , & tt *l #i B (Leptosphaera 
nodorum)©ft^ BjS5S(2 x 10 5 {@/ml)£l«^L 

tt«*ffof::3A*£S* 18-20 deg C,M 

95%ja±©«a«i3 7-io aniiA*i*#i*«ai 



[0305] 
[S3] 

SW)] x ioo 

^<D$££, JaT©fc£*A<l»lfc« 70 BLtfc* 
* 56 



{Test Example 3 } wheat * it withers, illness protection test 

In wheat (variety :art rear ) of 2.0 - 2.five-leaf stage which 
were reared with pot of diameter 5.5cm , diluting emulsion of 
the compound of this invention with water, per pot 20ml 
scattering fabric it treated reagent solution which it 
manufactures in 500 ppm making use of spray gun . 

[0304] 

After scattering fabric 1 day , * it withered and atomization 
did condiospore suspension (2 X 10<sup>5</sup>/ml ) of 
germ (Leptosphaera nodorum ) and did inoculation . 

wheat which did inoculation 7-10 day inserting disease 
werepromoted in inoculation box of temperature 18-20 deg 
C, humidity 95% or more . 

Ratio which is occupied in inoculation leaf of diseased spot 
surface area which was formedwas measured, protection 
value was calculated in accordance withbelow-mentioned 
formula. 

[0305] 

[Mathematical Formula 3] 

protection value = { 1 - (treated plot diseased spot surface area 
ratio /untreated plot diseased spot surface area ratio ) } X 100 

As a result, compound below showed above protection value 
70. 

m 



No.;I-l,n-3,II-4,II-5,n-6,II-7^ 
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lt@7cm(7)^hTW^Lfc 1.5 ^CD+zl^'J 
(p B B a:««¥&)lC. **Mft^»?Lffl**T? 
#§?LT 500ppm CiS(Lf:l;«$X^U-^ 
>Sffll^hSfcy 20ml fffc*r7Lfc 0 

[0306] 

ft * 1 HflK+i^'J^i** 
(Pseudoperonospora cubensis) <T> BS S& $3 i& (2 
x 10 5 {i/ml)£l»PU £$ 20-25 deg C, 3ft 
95%ia±©ft«filC-S«A*Lfc. 



{Test Example 4 } cucumber downy mildew protective effect 
test 

1.5 -leaf stage where it reared with pot of diameter 7cm in 
cucumber (variety :Sagamihara Hanshiro ), diluting the 
compound of this invention emulsion with water, per pot 
20ml scattering fabric itdid reagent solution which it 
manufactures in 500 ppm making use of the spray gun . 

[0306] 

After scattering fabric 1 day , atomization it did condiospore 
suspension (2 X 10<sup>5</sup>/ml ) of cucumber downy 
mildew microbe (Pseudoperonospora cubensis ), whole day 
and night inserted in inoculation box of temperature 20-25 
deg C, humidity 95% or more . 
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[0307] 
MM] 

x 100 

[0308] 

* ft 
No.;II-4,H-5,II-6,II-7,II-8,IMl,II-12,II-13JI-14,II- 



After that, ratio which is occupied in inoculation leaf of 
diseased spot surface area which was formed after inoculation 
7 day to every greenhouse , was measured, the protection 
value was calculated in accordance with below-mentioned 
formula. 

[0307] 

[Mathematical Formula 4] 

protection value ={ 1 - (treated plot diseased spot surface area 
ratio /untreated plot diseased spot surface area ratio ) } X 100 

As a result, compound below showed above protection value 
70. 

[0308] 

W it n 

18JI-21JI-25JI-26JI-28JI-29JI-30,H-31JI-32JI-33 a II-34 s II-37,II-38,II-41,II-46 9 II-4 



[0309] [0309] 

[36 WO)**] [Effects of the Invention] 

Ztl>D<D&§£Bfiitn 4491$ , Stlfcffi^SJliSlC These the compound of this invention have prevention action 

2tf^"<5Rfrl&fEffl£ , fl'Ls fE^ICft LTt3? £T? for plant disease which issuperior, it is safe vis-a-vis crop . 
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